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i-^(54)«Ma)«»: erU-JU't^L/TRSIW: 
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— (57) Abstract: Compounds represented by general formula (I), (wherein Ar represents 

^ ^ ^2 a nitrogenous heterocyclic aromatic group; X and Z each represents carbon, etc.; Yrep- 

^ XrsZ^P (I) resents CO, etc,; R| represents hydrogen, etc.; Rj and R3 each represents hydrogen, etc.; 

Y 1^ R4 and R5 each represents hydrogen, etc.; and symbol ~ represents a single bond or 

O ^N^J^^ \^fi double bond); a process f r producing the same; and a use thereof. The compounds 

^ L ]| ^jj^ ^Ar have a remarkable proliferation-inhibitory effect on tumor cells. A Cdk4 and/or Cdk6 

O /\ O inhibitor for use in the therapy of malignant tumor can hence be provided. 
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m m m 

5 ft ^ i? 

Mi ^ m 

■t^^v i^^^tm-^n^^r^^-t^^itx. ^m<Dm!i^mm(DmmmmLx\>^ 

^^#^^tLTv>5o m^tiD^^y-^^ ^ Cd k 4fcSV>«Cd k 6 

20 iri^^^LTGl«a<Dii^T«r. i^^i5^y VE-Cd k 2«G1/S^#$r. lJ-^i5' 
VyA-Cd k 2«S^<7)xifTSrs ^PjJJli^'l'i;^ y V'B-c d c 2«G2/M(^ 

jifT^-tn^ti.^^»bTVNSo /^*3, D^w'T'i^'riJ' y ^-liifiDi. d2. d3 

(D7f.ti: h-r. c d k ^^(D y i^mit/isi y •y-'Y y >-5>^^<z)5^^xu«c 
25 d k|5aMfiK^<^*&^^-<^:'9^J^$tLTv^5i#x.e>tlTv^5 [r Kv^:/;^ • 

=¥Yi^f-— • y-y-^^ (Ad V a n c e Cancer Res.). ^66 ^> 
181-212H(1995¥) ; ^Uyh ' :t\^::^:ty ' ^ ' ir/U • ^ 
a'J— (Current Opin. Cell Biol.), ^7#, 7 7 



wo 01/07411 PCT/JPOO/04991 



3- 780 M. (1995 ¥) ; ^>-l'f'i'~ (Na t u r e) . |g3 7 1 
31 — 134 (1995 ¥)]o 

5 y V-Cd k^^^^$:PIW-r5<7>(C^L. ^#(iCd k 4. Cd k 6 i^iS-^tT 
:itLb^#^6<J(m*-r5o [^^-r^-^-- (Nature), ^366 70 

4- 707 (1993 •ri/K--t/i^7— •/<^;^t3v?— 
(Mol. Cell. Biol. ^15 2627-2681 M> (l 

9 9 5¥) ; i^-i^X. T:/K •x-<o7';<i^h (Ge n e s Dev. ),|| 
10 9#, 1149-1163M(1995¥)] 

Hir#<z)fi:^M(-i*^ixL(^p 2 1 (s d i 1/c i p 1/wa f i) i>^mf^n. 

r K • -r '^n (Genes Dev. ) ,||9#, 935-944M 

(1 9 9 5^) ] „ 

15 — Mx.li'p 1 6 ( I NK4 a/MTS 1/CDK4 I/CDKN2) «^ 

#ie:Ji-r5Cd kPt^g^Koio-cfeSo p i 6Jt^^fi. t ^3SiSD/la^^:*3^^ 

1 6it€i^O:X^;as#^^^$nTV>S„ *fc, p 1 6 7 ^/i^T-^^ h-x^-^xj^^j 

20 ature Genet.), ^8#, 27-32 (1994^) ; hU:/ 
X'^ V • v?3i;^x>r (Trends Genet.),^ll#, 136- 
140 (1995 ¥) ; -fe/l' (C ell), ^85 27-37 (l 
9 9 6¥) ] , 

^ti^tioc d k \tmmm<D<^^(Dmm^h^m^si&m^ v ymit-t^ ^ 

(omnom^m^mBWx. g i '^mt)^hs^m^t>^nx^miz. y vig^b^^^it 
So ^<7)y>'^^b«l«lM^<39Ji^T^c:^#oT1^^^y :/D-cd k 4/cd k 6 

m^fls:^ ^^^^T♦1^-r^5' y :/E-Cd k 2^^{$:3i5iSoTV^St%;tf>^LTV^^,o 
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ttflcic 5 ^ * {C R B - E 2 F m^m^i J; 6 7" n ^ «- ^ $ tL, 

X.bi^TV^;5 [-t/U (C e I 1 ) . ^5 1097-1105 (198 

9^) ;±JU (Ce 1 1 ) . ^6 5 1053-1061 M. (1991^) ; 
10 :t:y='i^—>' (Oncogene).||7#, 1067-1074 (199 
2^) ;:*u:^h .;^t°-;?i- :x.ir;v«/<>(':^n i;'— (Cu r r e n t O 
pin. Cell B i o 1 . ) . ||8#, 8 0 5-8 1 4H> (1 9 9 6^) ; 
^U^=l9— • Tl^h' ' ' ^<4:^^i^— (Mo I . Cell. Bi 

o 1 . ) . Ill 8#, 753-761 (199 8^) ] „ MBi^E 2 F (Dl^ 

¥;65tg^14^t:$H<5^^;6s«^$ti.TVN5[e^-^^/-K-i^^-"^-/v(EMBO j.). 

||9#, 2179-2184 (1 9 9 0^) ; ^ W^ra 7- • T V K • "fe/V' 
7— • y<'^ytvii^— (Mo 1. Cell. Biol.). ^13 161 
20 0-1618 H. (1993^) ]o 

Cd k-RB^^Sr1llfi5c-r-5V>-fn/5><Z)H^<7>m^. {fijx.tfmtg6^p 16(DiRi 

^^1^-^ ^ y ^'D 1 iiiig^^c d k 4 m^^-^mm^RBm&n(DX^fj: iff>^ t 

ho^Stc^oV^Titi^S(::^l±i$i^Tv^s [f-^^^v;^ (Sc i ence) , ^2 
54 1138-1146 M. (1991^) ; i^f— • U (C a 

25 ncer Res. ).|g53#. 5535-5541 Ms (1993^);;* 
h v'— (C u r r e n t Op in. C 

ell Biol. ).^8#, 805-814 (1996^) ]o 

« , V ^Ti^t> G 1 s m^(Dmn^i&m-r^:^j^^<DiSi^x'h ^ . ^ 
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cdk^T ^v-mmi^m^^'r^^uk^<Di[:^!^tLxn. m^\tf i avo 
p i r i d o 1 {yyt^t'v ici^m^n^-m<D^ ^^e^mm^m^^h 

HTV^-So (W09 7/'1 64 4 7, 9 8/1 3 3 4 4) „ 

^2 5 1 5 7^^ m\mA) , wo 9 7/2 9 7 4 3^^ (?I^]B) . tI^H^I^ 
Us 6 9 6 1 3 (^mC) RXf<l^m^2-l 1 5 1 7 6-^^^ (^l^^ijD) 

51 «sj c dti, 1 <@(7)^^i^^ t T ^> i V ^^mmm^ x xm-^ t r t> J: v 
20 fc^i-rmmi^x:kr). mi)^\z.mmmf^3m (mi mg. mi 3nnRxj^m2 

6frB) . ^Sffil (^1 vnj^RU^l 9fTS) . ^7^gi (^1 snnRXf^l 

5ffa) , ^1 7ffi3 (m24nnRv^m4 2rrn) . M2oii (t^j^^i 4tTS) 
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tvx. ^m^^u-{-mm<Dmi^m(Dm.^^7!)mm^t\^x\>^^m^^x\ 
20 i^tc. ^tE<Dt:i^. cdk6mmMitMcWmatisihnx\i^f£\^\ 

25 

m (D m 
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6 



^WM\t. ( I ) 




V'^^Ar (I) 



V /^m. en y /US, ^ y 7ws> >r k y /vs. y ^ ^ k y /vs. ^ y 
y/vs. -ry=sfyy/vs. ^>y^ryy/vsst5-<vi/:^-drf-yy/ws;5»^/c? 

(1) (SiaT/v=¥/vS> tK^S. v^ryS. /^P^^^^m^, ^hoS, ;&/V;}?dr 
10 iy/vS, ;&/w^^></vS. jJ^/v^/uS. {&jgi^r/v:^/y-i'/vS. {SSlT/v;&y-r/v 
:^=3fxyS. t KP=3rv'{g^T/>^/l'S. i/Ty (S0T/V^/VS. /M3{Si^T/V^ 
/VS. */vj}?^iy(&0T/v^/vS. :«7/vy^^^/viSigiT/v=ar/vS. i&aT/v=Jdf 
v'S. {£jgi^T/V3drv^;^7/V/i^cr/uS. i&0T/v=i ^i/;^/vj}<=/vr 5 y S. 
T/v=i=^ri/:j5;/v:!}^-/vr ^ yi&iKT/vde/uS, {g:iaT/vdf/v;*/v/<^'></vS. 
15 {g:jS^r/v=^r/v:^/W-<^>r/vS, :*/w<^-r/v;*-'^r'>S. tei8iT/v^/v;!(7/w^^.< 
/V;^-drVS. i^tSiar/V=^r/V*/W^^^/V^dr^/S. T^yS. (£igiT/V=5p/vr 

^ys. i^(g«iT/vdp7UT^yS, hy<gjaT/v^/vri^^-:^-S. r^yiS^i 

T/V=^r/VS. MT/Vdr/vr5y{SigiT/V^/VS. i^iSSir/V^/VT 5 y (giSfcT 

/v^/vS. h V &cr)v^)\^r :/^-;*-{Si&r/v=5f /VS. {Sigir/v;^; y -r/vr ^ 
20 ys. Tn^/uT^yS. {£j^r/v:&/^/vr^s;^y<SSiT/v:^/vs. {giar/v 
^/v;^/v:7^'r:/vs. {SJBftT/v^/v;^/vj}>=i/vS. {g:Jgir/V:?r/v;^/Vj}^=:/VT ^ 
yS. t Kn^w ^ySS.TJ^{&SiT/vadew^yS*>^/.e-58¥<J:'9ji^$n 

^jii:i3&v>t3j@WL-cv^T'bJ;v^. (SiST/v^r/vs. (smr/v/r ^/vs^t 

25 <{mmT/Vdr=i/VS^L<«g^aiaS?rjii:i7iJVNt3^. $f>JC{l 
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f-/y/i-s. t°y>?/u£. t*"7v^:=^/vs. yi'v ^i^=^/i^m. t:vyi^=^/um. t° 
i^y-f ^y:/y/^£> ^>'y:tdff-:/y/vs. -^i^^/'^T/y/ws. ^^i^^/Hy 

<^^>ry^1^:/y^/^£. -r y=5rifyy v':^/^^. xh^t Knt-yv^/us. 
15 y v?-/ws, fc'pyi;5-,vg^ t-oy^/wg, ^/^*;yys^ 7" 

R,, SO2NR,, N (Rj SO2NR,. N (R,) SO2X CH (OR,) . C 
ONR,. N (R,) CO, N (R,) CONR,, N (Rj COO, N (R,) C 
20 SO, N (Rj COS, C (Rj =CR,, C = C, CO, CS, OC (O) , 
OC (O) NR,, OC (S) NR,, SC (O) , SC (O) NR,X«C (O) 

o (::;lic*Jv^T, R^RXfRr}^, 7Kmj[^^^L< «<£jaT/i^^/vS> 
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:=/^r 5: y S-&u?i£jgir /i';^; y /i^T ^ y (SiKTyvdf /uSd^ t> /.c 5 1¥ J; 19 
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o.0,(>° O.O.cT.O 



(3) : Yi-W.-Y^-Rp i^^. Y,, W^, YaS-TJ^RpfiHifiat^it^^r 



CO. SOXIiSOa, R.Yi. 7K^J^iF^L<«^: Y3-W2-Y4-R, (^^f". 

15 -fv^^yu/vs, -r:/Ky/^s, -r^'Kyv^^/us. -r y^r^/y/i-s. ^ 
^i^czyus, fy^i^ciiyvs. f^yy/ws. =sr/=3!^f-y-/vs, ^/y/vs> 

20 v'/^T y y h y r y y /vs. -^^-/^ 7 -/^s. ^^r y y /vs^ 

f-Ti^ryy/us. ^^i^/vg, fny/vg, ^y/us. :77-!f::i/uS, hyr 
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^il^^tiSflgWJi^^ms. w^tt. m^^. ^m^^. iiftm^^, so. S 

NR,, SO2NR,, N (RJ S02NR„, N (Rj SO^, CH (OR 
t) . CONRi, N (R J CO. N (Rj CONR„. N (R^) COO. N (R 
J CSO. N (R^) COS. C (RJ =CR,. C = C. CO. CS. OC (O) . 
10 OC (O) NR,. OC (S) NR.. SC (O) . SC (O) NR»3^f4C (O) 
O (:ir(^*JV>T. R,^t/R„(±. tK^MT-^ L < «{Si^T/Vdf /US. 7K@?S. 

/w-tN^/i/g. {siiT/w:3f/u;^yv;i}N^/w7^y5. v^^i/^ % jmRv^&Lr 

25 /l^^i^W ^yS*^^,/.eSI¥<t!9^^$*L5g^SXIi^g}^S^3il[l/£V>U 
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^^SlT /v-^jvtj /]^y<=^>( ;\^:ir^iym, -J^WlT Ji^^^vti 

3 ^ W ^ y f> 6 $ m^^Sife : Y 3 - - Y 4 - R , 

/l-S. {&ia7'/l'='^v^S^L<tt^: Y3-W2-Y4-R, (^4". R.> W2. Y 
20 R,S.U5X^*te:-i^{3/jioT?^fiK-rs. 




(b) 



^\ N'N 
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^m^hm^^f\^^^7-nmi-^ inm\^< tt-ttiut±^^LTt>ci: < , tear 

-^ryMTyu^/uS. ^>n<&igiTy^dr/i'£. ;&/U5i^=>rv'{£igiT>'U^7i'S, 
gi^S. ^hiat. jii:i/iV^L3{@(7)|^-^L<(t^/^5fii^SSrWbT^>i 

^y^yy/i-s. >r y>r:^Ky/v£. ^r^/yi/y/^s. >f:/Ky/i'S. -rvKy 
/i^m. '^yt^yT^^/^m. 'ry'^vi^=^/^m. yj^i-i^=i/um. ^^y^/^it^v 
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^^S^^ ^ 6I¥ J: <9 il^ ^ ^ irili^ LTV^-c ^> J; V \ 



^ 5 J: "9 $ L < «^l&fP(^) 5 M/jj V > L 8 L . 



(a) 





10 ^m!i 

(b) 
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/i^^/u7./i'y^=^jum. i&m.Tyi^^/Uy(./]y^.=z/]^^^ iS.mrji^^/up./uyi--=.jUT 

15 t°y^v^^/vs, t°^v^:^/^£, f y i5^v?::i/ps, ^T:/y/vs. >f'y^T:/y 
/i^S. :t^i}-yv/^m. -fy^f-^/y/ws. t°7/y/us. t'ny/^s, ^^^j^* 
y y /us.V K y /ws, >ry-r>Ky/w£. ^r/yyus, -rydf/y/i'S. 

m. t-y ^i^^/i'S. t°7i^=/i-s. \i'v^i^=^/i^m. ^^r^y/vs. f^yy 

20 /wSXtt-r ^ y /W'S^;dS^f * L < . f y i^/vSXtt f 7 y /vS 

-^yy^/l^m. .sec -:/^/PS, t e r t 
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n^v'p<5^/l'S, h y t Kc^i/^^/vS. 1 - t Kn^rV3i^/VS, 2-l:K 
pdfi/cn^/WS, 1 -t Kn:^ft^7'D tWS, 2 - 1 Kn ^i/'7°cHi'/WS> 3- 
t Kn ^^/^n tVl^S^ 1 - 1 Kn dr i/- 2 ^yV^c^/Vg, 1 - 1 Kn dr-> 
15 T'^/US. 1 -t Kn:^'>- 2-p<^/W7°nfcVu£, l-tKndp'>-2, 2- 
^/WJ^^/W^, 1 - t K n l-fc Kndpi/-2-^ 

^>'l'S> 1 - t Kn i/^^i>yv£, 1 - 1 Ko ^'>- 2 - ;^ ^/^-^i^f^/WS*? 

3-v^Ty7°a tWS, 1 -i^T/- 2-pt5^7Pai=^/VS, 1 - v'T / ^ ^/^S. 
l-i/r/-2-7<^/^:7"ofc'/WS, l-->Ty-2, 2-v^7<^/^^^/^S. 
25 1 - i/T y ^✓'^/WS^ 1 - i^T / - 2 - ^ ^/Vf ^f-ZV^. l-i/T J 

1 -'>'T/-2-^5^/p^>5^/i'S^7)s^if ^Xhm^^iyT ^ 
1 -i/ry^^/i'Sx 2-i/ry i -i/T/-2-p<f^/p:ii 
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1- ^nn^i^/uS^ 2 -^^^ n n 31 5^/1^2^ 1 n a^n tVug, 2-:^na 
5 7°nt°yl^S. 1 - 2 ^^/L'^^/US, 1 n n - 2 

/^S> 1 - :^ n p :7>/wS, l-i5'PP-2-p<f-/P7'ntVU£, i-^pp- 
2, 2-v=;?<f-/U:2if-/l/g, 1 -^J' p P^:/^/Ug, 1 - ^ O d - 2 ^/U:/ 
^/I'S, 1 - ^ p p l-^Dti-2-^ -^^/U^ V^/^S^;65^lf P> 

tL, qa-x^^fj^ii^f^^ pp^^/u^^ M; 7/>:^p^^/uSs 1-7/w^P^^/u 
10 i-^ppoi^yVS, 1 -^np-2-p«^/V3c^/l.g^j55$j^ tV\ 

2- ;<;/V2}<^iy^n tVi-S, 3 -;^;/^/K=3f >>:7"p tVi^S, l-^ji^-^^^i/-2- 
15 ^^/v^^/i'S, 1 -;&>'^/1?^v'y^/^S^ l 2-p«^/i'7'n 

/i^S^ 1 -;^/wjn>->'-2, 2-v'p<^;^rn^/uS, 1 -;«;/U'/}<dri/^:/^/PS. 
i -;«7/U/i<^'>- 2 -p^f-zu^^/wS. l -:*/WjJ<dpi/^df l -ij/v:^ 

/i^S. 1 -;«;7W-^^>r7Vai^/L'£, 2-;&/w-<^^/Uai5^/vS^ l-:3&/w^^^ 
jv:fu tVPS, 2 -;*7W<^>f /W^P tVi'S, 3 -;<7/W<^>r/P:7'n fcVvg, 1 - 
25 ;«7/W-<^^/u- 2-;<^/P3i^/uS, 1 -^/W^^^/uy^/>g, l-;«7/W-<^ 
>r>'^-2-p<^/W7'otVPSx l-f3;W<=^y( ;V-2, 2 -i^^^ ^/Uaif^/Vg, 
1 - ;^7yW'?^-f v^/uS. 1 - ;&/w^^>r /V'- 2 - l - 
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5 t e r t-zfh^i^m. i^S, ^^ri/ 

BiaL/S:S^E*L. :g:^6<]t::«0iJ;tttV l>:^rv';<;/i^jK:=^/uS, h^v';t;7U;}? 
jjf^yuS, ^ h:3S^iy;57/U7}?=/VS, s e c h^Jri/;^?/^^}?^/^^, t e r 

15 \^jvir^^ytiJVif.^i\^^^ t e r t h^v';^7>'>7i?::^/uS^:6S$f* LV^ 

&C7 J\y^j\^ti jV/<=^>{ tV^h\X. :^/w-<^></u£(c:±|2(D{£0T/i'=^/t'£^5 

N-^f-/l';i^/W^^>r>'WSx N— r y:/^/>:*>'W-<*>r/l'Ss N-t e r t- 

25 N-v?:3i5^/u;^/w<^^/l<'S, N, N- v^T'n fc'/W:;?7;W<^^ /Wg, N, N- 
v'-r y:/a i^/u:&/w<^^/uS, n, N-i^:/^/v;<7yw<^>f /ug, N, N- 
v^>i' y:^^/u:*/w<^^7PS, N, N-v't e r t N, 
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5 ^•^^-r/vSg^L/tfiJ^^SSTTj^L, {?iJxL«*N-p« 5^/P;«7/W^^xf 

^ y:/f^/l':*/W^^>r/U;^-dpix£, N-t e r t -y^/^;^;7W-<^^ /^;^dr v-S^ 

15 N, N-t^-r y^p tVu:^7>'W<*>j'/>:t^^/S. N, N--^' 

y^/i^;<;/w-^^>r/i';*-^v^S. N, N-v^-T y:/^/w;3&/w<^^yV;r^t/S, N, 
N-i^t e r t -:/^/U;<7/U/^^^/I^^drVS> N, /]^/<^yf 

20 ^;65^if e>ti. 'I'-C^JjMx.t^N, N --:^7<^/^;<;yw-<^xf n, N - 

i;3i^/V;(;/W^^>f /U;*-:ari/S, N, N -v?y^/V;&>'W^^W'/>^:^^S/S, N- 
25 g^S^Ti^L, ^aj^tfN-pt^/VT^yS, N-^^/UT^yS. N-y"nt" 
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^yS. N, N-v?yn tVUT^ /S. N, N-iz-T y:^n tVVT ^ /S. N, 
N-v^y^/l^T^ /Sx N, N-i^^ y>^^/UT^yS, N, N-v^te r t- 
5 y^/i^r^ym. N, N-v^-S^^^/l'T^ N, N-v?--=3re/yVT^ yg, 

btL. tfTt««lx.(^N, N-i^^f^/vT^ N, N-v^^^/wr 5 ys, N, 
N-i^y^/vT^ ys, N-3i^/v-N-y^/vT^ ys. N-y^/w-N-:/ 

10 h])i&mr/\^^/i^T:y^=^^mtn^ yS{C±|E(Z){&^T>'V=Sr/WS;6SN, 
N, N-Hg^Ufcgi^SSrTi^Lx 0iJx.l^N, N, N- h y y 5^/WT>'^^;*-S. 
N, N, N- MI^^/^Ti^^-:*-S. N, N, N- h U T'n f/VTi/^^;^-S, 

N, N, N- h y-r yT'p f/i^Tv^^^^-s. n, n, n- hyiy^/i^r^^^::^ 
;ts, N, N, N- hy-ryy^/^T:^^=:^s. n, n, n- hy t e r t - 

15 y'^/^Ti^^=^;^S, N, N, N- h y'<:/^/uTi^^^;rS. N, N, N- h 

N- hyy^/wT:^^-5i-£, N, N, N- hy3i^/wr>^=;*-s> n, n, 

20 N-t?y ^/W-N-yo tVPT:/^— :a-S#;d5$fig-efc5o 

r ^ y{SiKT/vdf/us^ bT«x y S;55e^bfc^mi^:i /iVNL6<@J: 
/£S ryw^/vS^;6S0 * L < . Mrt^&^\atmx.i'£r 5: y y ^/^s. v^r ^ y y ^ 
/u£. hyr^yy^/i^S. i -T5:y:t^/^S, 2-T5y^^/V'S. i-r 
5y:/'nif/us, 2-T^y7'ne/uS, 3-T^y:yntvvs, i-T?y- 
25 2-yf^/V3i^/i/S, 1-T^yy^/vS. i-T^y-a-y^/vT'ni^/v^. 
1 -r 5: y - 2, 2 -t^y ^/u^i^yvg, 1 -t ^ y t^^i^^/i^m. 1 -r ^ y - 
2-y^y'p::^^/vS. 1 -r ^y^=3pi//vs, 1 _ 7-^^-2-^ ^/w^^/^^^/u 

y^f^/ug, i-r ^y-2-y^/^^^/vS^/55^if*Lv\ 
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f-/ur 5 / P< ^/l^S. N-7"n tVWT ^ y ^ ^/WS, N-^ Vfu fcVl^T ^ y p« 

f^/u-S, N-7'^/uT5:y y^/v£, n— r y^^/vr ^ y p^^/i^S, N-te 
5 r t -:/^/vT^ y N — s^^f-yvT^: y y^/i^S. n — --^^^7vt% 

T 5: y y N-y'^/ur ^ y y ^/wS^d^if iix-feSo 

10 N, N-i;'3i^/pr ^ y y n, N-^^T'ntvwT^y y^/wS, n, 
N-i^-r y:yntvi/r^yy^/^s. n, N-v?:/^y^T^y y^yi^S, n, n- 
yy^/vT 5: y y ^/vs. n, n- t e r t -y^/ur 5 y y ^/^s, n, 
N-v^^>'^/wT5y y^/vS. N, N-->:>'->*dr^//vT^ y y^/vs, n-^^ 
/I'- N - y ^/I'T ^ y y ^/vs, n - y ^yi^- n - ^ n twr ? y y ^/vs^ ji? 

15 Wbtv. q3x-^>ifti;t}iN, N-v^y^/vr^yy^/vS. n, n-v^^^^/wt 
^yyf'/i'S. N, N-t^y^^/i^T^yy^yvS, N-^^^/i'-N-y^/vT^ 
yy^^/i^S. N-y^/w-N-yntvvr ^y y^/i-S^yOSijjg-efcSo 

20 y^/l^T:/^:^;ry^/^£. N, N, N- h U ^^7VT>'^— ^y N, 

N, N- h y tvwrv^^^j-y^/vs. n, n, n- h y:/cifcvi^Ti/ 
^;z;*-y^/vS, N, N, N- h y ^^/wr:/^=i::^-y^/wS, n, n, n-k 
y-f yy^/^r>'^=i^y^/^s^ n, n, N-Ny t e r t-y=^;\^7:y^^ 

^ry^/uS. N, N, N- h y^:^^yuTi^^^;*-y^/i-S> N, N, N-hy 

25 ^=Jri//wr:/^=^;*-y^/i'S. N-3i^/w-N, N-i;^y ^/i'Ty^-;!i-y^/w 

N, N-v=y5=-/i'-N-yt3i^/i.T>'^-2r-y^/vS^;6>^tf bH, tl^-ct 
^?iJx.fiN, N, N- h y y^/WT:/^=;ry^>'^Sx N, N, N-fy^i^/VT 
V^::i3f-y5^yuS, N, N, N - h y :/f-/UT >'^=:^y ^/WS, N-^i^^/U- 
N, N-i^y 5^>'l'T:/^=^;^y ^/I'Ss N, N-v^y ^/U-N-T'n l^'/UT>'^ 
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yf^/vs, N-:/n t°:^:^/vT5>^y y^/vs. N-^^y/vT^ v^y y^yws 
T ^ i^y y ^/vmmtmMx-h^o 

-yvS;OSN-g^Lycg^S$r^L,^?i|x.l^N-y ^/^:^/i'^:=i/VT ^ y N- 
al^/^;^JJ^-/^r ^ y N-:/^/l'>^/V^:^/Ur^yS^i6SW?)tt. I'T't) 

ai^ssr^u ^Jx.»iy h=3p-:/^^ys^ nihdrW^ys. T^HTK^w^y 
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^yy/^s. >r y-r:/Ky/vs. -r^^yyy/ws. -r^^Ky/^s. -r^/Kyt^- 
/vs. -ry^ryy/vs. :^^\^:^i^:i-^'-yy:^=^/i^m. :^^-y-yy/V'S. fy 
v^/us. fcf7v^:=/i'S. Ki^=^/i^m. t-y^j^v^^/us. f^yy/i-s. 
^i^y^/ws, dr/y/ws, v^t Kt^-r y-Ti^Ky/us. i;?t Kn^^^Ky/vs. 
25 5^::a-:^yx::^/^'S. *^yf^ y i^=^/vs. y^Li-i^^^/i^m. ^^y^/^ % ^y y /v-s. 
-<^/y:t^1^yy/^s. ^^^y^ryy/^s. ^>'y hyryy/vs, ^yy^ 
7=/vs> 5^Tyy/ws> ^Tt^ryy/vs. f^air^/wg, fny/us, ^y/v 

7ylf-/vS. hyryy/vS. -^:/yv?:t^f-=/vS5.r/p'f-W':/i^^=^ 
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^)^'y:^)V^^ fy^v?=/US. fy/y/US, df/y/US, 

10 t°n y ^/wS, ^7^;i}>y yg, X t Kndry y ^/VS, X h7 t Kn^ ydr 
y y * t < . ^'■Ct0<J;ttf-r y=5p1^:/y::^/WS, >r y^-tfy'y 

/US, t°-<ye^^/u£, t'n y ^/UTjNyyS, 7" h 

15 o t'y v?/ws. if-<yiy=^/um. f-^ y fp y t^^/ws, ^/W/Jn y y 

S> X h 7 1 Ko^ y=ary y J; 9 0* LV\ 

20 i-yf-zv) p<^/WS. a-;»«^/W (2--^7^/V) p<^/WS. a-:t^/U (1- 
ptf^/^S, o-3i^/W (2— ^^/WS. i^7ai=/U^f-/U 

m.mmx\tj^mK<D^fRT/\^^ ui^mt ut^, ^^mis i ^^v> t e (dta^^ v 
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/US, t'py/vs, 5: ^5^y y -r^Ky/ws. >r y^r^/Ky/us. y 

;^y-r/uS. tei8iT/i-;<7y-r/U:?i-='fi/S. t Kndf v-^g^r/^^Sr/l-S. i^r/i& 
i&BT/i^^/i^m. f&Wcr '&B.r jv^^-yti }Vif^=./vl^, ^WlTjv^ 

20 r ?y{g0T7v=^/wS. {saT/ujar/wr ^ y {gaT/Udr/^S, i^{gja 

igiaT/w;{;y-r/PT^ y£. Ta-Y/vr^yS. iSJiiT/v;<;y>r/UT5 t^y{£jgi 

/U:^/U>^/P/lN::i/pr ^ y t Kn dr W ^ J S^^U5<giiT/w= ^ W 5 y S;^^ 

7KmE^-XI*^g^S?Srjii:i ^jJV^L3i®WLTV>Tt><):VN, ^giKT/^df/^g, 
ig0T/V>>--/wS^L< liigiaT/l'dpn/PS^t< «^g^s$rji:i:i /jJV>t 3 
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-ry^yy/i^s. ^y-Y^^Ky/vs. -r:/^:/y/^s, ^r^/Ky/i- 

f-zy/u-s^ t-yv^/i^s, t-y \i'vyp^/\^m. f 

^yy/ws^ dfydr■t^y ^/W'S. =¥yy/v£. i^t Ko-r y-r Ky/^s. i^t 

i^y-i' ^yyy/i^S. -<:/y;^^1^I/y>'^S, ^:/y5^T:/yyw£, -<yyhV 

< y y ri/vs, ^ y ^^i^-y y iy=^A^m. x h 7 1 Kn f y i^/wg, >f 
15 v^-zus. t'-^y v^-zi'S. fcf p y v^^^/^s, t^ny::^/^^, ^/w-)^y/£, 7^ 

h7t Kndry y h^t Kp-C y ^ / y 5 J: 9 ji^ 

w,«:. mi^^x mmm^. mnm^. so. so^/n 

R,, SO2NR,. N (R,) SO2NR,, N (R,) SO2. CH (ORJ . C 
ONR,, N (R,) CO. N (R,) CONR,. N (Rj COO. N (R,) C 
20 SO. N (R,) COS. C (R,) =CR,. C = C. CO. CS. OC (O) . 
OC (O) NR,. OC (S) NR,. SC (O) . SC (O) NR^XfiC (O) 

o (^^(^$3v>T, R,s.Tj^R,ii. T^mm'f-Bi^Kiti&mrji^^A^m. 'y^^^^ 

25 t KP=¥v'iSigiT/l^^/l'S. v'Tyi&i^T>'V=^r/PS. ^^P<gigiT/^^7^S. 
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/UT^yS. f£iSiT/w;«7y-('/uT^ v^yi&jg^Tywdp/vS, fgigiT/V':3e/w;^yu:7.< 

15 t3^v'{£^T/l'=3r>'VS. v^ryteiKT/U^^f/uS. /^^^g:iiT/^=3r/l'*. j^/Vt}?^ 
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(3) ^ : Y,-W,-Y2-Rp i^fp. Y W,, Y ^RXfR ,\mB(DM^^ 



:ii:T% (1) I^t<ltt^-r5i:, =afls:W''^g^feS^L-C 

10 (1-1) {sar/udr/vs. 7K®?s^ iyr/m. ^^ny^m^. ^-hx^m. 
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(1-2) it : Yi-W,-Y2-Rp {^^^ R^it. 7Km^^X«MT;P^/W 

5 Tu-zi-s. ^mmmm^m^L<}mmmmm^m. w,is, ^s*-^, 

fiiS^M^. so, SO2, NR,, SO2NR,. N (Rj SO2NR,, N (R 
,) CH (OR,) , CONR,, N (R,) CO, N (Rj CONR,, 

N (R,) COO. N (R,) CSO. N (R,) COS. C (R,) =CR,. C 
= C. CO. CS. OC (O) . OC (O) NR,. OC (S) NR,. SC (O) . 

10 SC (o) NR,3^fic (o) o (rr^^*3^^T. R,RU«Rji, TK^igT-. m 

(1-1) {c^3v>T. BM^mi^mt. mK.\ti&mTj\^^/i^m. tk^s. 

:Sri/';«7/W-Kr:/>S, T^yS. fSiaT/U=Sr/WT$y{&jgir>'W:3r/US«?;65J;»)»* 
(1-2) <^)^ : Y^-W,-Y2-Rp^C:*3V^T. R yug^ {gjg^ 



wo 01/07411 



PCT/JPOO/04991 



20 Srt^STtSo 

^: Yi-Wi-Y2-RplC:}oV>T. W^ti, ^J^-a^^ fiSm^^> S 

O. SO2 NR,, SO2NR,. N (R,) SO2NR,. N (RJ CH 
(OR,) . CONR,. N (R,) CO. N (R,) CONR,. N (R,) COO. 
N (R,) CSO, N (R,) COS. C (R,) =CR,. CsC. CO. CS. 
25 OC (O) . OC (O) NR,. OC (S) NR,. SC (O) . SC (O) NR 
,X«C (O) O (::r<^*3V>T. R,SlU«R,I*. 7K^I^T-^L< «ig:jg^T/W=¥ 
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T>'^^>'^S^ :h^^7ii^-yiS:B.T/u^/i^m. :ti ;uy<^^ /ui&BT /I'^jum^ UBT 
10 ^ys. rn><7UT5:ys, f£i^r/i^;&y^7L'T5 v^/fg^r/u^^ryi^s, Mr 

yUdp/lx;;^/l^:7^'::^7VS, igig^T/^^yV^/V/^-Zl^S, {&^T/^^/U>^/U;}^^/UT 

15 m^^. NR,, SOjNR,. N (R,) SOj. CONR,, N (R,) CO^ N (R 
,) COO, C (Rj =CR,. OC (O) , OC (O) NR,, C (O) Omi)^ 
0*L<. iRFlcMxf^NR,, N (R,) SO2, CONR,, N (Rj CO, N 

(R,) COO, OC (o) , c (o) omtmi^L\^\ 

t Kndfi^(£iiT/i'^/wS, i^Ty{Sig^T/w=3E^/v£, /Nn{gii^T/V^/wS, 

25 ti)\^if-=^)vr^y^W7)\'^fv^, mkr fv^)vio)v^<.^^ -Jis^mr/^^ 
mr/^^/uT 5 y h y {&jeiT/i-=3f /^t^ v^-;*-^, r^y mTJi-^/\^m. 
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L<\tT9/i^^/i^m^7fkiro l^iSiKT/i'dp/vS. y-/^S^L<«^T7/^ 



25 b 5 ^ J; 9 m ^ tbS ^fl55>fllii5:^£f 2 ^t*^ L < « 3 ^i4<^i^^S^ 1 ^ 




wo 01/07411 



PCT/JPOO/04991 



32 



10 T/i'^/i^;^/U5f:=^/wT^yS. (g^T/vj^y-f/uT^ v'y{S^T/v=^/vS^t^E 



15 ;5*bi^iSI¥<);«9ii^$nS5M*v>U7MmSr?i^fi£$*v^ct><Z)Tfc5o 

25 ^ICl, (3) (7)fi^S«^^I^L<UiW-rSi:. *g1^Sfi. ^: Y,-W,- 
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5 i)^h^j:^mx^m^^n^ sm^i^^'LT Rmmi:Mf^-t^o 

^^^^mmm^mnmcom^&xmmmn. cd . (2) st;? o) (^) 



^i5^)/y/ws. f-ryy/vs. f^3:ri/i.sRtj?h yr^/y/^s^ii^e^/jiSffi^.t 
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Kp^y=Jey y:=7wS:d^t)/^silJ;i9ii^$*tSjj|fl^l^^^SS, w,.(i. 

5 ^^J^,^^. ^nW^'f-. NR,.. SO2NR,., N (R,.) SO2. CONR,,. N 
(R,.) CO. N (R,a) COO. C (R,a) =CR,a. OC (O) . OC (O) 
NR^aXHC (O) O (^r{^*3V^T. R^.RXfR^.n. tK^J^^^. i&mTJl^^ 

15 yv;^7y></ur ^/S. Tn^f yVT ^ y SS:tJ'{g;aT/i'^/i'^/i'2^:=^yVT ^ yS;6^ 
fj/'iSSIJ: *) ^^^tvSfi^SXft^g^SSriii: 1 !/> L 3 f@W LTV^T ^) i 

jvur^^y-^, imr)\^^f^r ^ y i^iSi^T/i-dE^/wT ^ y r ^ y 
i&mrA-:fj y^/i^r^y ^rxj^t n >y /i^r ^ y Std* e> ^.e 5P <t 9 il*^ 
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(3' ) ^ : Y1.-W1.-Y2.-Rpa (^'f. Y^a, Wia. YaaRt/Rp.ftHlfia 



20 /j^yyssu^xh^t Kn>r y^y y^/w£d*b?'.e'5«fj:«!)g^$*b'5Hii!»:Km 

mn^s W,,«. NR,,. N (R,J CONR,,, N (R,J CO. N 

(R,b) COO, OC (O) X«C (O) O (r^:{C*5V>T, R,bRt5R,btt. 

fi^S^iii:lJ^J^V^L3^@WtTV^T^>J;V^. mCTA^-^/^m. Ty-/U£^L 




15 
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10 ;0^e>/^5IIJ:«9^^$n5 5ft/£V^L6M^X»i 

(3' • ) ^: Yi,-Wi^-Y2,-Rpb (^4"^ Y^,, W^^, Y^.^^t/R^.tt 



20 Y\t, CO, S03l«S02^7i^1-o 

R,»*, 7K^ig^^L<«^: Y3-W2-Y4-R, (j^tfi, R,«. :^mm'f'X 

^i^el^s^)il:l/^v^L3^iWL-cv^T'bJ:v\ iSiiir/^^/^s, {£igir/i^^ 




15 
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^^)V'=-)V^^ fn y >?::i/uS. fnyzi/i^g, ^/^4-^yyS. "T^h^tKndf 

y y=/>ss.u^x h7t Kn^y^y y-7i'S;5»b/^-5S¥J;"93i*^$ti5mi^ 

NR,, N (RJ S02NR„. N (Rj SOj, CH (ORj , CONR,, 
N (Rj CO, N (Rj CONR„. N (Rj COO. N (Rj CSO, N 
(Rj COS, C (Rj =CR,, C = C, CO, CS, OC (O) , OC (O) 
NRt, OC (S) NR», SC (O) , SC (O) NR»X«C (O) O (CCl 
15 (j:*3V>t, Rti^UfRJi. 7K^l^^^t<li{SigftT/v^/^£, t^ryS, 

v-s. T^ys. (ggir/v^/uT^ys, -j^iaigiT/v^/vr ^ y £, bytsar 

25 i^'mcrfv^f^r^/^mrfv^jvm. hy(£iir/p^/vTv*=^:tfgigiT 
/wdf/pg, i£jgiT>'V;(7y>f/i'T^ys. To^/vr^ys. 'mrA^ttj^i^r 

S> (giliT/w^/v^/^*;^/^T5yS, t: KodfW ^yS^U^{g:«^r/wadrv^ 
'l'^yS;i^b/iSI¥J:>93i^$n^ fi^SX lil^fii^S 1 v > L 3 ^ W L 
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TV^Tt«tV\ mkT/V^J^^. T!;-/i-S^t< (ir7/^=3e/PS^/T^1-) , Y 

15 /u^/v;j^/U7j>:ny^T ^ y t Kn ^i^^ ^ y S&Ufii£«ftT/V=> =Jr W ^ y 

Y 3^U5 Y 4 fl. Buia<^E^Sr^-r 5) ' -C^ $ e> =^0^ 5 Sl^d^ ^ tb 

Y,-R. R.. W2, Ya^tTJ^Y^I*. BtflBOE*^^-t-'5) T*^^H5» 

: Yg-Wa-Y^-RJC^SVNT, R.Hx (SigiT/l^#/WS. f£igiT>'V"^^>'W 
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^ : Y3-W2-Y4-R,tc:*3V>T, w^fi. ^-8^. ^^M^^. iS^J^^. s 
O, SO2, NR.. SO2NR1, N (Rj S02NR„, N (Rj SOj, CH 
(OR.) , CONR,. N (RJ CO, N (Rj CONR„, N (R,) COO, 
15 N (R,) CSO, N (Rj COS, C (Rj =CR,, C = C, CO, CS, 
OC (O) , OC (O) NR., OC (S) NR., SC (O) , SC (O) NR 
.XI4C (O) 0^:^-ro :lr{;::}oV^T, R.RlXR^f^^ TK^J^i^^ L < tiiS^ 
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t'-<7i;^=^/um. \i'^Vi^^/^m, t°ny v'=/vgsuj^/wi>yys;i)it5/^ 
SS¥<i;«9ji*^$n5fl§il*:^1i5g^S. w^ai*. NR,a. ch (or,.) . 

CONR.., N (R,.) CO, N (R,.) COO, OC (O) NR»,Xf*C (O) 
15 O (:lrlc*3V^T. R,aS.UfR„«fi. :^mm^. ^gifeSSrJi:i:i /cf^v^L3ffi^ 

>r>'l'T^ -5 ?¥:&^bilW^n'5^JfeS^TJ«JC^: Yga-Waa-Y^a-R. 

25 a (^Cf> R,.. W^a. YgaSt^Y^.^, mi|S(^)it*^^"t-^» ) -^71^ $ tV-S 

;i^^>/ji5^;5»P>j§«5l$ivSgjaST-fcoT. jiHl /^VNU3^<D|^-^U< tt^ 
(^tfi, R.bt*^ 7Kmm^X«^g^SSriil:i^j;v>L3j®#LTV^TtJ;v\ 
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(R,J cooxfic (o) o iz:i\z.io\,^x. R,Jt. Tkmrn^f-. i^g^S^ 
Y,b-R.b (^l^^ Rsb> ^2^> Y3bSt/Y4b^*^ Wia<^E*?SrWi-S) 

(i) n^LXT^mm^f-. T^mm. ^m.r^^^;vm. ^r;u^^'ym^\^<n 

^: Y3-W2-Y4-R. (^^. R.. W2, Y3S.T/Y4(i. fl5HS<^E*^^ri" 
(i i) R2&UfR3©{5rix;Ji>-:)^;6S, R aS:U«X ^*(;i-^{c:/iioTJi^fife-r5 , 



^^ym^r^m-^ii^. ^t<«ii$^'t-sz. R^Rxixt^zmn^^. f^m 



15 
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/^T^/S, {g:jgiT/l';?7/^/l-T5: v^/igi^T/U^/l'S, '|£igiT/l-=Jr/Vy^/v:7 ^ 

20 2^dri^^/y/^s. . k'yi;^/^s> f^i^^^/wSv fy5':^=/w5. fc°y^^^ 
f^yy/i^s. =¥ydri^y=i/us. =3fyy/i^s. i^t Kp>f y>i':/Ky 

-/US. ^>"y>r ^yyy/vs. ^>'y;*-drf-yy/i'S. ^^^y^ri/y/us. 
'<i^yhyTyy/vs. -<:/y77-/us. ^ryy/us, -^ri^r/y/uSx 
25 f-:!^::^/!-^, foy/ws. 7 y /i-s. ^^-T-zus. h y y /us> '<^^y 

^^ilSMw;i^y=^ri^)/y=/i'S. >r y^jpf-yy xh^tKnfy 
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S^^oT. ^lELTgi^S^^m^^'a'. ii i) R2RXJ^R3(^i^ti^^-:^i)m(D 

ic^i-ox^h^j^^m^m^M^-r^m-^Rv^ a i d R^RxfR^i^-mk^fi^ 
xmi^m^m^ uyt 19 . r ^^^ij^r 3;5Sfife<Dgi^s^ ^ -m^fj:<ixmt^m^m^ 

15 (i) R^Rxj^R^n^ ^mmf: ^mm^ 'mcr/^^Aym. f^wa- f^^^^i^m 

Xfi^ : Y3-W2-Y4-R. (^it-. R3, Wj, YaRt/YJ*. HulEOE^S: 

(I i) R2&tJ?R3(7)fsm;i>-:^:i^ R^RXJ-y^hM^-Wi^fl^X 





5 

(b) 




^- (!)• s 




20 




N 



S 



N 



N 
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^\ N'N 

(i i i) Rz^tJ^Rgft, (i i i-l) -i^lc/^oT. :^t"'oi/i;^n{gigir 

(i i i-3) 'i^^-r^z. R.Rxfxtm^. ^mmih. mmm^Rxfm.nm 

O,O,Q.C°.0. 



(b) 




15 :iid5T-#5o 
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SSi^ST'fco-c. iim /^v^L3^@(0|5J-x^i^'^^5g^^S^^W-t■-5::<^^)5x♦ 
y K y /VS. >r ^^iJ^y" y /^s, 'f k y /i^s. > k y v^^/vs. >r y ^ 
20 7 i^^/vs. e y ^ v^^/vs, f y ^v'^^/ws. t° 7 y y /i-s. ^ y - y 
x^/vS. :^7^y ^^yy/vs, ^:/'y 

:^-=3ef-yy/us, •^:/y^Tyy/vs. ^^^y hyryy/vs. -^vy^y::^/!' 
^ryy/ws. f^ri^ryy/^s. -^^icn/vg, i^oyyvs, yy/us. y 
25 ^if^^/^s. hyryy/vs. -^vyi;';*-^f-ri/i.sso«^^^:/v';*-=ari/y3i 

y ^f-y y i>=:-/vm. Th7tKot"y t^/ws. ^ ^y y x h y t 
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5 RgSt/Ra^/ (i) , (i i) RX/ (i i i) (7)^6rtL{;:*5V^T t^f * tV^;6^, 



/£oT, ;^fni/i5' p{S«iT/V=^/l-S. ^$^-r5Zi*{C2i-:^f yS5r?l^fig-r5d\ 
^ : Y1.-W1a-Y2.-Rp. Rp.. W,ax Yia^tt/Yg.fi. 



(a-1) 





0 
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(-) Q O O 




4'-Ct>. R2kSt5R3„«, l^-X«m/jioT. MjtLTTtcmi^^. tKSIS. iS 
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5 ^SilfeWi^: Y,,-W,,-Y2b-Rpb (^"P^ Rpb> Wi,. Y, b^-C/Y^.f*. 

^'^^ N N <? N 

15 ^^;6S$f*LV\ 

S^L<tt^ : Y3-W2-Y4-R, (^tfi^ R,. Y3^tU5Y4(iBtrlS<^S 

/VIZI'S. i£0r/^^/i-T ^ y ^giar/^=3f/^s^ i^{SiKT/i'=3p/i'T 5: y (Sigi 
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lis: 1 ''c^ V N L 3 5 ^i^S^^ LT V >T J; V {£^r 

^y£. To-fyi-r^ys. <SiaT/u;«;y^yi'r ^v^y^gar/u^/i'S, issir 

^yS> t Ko^'PW ^y£SU^<£«iT/W=JdrW ?ySd^^7iJ6p;5»t>^tR$ 
tlSgJ^SMW-^ : Y3-W2-Y4-R, (^4". R,, W2. Y3S.UfY4(« 
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-^^ ( I ) 



Ktfj^ Ar. X. Y\ Z. Ri. R2. R3. R,. R^ StJ^^ ttHtflS<^E 
^HK ^-^h. (I - a) 



C^^, Ar.. X.. Y.. Z.. R,.. R2.. R3,. R4.. Rs.&U^^ 

HtriaoEftSrW-r^o ] (oit^mmmvh^. m^-m^ d-b) 



R4b Rg, 

[^if. Ar,, Xb, Y^. Zb. Rib. Rjb. R3,, R^^. R^JtRXf^ ^ 

/^ib\ -^^ (I -p) 
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f\lp B2p 



(l-p) 



^ Rsp 



jiuT. -11^53: (i-p) (Di\:^m\^-^^^xmm-t^t. Arpf*. {fsj^f^f y 
i^yi'Ss y 5 i^:=^/^s. ify^i^^^/ws, ^r^/y/us. >ry 

^T)/y/vs. :^-=3r■t^yy/^s. >f y^i^v^y/i'S. f^y'y/i'S^ ifny/us, 
15 ^y^/y/i'S. ^v'Ky/i'S. >f y^r^^Ky/i'S. ^yy/i-s. ^y=3fyy/i- 

/I'S^ fc°y i$^>?r^/vs. f^ryy/i^s^ f 7yy/i^S3^w^>'yy>'^Sd*b?'^ 
20 f 7 y y ^ 5 e>3i^ $ ^^^^^^«i^s>!)5»* t V >o 
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(a) 0,0. Q 



(b) 




5 -^S: (I-p) (Dit^!^<Di^. A r pXfiRapdSi^'^-rSi^^l^i^, RipS. 

jgiT7l'=i^W^ySMW:i^: Y,p-W-Y2p-Rpp C^^. Rpp«. 
7}^-/VS. NR,,, SOaNR^, N (R,p) SOaNR,^. N (R,p) SO^. 
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CH (OR,,) . CONR,,. N (R,p) CO. N (R,,) CONR,,. N (R 
COO, N (R,p) CSO, N (R,p) COS. C (R,,) =CR,p, C 
= CO. CS. OC (O) . OC (O) NR,p. OC (S) NR,p. SC (O) . 
SC (O) NR,pX{iC (O) O (wC{c::fcV>T. R^^RX^R.^it. TK^Jg^-. 

t-ti. -^^ (I) 



10 ^4 Rs 

[^4'. Ar. X. Y. Z. R,. R2. R3. R,, R5 ^ nmm(DM 

*^^-r5o '\ (Dit'^m^. R^. RgSt^-HNCONH-Arfi. ^:y-^lym 

t^oT. -m^ (I) (Dit^mt. -m^ (i-i) 



Kt> Ar. X. Y. Z. R,. R2. R3. R«. Rj SO?^ =^ f*WIS<^iC 

^^w-r^] (Dit-^m. (1-2) 



[^cf. Ar. X, Y. Z. Ri. R2. R3. R4 . Rg ^ \tmU<DM 

20 ^^^-rs] <^<b^i^. -JIS:^ (1-3) 




15 
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(1-3) 



[^•f", Ar, X. Z, Ri. Rax Rgx . Rj RXf^ ^ »*ft5HE(7)S 
<Z)<k^WU?-^^ (1-4) 



5 [^tf>, Ar, X, Y. Z, Ri, R^, R3, R, , Rj RU^ --^ itmti(DM 




o 
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10 %.m-^%'m\{\L-^m-^'^>hx. nmfiWL^mmt. n' - (t-ny [2, 

l-b] y^^/KU :/-4-;!t-:/-8— T/v) -N- (5- {2-it^^;vr 

y v'/ [2, l-b] y-r Ky ^^-4 -;d-:/-8 — r/i^) -n- (5- (2- 

15 T (5 6 4(^>^t'a*i^) , N' - (t°n y v?y [2, 1 - b ] -l' y^ K y i^- 4 - 
^i^-8-^7P) -N- (5- (5-y V^^y^^y^^y-I — U\^r % J :^'9-JV') 
f 7y-/^-3-^/U) e^WT ( 5 8 1 (^{b-^i^) . N' - (l^nyt^y [2, 
l-b] ^y^f VKy i/-4-;e-:/-8-^/W) -N- (5- (2-^f^/Wi/ 
2 ->r 7VT ^ y ^/V) ^"7 y-/V- 3 -^yW) !> ( 5 8 9 . 

20 N' - (t'D y t;/ [2, l-b] w'y-fi^Ky :^-4-:^:/-8-'t'/V) -N- 
(5- (5-:J'nP>|'i/y>-2->r/WT^yy^/U) f^y— /l'-3 -^/W) 

!>uT (5 9 5<Dit^m . N' - (ifny v?y [2, l-b] ><y-rvKy:/- 

4-:^i/-8— f/U) -N- (5- (6-y^/Vfy 2 — T/V) f^y— 

/V- 3— f/u) ^ur (6 0 5<?D{k^!^) , N' - (fnys^y [2, l-b] 

25 -ry-Y>Ky ^'-4-;t-:/-8 — (/\^) -N- (5- (Ifn y v^V- 2—^/1^) 
t'^y-yv-S-^/V) 1>UT ( 6 1 .1 (D^b-^!^) X N' - (fnyi/y [2, 
l-b] ^y^:/Ky >-4-;^>-8— T/l') -N- (5- ( t -y^/WT ^ 

yy^yu) f^y-yi^-s —Y/i^) ^J^u-r ( 6 6 2 <^<t:^#j) . n' - (fay 
i^y [2, l-b] ^ y^r^^Ky i^-4-;i-:/-8— Y/W -n- (5- (n'y 
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[5, 4-b] t'Vi^>-3-y(/^) ^Vr {^\ 3(Dit^m . N' - (t° 
uViyy 12, 1 - b] ^ ly 4 8 -y( /l^) -N- {5 - {1 - 

\L Yxi^'y:^^)VZ/^ u^v^jvr ^ J i^^f^) )/— yi— 3 — f yp) ^\^r 
( 5 7 2 o^k-a-!^) , N' - (t'PUv^y [2, 1-b] -4-;i-di^y^y^ V 
5 Ky^'-S — T/l^) -N-(5- (N- t— y^/U— N— y 7«f^/^) 
l:°^>^-/U-3— r/U) 1>UT ( 5 9 6 (D^k-a^i^) . N' - (foUv^y [2, 
1-b] y{y^:yY^)v-A.-ir^y-8-^fV) -n- (4- (N-^:/-i^/u- 
1, 2, 5, 6-7^ K7t Knt°!;i^:^-4-^yV) k'U 2 -^/V) 

r (2 bACDit-^m s N' - (fpy v?y [2, i-b] -r y-f KIJ v-4 - 

10 ;a->'-8-^/V) -N- (4- (N-^-yi^/l^- 4 -tr^V i^^^) \i°Vi^y-2- 
-T/W) 1>UT (2 5 5<D{b^#j) . N' - (fnyi^y [2, 1-b] -^y^i^ 
V^)ly-4--^ly-S-^ JV) -N- (4- 2, 5, 6- 

i^) . N' - (fnyi^y [2, 1-b] ^y-OK y:^- 4 8— f/V) - 

15 N- (4- -t°-<y v?/V) t'yi:'>'-2— r^u) !>ur (2 

5 7<Di\:.^m) . N' - (t°nyv?y [2, i-b] -4-;^-:¥y-r y-Y^^Ky 

-N- (4- (1, 2, 5, 6-7" h7 1 Kot°yi^:/-3 

7V) t°yi^i/-2 — f/v) ^ur. N' - (t°nye^y [2, i-b] -^y^i^ 

h'V:y-4-:t>-8-^/l-) -N- (4- (N-Tir^/1^-3 -t'-iy v^/W) 

20 fy i;?:/-2— Y/V') i^v-r. n' - (fnye^y [2, i-b] ^y-i'v'Ky 
>'-4-3}->'-8-'</v) -N- (i^^yt^y [3, 4-c] t"yi^>'-6--r 
/w) i^i^T (3 1 7<Dih^m) . N' - (i^pyv^y [2, 1-b] >ry^:/K 

y :/-4-:;*-i^-8— -N- (t°n y v?y [3, 4-c] H'Vi^l^-S- 

^/v) ^vr. N' - (fpy-^y [2, i-b] y( yy(l/V^)ly-A-iry- 
2^ S-^r/V) -N- (4- {iy^ny^^iy;VT%y::^^/l') If y i/i^- 2 --T^V) 

e/uT. N' - (fpyv^y [2, 1-b] -Yy-f :^Kyi^-4-^v-8— r 
;p) -N- (4- (N-t^^ p^^iy/vf P y t?:/- 3 -^/v) t*yi;'y-2- 
>r/u) !>i^T ( 1 8 0 <^){b^!fe) . N' - {\^uy)i?y [2, i-b] -ry-Ti^ 

Ky i/-4-;2r-^/-8-'1'/U) -N- (4- (N-^i^v'/UfP y v^:/-3 
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=^)V- 3 -^^/W Ki; V- 1 -:;it-^/-4 --f/W-N-(t°!J v^V- 2 - 

^yl') •i'ur (4 2 8(Dit'B-^) . N' - (3 - t -y^/u^ y KU / [3, 

2- b] ix>-4-;*-V-8-^/l') -N- (4- (N-^^^i/ym" 
5 n y v>:/-3-^/U) t'l; v^V- 2— T/W l>l/T ( 5 2 6 . N' - 

(2-^^/P-r y>f ^'KU/ [3, 2-b] -;/Ut Kp-1, 3-;*-:Jr1^v?>^- 
5-:i-l^-9-^ /U) -N- (4- (N-'<>'t^/Vt°D y V?:/- 3 --Y/U) t°y 
v':/-2— T/l^) l^rUT (5 4 l<^{b-^i^) ^^TJ^N' - (-YV-T^^Kyy [2, 

3- b] ^/l^t Kn-1, 4-;^^y-6, 1 1 a 1 1 

10 >'-7— Y/V) N- (fy v'>'-2-'</P) ^U-T {A7 Q<D{t^m) ^-^h^ . 
^X'-hnx.\t N' - (fnyvfy [2, 1-b] ^y-f >Ky >'-4-;^-i^- 
8->f/^) -N- (5- (2-;t-:J'^>'l'T^yp«^/l-) f^y— yl^- 3 --T/W 
!>UT, N' - (fnyv?y [2, 1-b] y^T K y 4 8 — f 
/U) -N- (5- (2-p<^yl'-4, 4-i:/p<^/l'^^^5^/VT^y 

15 /W- 3 -^/V) lJ7 UT. N' - (t"n y v?y [2, 1 - b ] ^ y-T K y V- 

4- ;*-:/-8->r/v) -N- (5- (5-p< l>:3fW^^y:/-2-^yi'T^y p« 
^/v) f^y-ziz-s — <A^y'^\^T, N' - (foy-:^/ [2, 1-b] ^y 

V Ky V-4-;?|-:^-8->r/l') -N- (5- (2-p<f^/Wi^^i^-2 — T 
/VT ^ / ^/l^) ey/— /V-3->r/W) ^>UT. N' - (fpyi^/ [2, 1- 
20 b] y-^:/Ky i^-4-::^-:^-8 — f/l') -N- (5- {b-^uuyCy^r-y- 
2-'l'/UT$/^^/W) /W-S-W'/l') 5^^Tx N' - (foyv?/ [2, 

1-b] ^y^i^Ky i^-4-;^-i/-8-^/V) -N- (4- (N-^:^i<^/U- 
1, 2, 5, 6-x h7t Knt-y v'>-4->Y/V) t° y v^V- 2 — T /l^) "^7 U- 

T> N' - (fn yi;?y [2, 1 -b] y-r i^Ky - 

25 N- (4- {l^-^:^^J;V- A - ey v?>'-2-^/l') l^V'T. N' - 

(t^'nyv^/ [2, 1-b] -^y-r^^Ky i^-4-:^-:/-8--1'7V) -N- (f 

^yi>/ [3, 4-c] t-yi^'i^-e-^/P) ^ur. n' - (fnyv^y [2. 

1-b] '<y^:/Ky :/-4-^>'-8-^/W -N- (4- (N-i/'i5' n->-df 
i//Vt°D y i^y-3-^/U) fy v'>-2-^/W) "J^^T, N' - (fnyt^/ 
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[2, 1-b] ^ y-Y^KU 4-^^-8 -^/P) -N- (4- {N—<> 

^/^-ry^^/Ky y [3, 2-b] :t^^yVi^>-4-:ty-8-^/U) -N- 
(4 - (N-'<vi//ut°n y iyiy- 3 fy i^:/- 2 — { /i^) ^U7, n' - 

5 (2-/'^/U^ y^^h^V / [3, 2-b] -^/Vt Kd- 1, 3-;t^1^^^>- 
5-:ty-9-y( /l^) -N- (4- (N-'<i/i^/Wt°P y i;5>-3 -^/V) t°y 

i^v-2— T/w) ^>uTRt/N' - (-r y-i'>' Ky y [2, 3-b] ^/i^t kh- 
1, 4-y^y-6, 1 1 a 1 i-^:y-7 n- (f 

-wt^ ( I ) (Dit-Btmt. -m^ (III) 



15 R40 R50 

Mi^. Ytt, CO. SOXIiSOa, Rio«x 7K^11^^L<«^: Y30-W20- 
Y,o-R,o (^4^. R.o»*x 7Kmm^•X^i^fi^^^SrJil:l^^v^L3^@WtT^^ 
20 Tt>«l;V^, (gSiT/i'^/vS. <g:«iT/w>>'=i/V'Sx {g:0r/w^-/VS> i/iJ'D^g^ 

T/u:^^/^®. Ty-/vs. ^5:yi/y/^s. >r y;^-^1^:/y>'^s. ^y^yy/v 
y>r:/Ky/ws. >f:/yyy/^s. ^^^Ky/vs. -r>Kyv?->^s> 

t'7 f y ^ s^^/v^. f y ^t^^/i-s. f 7 y y /i^m^ ^y^i-]}=^ 

25 =^yy/i^S. v?t Kn>f y-Y V Ky/i^Sx v?t Kp-T^^Ky/^S. 
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771f:^/^£, H y T/yywS.-<^^:/v^;^=3p-y-=^/i^S:j^l)«p<^v:/i;;t-dri/7i 

5 y y i^^-zpg, r h y t kh y i^/i^s, ^ ^y y v?=/us, x f> 7 

t Ko7 7=/WS^ y l^u ]) i>:^/l'm. fay 

-/i^S, ^/w-Tj^y/S. X hy t Kndpy y=^/wSRU5-r h7t KD>r y^^ry y 

?iii£llJ!^T-> so, SO2, NR.ox SOjNR^OH N (R,o) SOjNR^ox N (R 
10 to) S02> CH (OR^o) X CONR.o. N (R,o) CO, N (R,o) CON 
R„o> N (R.o) COO, N (R,o) CSO, N (R.^) COS, C (R,o) 
= CR,o> C = C, CO, CS, OC (O) , OC (O) NR^o^ OC (S) N 
Rtox sc (O) , SC (O) NR^oXliC (o) o :i |;1*3VnT, Rto&t^ 

hy(giKr/w^/i^7i^*=:*-S, <I^S$ixTVNT*)J:V>T^y{SaT/v=5p/i' 
hyi£iKT/U=3e/ur:/^=^:t(£jgiT/w^/i^S, {6ieiT/^;*7y'<>'UT:^yS, rn 

>f /i^T ^ y £-,{SigiT/w;<7y 'I'/i^T 5 ^^ji^WLr}\^^)vi^,imcr)v^fv:^)vy^ 
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t><J:v^fc Kp^iy{&igiT/U=3r7^£. VTyiaiiiryu=3r/i'S, /M^fgigfcT/U^/uS, 

T/v^/wS. {g^ryp^y-Y/vT^yS, Tn^T/i^r^yS. (SigiT/w;?7y-r/v 
ySRt;?{£ig^r/i-3^w ^ yS;{)»fe'fc'5ii;5^fjm$tL5gi^S3fet/{c^ : y 

25 t<f*^: Y30-W20-Y40-R.0 (^^^ R.o^ W2o> Y3o&t5Y4o«. Btl 
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O.Q.O. 

;«7/V'jK=5fix/V'S. *7W^^^yuS. /l^/v^/wS. {&jfeT>'V;& /^C/i^S, {gi^T/v 
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f-:/y/i'S, ^y=5r7y/us. -fv-rvKy/j^s. -o^v^^yjvm. -f^'Ky/i^ 

10 1^:/yy^£. t'ye^/i-S, fy^t?=/vS. t° y ^ i^^^/i^S. f 

T^y/i-s. ^/^f-y^r^/ws. ^yy/^s. v^t kp-t y-r :/Ky/i'S. v?t 
^yv^ -<:yy:^-^1^yy/^s. ^>'i/5"T:/y/ws. ^^-yby 

15 fny/ws, ^y/vs, hyryy/us. -<:yy>?:*-^ih-/vs 

< ti-r y :3r1^y y ^ y ^i^- y y v^^/us> 7" h 7 1 f n t- y i^/>s, 

^tJ^yy v^-/VSx Xh7t Fn77:=^>'WSx r h^t Fn t°7=i/VS, 

y f n y v?=iyl/S, t*'ny:=7U£, ^7l'7l>yyS, X 

20 K^t Fndry y=:/^SSt5x h^t Fn-T y=3fy y:=/VS;5^P>/i-5S¥J;«9il^ 
^HSiiiflSKm^mS. W,o«. mJi^^. ®f3^m^. liitlimT-. SO. 
NR,o. S02NR,o^ N (R,o) SO^NR^ox N (R,o) SO^, CH (O 
R,o) . CONR,o^ N (R,o) CO. N (R,o) CONR,o. N (R,o) C 
00. N (R,o) CSO, N (R,o) COS. C (R,o) =CR,o. C = C. 

25 CO. CS. OC (O) . OC (O) NR,ox OC (S) NR,o. SC (O) . 

sc (o) NRqo^J^'^c (o) o (;i;i{;i*5v^T. R,oSt/R,o»*x tK^I^^^ 



5 
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Tn^/UT^yS. {SiSiT/i'J^/^r/PT?: v^yiSS^T/i^^/uS. (&SiTyP:3r 
15 :^£5S¥J;l9il^$tL5gi^SX«l^^lftSSriil:i/^V>t3^@^LTV^T'bJ;V\ 

20 m^m. iii:l«^v^L3iBo(^-^t<^^S/^5a^S«rWLTt) J: 

-ry^y y/vs. >r y-^i^Ky/vs. ^v^j^yy/vs. -r^^Ky/vs. ^^^Ky 
v?^/us, -ry^ryy/vs, oL^^uvs^^^^s^i/^zc^i/us. :^^i^/y/vs> . 
e-yv^/vs, f7e^=/v£. try^s^-/vs. t"y^v^-/vs. i^^yy/vs. 
25 ^y^1^y=/^s, ^y y/vs. i/t Kn^y^vKy/vs. t^t Kn^^/Ky 

/vs. 5=-:^-^y'x=/vS. •:^7^y v^:^/vS, 73.":^>f=:/vS, ^vy-r ^ 

y/vs. ^:^y;i-=3ei^yy/vs. ^i^yf^ryy/vs. ^^yhyryy/vs, 
^vy77=^/vs. ^ryy/vs. ^rt^ryy/vs. ^^irz/us. fny/us. 
7y/vs. 7 7-f=/vs. hyryy/vs. ^:/yi^:t=3ff-=^/vs&u«7«^w^^ 
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O.O,Q,C°.0. 
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/i-T^yS. Tvi^/ur^ym. i£i^r/^;^y-i'/i-T5 v^y(g;igiT/w^/i'S. iS 

V) 



[^(fj. Ar, fyi^/i^s, fy^v^-yi'S. t'7v':=^/us. fyyv^-/u 
'^/y/^s^ y=sp/ y/i-s. -<>'>^^r:/y/i-ssuf-<:/i/;d-=^r-t^;/y/i-S;&* 

=^'>®«iT/U:3f/vS. t^ry{g:aT/v=^/i'£. ^^p^£igiT/^^/^Sx »^$tbT 
^fVis-^^y^, i/mcr )V/<^^y{ iVHr^^y-^, ^5^il$nTV^T^)<tV^T 
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20-RpO (^^^ RpOx W,o^ YioS.tJ^Y2o«x BUEC^E*^ W-^S ) TVl^ ^ 

nSg^£/5^t3/i5^;5^ibm$tL5Si^ST?feoT, itel /^v^L3^il(7)|5]- 




25 
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(3) Y,o-W,o-Y2o-Rpo (^^^ Y^o. W.^x Y^o^^t^Rpo^^iS 



[^tf, Aro. X. Y, Z. R,o. Rao^ Rjo^ Rio. Rso StJ«^ 

(I) 



^ryy/vs, ^y^T/y/us. :r^-th:/y/i'S, ^y^pi^-yy/vs^ t-^y 
u/i/S. fay /US, ^y:/y/i-s. -fi^Ky/us. ^y-r^^Ky/us. =^y' 
y/us. 'I'ydpyy/vs, ^vy^Tyy/i'S^^of'<>':/:^-^f-yy/uS;i^b/j^ 






R20 
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ySx To-Y/i^T^ys. 'mcrf\^iij-{}vr%^yjimcrj\^^?\'^. i^mr/i^ 

y£. t Kn^W ^ySSU^iSSiT/v=3dfW ^y£/5^b^^58^J;>9ji^§n 



f-y yyV'S, >ry^yy/ps. y-r^' Ky/i^s. -f':/i5^yyyv'£, -r^^Ky/i^ 

i^i/y/^£. t:°yi^/us. f^i^^/i^Sx f y ^ i^^/wg. f y e 
. ^yy/vs. ^y=^f-y^/i'£. ^^fyyyi'S. t^t Kn^y^i^Ky/vs, t^t 

>y^ ^jj^yyyws. -<:xy:^-^f-yy/ws. ^o^y^ryy/wg, -<i^yhy 

fuyyug, ^y/i'S. y7if=>'^s> h y ry y/i'S, -<^y>?;^=3fi^::^/u£ 




wo 01/07411 



69 



PCT/JPOO/04991 



R„ SO2NR,, N (RJ SO2NR,, N (R,) CH (OR,) , C 

ONR,,.N (R,) CO, N (R,) CONR,, N (R,) COO, N (R,) C 
SO, N (R,) COS, C (R,) =CR,, C = C, CO, CS, OC (O) , 
10 OC (O) NR,, OC (S) NR,, SC (O) , SC (O) NR,XliC (O) 

/VT ^ y S, {gjaTyi-;^ y -f /v-T ^ v'y (SiSir/w^/uS. {SjKT/1'^/i^:^/U7 w 
^g^feS^iil:l^J^v^L3^^rLTv^T^)<tv\ igjar/v^/i-S, ry-zuS^ 
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20 (3) ^: Y,-Wi-Y2-Rp (^tf. Y^, W,, Y ^RX:^R ^\im^S,<r>M^-^ 
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o,(!),(>° o.o.cr.o 
c>.o»o 

/i^m. -^^/^-r ^y/y/vs. ^^^yi^e-^-y-yy/^s^ -<:/y^ryy/ws. -< 
^^yhyryy/vs, ^^^y^^-zi^s. ^ryy/ws. 5^Tv'ryy/ws> ^ 
t-oy/us, 7yVs, hyryy/i'S. -<:/yi^;^-' 

15 ^^s^ L < y =3pi^y y =^/ps> y d^1^y y i^i::/V'S. x k 7 1 kp y 

yv?=yus, fpy^^n/vs. fnyn/i^s, ^/w*:yy£. =rV=7\^Yni^ / 
y ::^/i'Sxt/x h 7 1 Kn-r y^y y^^/i'S^a^b/^'Si^iu^^^^nsfliitei^^S 
m^s. W2«. m^^. mmu=f: sstitj^^, so, so 2, nr., so^nr 

20 N (RJ SOjNR^, N (R.) SO2, CH (OR.) , CONR.. N (R 

J CO, N (Rj CONR„, N (Rj COO, N (R.) CSO, N (R.) 
COS, C (Rj =CR,, C^C, CO, CS, OC (O) , OC (O) NR 

t, OC (s) NR., sc (o) , sc (o) NRtX»ic (o) o (c:rj;:*5 
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10 {&igiT/w;«7y^/ur 5:yS^ TP-ryi^r^yS, MT/i';(7y >f ywr 

^ y S 8¥ J: ^iR $ tbS g^SXIil^g^S^ jiJC 1 V N L 3 ^ W t 

>'i':«7y^/uS, <£giT/^;?;y-1'/V;*-^i^£, t Kndrv'igig^T/V^/US. v-ry 

/i/df/ug, '(giBST/i^;^7y>r/i.r5ys. Tn^ryi^r ^ys. (Siir/v;«7y>('/^r 
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{£iiT/l-=3^i/S^L<tt^: Yg-Wj-Y.-R, (iCtfi^ r^^ YgRt/ 



vryiSfiiT/v^/i'S. ^^p{£igiT/i^=3e/vS, iJ/V-^^^-y^TJi^^/i'^. iJ/^ 
25 '1'/V':*-=3pi/S, {£ii7>'i'dr/V;!{;/W^^-r/l';*-^i/S. v^^SiSiT/i^^/i'^/i^^^^-j' 





10 Mt/Jd 



(b) 
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^giir/^:3r/^;^/^^^^=/^T5 /S, t Kp=^W ^ yS:&I/^g:iiiry^ 
=' =Jr W ^ / b 5 651^ $ ttS : y , - w , - y ^ - R ^ 

10 3il:i/^v^L3fliO|5l-^L< lt^/jjSfiJ^S$r#LT'b <^:v^v' 

yi;'/!-^. t-7v?:=^/i'S> f y ^ t-yyi^^ypg, t'7i^y/^£> =5r 

15 y=^r-y-y :=^/^Ss =3fyy/ws. i^t Kta'i'y-r:/Ky/^s> Ko>r>'Ky/v 

/I'S. -<:/y:^dpif)/vi/i.s^ -<i^y^Tyy/vs, hyTyy>'vs. 
>'-y:7^::^/vs^ ^r>^y/>£. ^Tv'ryy/i'S, i^ny/us, 

y -/^s. ^ y =3rt^y y T^b^tKnt-y v?yvs, -r ^ iJ^y y v^^/i' 
y xy=^;v^, fn y fc-p y ^/vji^ yyg, xh7tKn:3ry 

25 ^^S^^f>/^5I¥J: •9iS^$tb■5^i:^^LTv^T'b J;v\ 
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20 tL^SJ^S^I^WC^: Ya-Wj-Y.-R, (^cf. R.x W^. Ya&TJ^Y^Iigr 
25 tfc. -mi (I) <?5^l::^2fe«-|^^ (III) <7){b^«^{c^L. myUiiV^) 
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-^3:^ (III) (Dit'^mt-^^iiv) (Di[:^!^t<DR!t^\t. -m^ (I 

I I) (Dit-^mi'eMZ.MLX. (IV) (^fk^!^^$?^L<{itol^ 

5 Sfc. (III) ^^^k^i^tc^r-r^ hyiJ'onr-fe^yWbXf^p-^ h 

P7:cydrt^;<7/U/1^'^yHt:(i-^^ (III) Oit"^^ I "eMz^LX . MJt-^ 

y^iy:^/U:^=^/uit!^l^MZ.ML. — (VI) <^<b^tlSr 1 ~5^/K ^tf 

15 ^s;^?{-fflv^5^^^^(7)^^;^. $f*L<«2o-i oo'c-efe-s„ 

-^^ (III) ^TJik-g-i^&u^-^^ (IV) <Dit^m\^is\^^xmK.\t 

25 ^^<^^^i!feas«*1-s::^Jj:J:«5. -^^ (I) <Di\:^!^^mm-r^:it 
;^cg^S<^^SS<i: LTIi, M^f^t e r t ^/Vi^y/WS. t e r 
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77 



t e r t -y h^v';<7/i-jJ^'^yi'S#O(g0T/w=i^v';&/U/if-/i'S ; 

IzT'aT-^y-^-f ' ^/i^—zf:^ • ^ :/ • ^—iS=^y^ • i/^'-fev-;^ (P r o t e 
ctive Groups in Organic Synthesis), T. 
W. ^ry— :/ (T. W. Greene)!^, John Wiley & Son 
s|± (19 8 1) Xfi^:n{-SPi*6:^jfe(^t^oT. 0iJx.«®5X«:^S^ 

-^^ (I) <^^k^W2m^4<^«i^#S^?^fifet-5t#oi«^iIJc^lf f>^^5 



-IS:^ (IV) 
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K'f', A To it. HfilE(^E*^W1-^] r-^^ti^it^mt-^^ (III') 



f&^-frT, (I I ' -a) 



5 '^40 Rso 

-^^ ( I ) (Dit^mt. -^^ (V) 



R4O Rgo 

[^f . X, Y, Z, Rjo. Rzo^ R30. Rso 2^^^ ^ BUiaoE 

15 vm^Mit'^'^t-^^ (V I ) 

H2N-Aro (VI) 

^(11) 




(III' ) 
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Ktfj^ Ar,, X, Y. Z. R.o. R20. Rao^ R40^ Rso ^t>*^ ^ 

(I) 



KtfJ. Ar, X, Y, Z. R, , R2. Rj. R4x R5 =^ fi. BUlEO 

BP*j, -iS^ (VII) 



■T] (^^k^i^^-^i^ (VIII) 

HjN-NH-Reo (VIII) 
T. ( I X) 




o 




(VII) 
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I 



(IX) 

Jio 



-^^ (III) 



f^O ^20 




NH2 (III) 



5 i^^, X, Y, Z, R,o> R2o^ R30^ R40. RsO 'BlM^ ^ HUla*^ 

(CSf&^-^T. (X) 

R^O ^20 

P-"V"^^ (X) 
Rso ° )-io 

X» Zx T Rio» R2o^ R30, R^c Rso* Reo^ ^ ^ 

ft^^SiSrl^^-rsrirtcJ:!!). -^^ (I' ' ) 



H 



"^R3 

Q 
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Mtfit^E^Sr^-rS) . X. Y. Z. R . R,. R^ . R, . R, , R. RXf^ ^ 
(VII) (Dit-^mt-IS:^ (VIII) (Dit^mt^Rlt^'tX. - 

(IX) (Dit^^^§!km-r^^Jtit. -^^ (VII) (^fb^!^ 1 ^/wi^t 

5 t. (VIII) (DWL-^m 1 ^/^/.^V ^ LigjUJ^/l^, $f * U < 2 ~ 3 ^/W 

9r<i;;6s-e#5o >ffiv>6-/iS:^ (VIII) (Dit^m^miKDi^-vh^m^t. m 

h yai^/WT^i^^c^*g£$r-^^ (VIII) (ZJfk^i^ 1 ^/W^l^r t 2 ~ 
5^/1^, ^f*U<fi2~3*/KD#ffiT, (VIII) CO^k-a-i^J^^Mfls: 

10 $r^j5g$-frSrt;aW*bV\ 

01C~1 5 CCT-fot). Sf&^PBltt. ii^. 1^Fb1~4 S^PhI. *f*L<fi2^ 

-SS^ (IX) (Dit^m. -f&:^ (III) <7){b-a^#)2^tl«:3Ei^^;^^/K7)^/^;; 
15 jiS:*ISt^#^5ET{cSf&$-li:T, (X) (Z^^k^i^^^ig-r-S 

sjEt^fi. (IX) (T^fb-a-ifei^/Hc^L. (III) (oit^m^i 

Mm-i. ( I X) (Dit-^m 1 ^/Hci^fL 1 UigpJ^/K L < 

So 
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0 'CT'fc "9 . Si^:B#rB^fi. ii^. 3 0 53^Pb1~ 2 4 B#Pb1 $f * L < 1 B#Fh1~ 2 4 
B#FBlT'fc5o :i(7)Sf£?/55^^^L/5i^. -fiS^ (III) (Dit^mtRJt^^?^^ 

5 ot:~i 0 OtT-fcSo 

$ (X) (Dit^m^^m^i^^mmt LT;&/wi^'^v'/uS$r^AL. 

10 *fc. -^Jt (X) (Dit^mt. (IX) (^^b^!^. -^5SC (III) 

^(i I I)(7)^t-^<^^^fStt^#^ET^-*3v^Ti^4^;^>^>'<^S^&$-fr-^'yv'r^-- 

si^?(-fflvN5^^ii<^«:fi. -i^^^ (III) (oit-^mi'^M^imi.. i^*:^ 

( I X) (Dit^m-i 1 ^/w/^v> LiillJ^/V'. L< ft 1 ^/w-efc5o 

25 UT. it^:^y^i^mL^mfm.m<r>:^^y^ (x) <^{k 
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5 2omA%^m^\ •^tim:^i-£^^7Km'r h M.^co^mit-^^ (x) (Dit 

fc-5o #S<D^J^^iife«. mK.\t-m^ (I i-c) 
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^50 



H 

Y^^Arco 



(ll-c) 



(DM^^^-r^) Sr^tfBuBB<7)A r o^T^L. X. Y, Z. R,o. R^o^ R,o^ 
5 (I I - d ) 



1-5) ^tffiUl2<^A r o^^t. X, Y, Z, R,o^ Rjo^ Rao^ R40. Rso S 

U?^ ^ Hui5cDE*^W-r5] Lytt), (I I-d) <D 

S<^^fife;^fe^fiJffl Lt; -HS:^ ( I I - e ) 



Sr-^tfB&E<^A r o^^L. X, Y, Z, R,o. Rjo^ R3o^ R4ox R 




''^o R20 
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10 fc Kn:77V, -<>if:/, g^^:3i^/U, v?^^/V;f:yUAT5 K^:65^tf b^L-So 
^ffl^nSft^t^itt. ^!jx.t^BtjBE^j^S;J?-r«J (I I-d) (Dit^ 

ttTi^fb"^ K y A) S:R;S$-frSS/^?"ef*. -j^^ ( i i - d ) <o{ckm i * 

v'KdSt t. :^;^^->'Wk^j>i5 1 ^/p/^v ^ L»J^/K * L < 1 ~ 3 ^/V'Tfe 

ri^\^'r h y AS: 1 ^/i^/^^v^ ui§PJ^/v. $f * l< i - s ^^/^^m-t^o t 

t K7 1 ^/l^/^V^ Ligi«J*>'i^> * t < « 1 ~ 1 0 ^/l^-Cfc 9 . Ti^ 
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ME^t^S/^^Ti* . Ritumn. m^. - 7 0 "C- 1 0 0 "C. $f ^ t < It 2 0 \: 
~ 5 0 1 T-fc . Sf£;;^rHHt ^ ii^. 5 ^^m--- a 8 mwi. * b < n 3 0 ^^rH^~ 

^JSmS:fflv^5«-^. Sf£?Mft. ii^. -7 0t:-i sot, $f*L<{*- 

-10 0 tl?*) 19 . R^&B#FB1f*^ 1 0 ^)-rBl~ 4 8 mf^. L < ft 3 0 ^ 

0 0*C. $f*L<f*2 0'C-'5 0*CT-$)t). Kf&^FHlli. ii^, 1 0:9-F^~4 8 
15 ^P^, ^?*L<f*l 0 5>FBl-'2 4^F^-Cfc5„ 

Ire) (oit-^m^mm-th^tfi^-^^^o 

-M^ (I I-d) <Dit^!lh(D^-^. -j^^ (I I-dJ 



[^•f. Ar^ilt. e«l5:-Ti-CH (Rai) -OH (r^{z:*3V^T. Rji 
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[^^'x Ar^jli, gi^S:-Ti-C (=0) -R^, (^:r^^*3V^T, R,,jS^ 

Rjo. Rso^ R.o. Rso S-t/^ ^ fix milH<^E*^W-r5] (Dit^i^tLtc 
ilTE^^jT^y-fb^m^. (I i-dg) 



15 Sr-^tfifiac^A r o$rE*L. X. Y. R,o> Rzo^ Rso^ R 

40. Rso =^ mB(DmM^m-r^i oit'^^^mm-n^tt^x^ 

So 

(I I-dJ (^^fb-a-i^^^^btT-iK^ (I I -da) (^{b^i^Sr-^fife 

20 (I I-dJ (^fb^^JiR^jR^aNH (^13, R,2&t5R,3f«ia<^ 

E^Sr^-rs) T-^$ti.5<b'^#i^coil5c6f)T5 /-fbSJ^i^lix (I I-d 

2) Ofb^tii^/Hci^^L. Ra2Rd3NH^l^/^/^^^Lii5^J*/K ^if*t<ft 





R40 R. 



=50 
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-^^ (I i-dj (I i-dj (oit^m^ux. -m 

^ (I i-dg) c^<b^«^S:^fi5c-rsxg(i. '^j^jfeBtd^i-j: 9^-'>l^r^f^J5}■ 
10 r<DJ:5{-LTmbtT.fc-||S^ (I I-c) (Dit-B-m. (I I-d) (7) 

it-^<^RU-^^ (I i-e) (^><t:'a-#;«s 3ii:{^^£^l^*i-5rt{c:J:'9. 
15 -^mifeB 

-^^ (XI) 



R40 R50 

C^'t''. Arco> X, Zv Riox 1^20^ ^40* Rso 

-j^^ ( I I - c ) 
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K'f, Arco it. g^S:-T,-OR6 (^rd^oV^T. RUT ,itmm 
(DM^^^ir^) ^^tfiufE<7)A r o^E*L. X. Y. Z. R,o, R2„, Rj^, 
R,o^ Rso -J^^it ^ ti. BUl2<Z)E*^=^-r5] (Dit^m^ t e r t 



#■^5) ^•^tPHUia<^A r o^E^b. X. Z, R,o, R^,, Rj^ . R,o^ 

(XI) (^^b-^i^^Siiit-rssjt^f*. (I i-c) (DVc^mi'e 

(D|£®E?rirgAP^Tt)<tV>o 
20 -m:. (XII) -^^ (XI) (D{b^#^Srffi^^T> miE^^^fe 

Ao-«^^ (I i-c) (DWL-^mt^h-m^ (I i-d) co^b'^i^sritjt-r'Sx 
-^^ (XII) -^s: (I) o{b^#i^ii5t-r5yc:fe(7)ii«f'fHi 

25 (D\\L^my.\'i^<DmM^^m\<^x. mmt-^^oz-tii^x^^o 
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mac 



(XII) 




(XII) 



L^^, A r 



X, Y, Z. R 



R 



Rso ^ f*. 



5 H!fH2(^)E*^^-r5] <Z){b^i^<b-^^ (XIII) 




(XIII) 



$*t^{l:^!^i:SJ5c?$-fr^):^,^(;iJ; <9. -^^ (x i v) 



[^1^. Ar^, g^S: -Ti-N (R,) SO^Ar^ (r;Hi:iaVNT. T,, 
R, . Arj tt. HuEcoS!*;Sr^"t-5) ^Sr-^tpflfiia^^A r o^it^Lx X. Y. Z. 
Riox Rzox Rjox R40X Rso S.t/^ ^ iiia«^ic*Sr'ti-5] "C^^tT. 

15 S^&l*. -/^^ (XII) iO<b-^^l^/HcJttT. -j^iC: (XI I I) (^^l: 
-^^^^l^/^/^v^Lx§!i^J^/K L< « 1 ~3^/wfflVNT. 3feJ^Sf&<^^&l- 

(Dit-^i^^^mmtL. (XI 1 1) (Dit^i^tRft^^'^^^itizxy). - 

20 IS^ (X I V) (^{b-a-i^^Sr^S^l.t^J^T^So 



f^o R20 




10 
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< « 1 3 ^/i^-CfcSo 

Sf&i^^T^x ii^<Z)*0;S^nv>. (X I V) X-m:^tl^it'^i^<Dm^^ 

i^^n^^tHt^X^^o ^<^J;p(itT#btbfc:-Ag^ (XIV) xm^ti^it 

^m^. nmz.%^xi^^\.. -^^ (xiv) m\L-^^^'^^T.h-b^x^^. 

(XIV) (XV) 



[^tf>. A r^j ttifeS : -T,-NHSOj A rj (^1 r ^31^oV^T. T^, A r 
2 (i. fluf2<7)E*Sr^-r5) %-^tffliIIB<^A r oSric*t. X. Y. Z. R,o. R 
20. R4 0. Rso 'Bi.n^ ^ ft. Btiiaot*trW-t-5] <Dit^^^±^ir 
-Sgf&fix T?ySc>^^S<oi@T'fc'5T7>'^^/^S<^ji^<^l^*:^i£. Mx. 

-m^ (XV) o>fli^ti;i^^-^^ (XVI) 



15 
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V^^Ar^a (XVI) 



[^^^ Ar,3«, tt^S :-T,-N (R,) S A r ^ (ZL :HZ.to\,^X . R, . 
T,, Arz (t. Biilfi(^S*^W-t-5) ^-^tPHMlEOA r o<SrE5feU. X, Y, Z, 
R,o. Rao^ Rsox R40X Rso ^ Hul2<^)E*^^-r5] cT^fk-^^^ 

5 ^^^ifei-SKJCSt*. (XV) ©fk-^^jl^/Kd^L. R,-OH Cl^lClio 

v^T, R, «H«l2<^E*^W-r5) ^1 ^/^/^v^Li^^J^/K $f*L<(il~3 
^/^fflv^T, -^^ (XII) (^fb-g-tJi:-^^ (XIII) (Dit-^mb<DRm 

(XVI) (Dit-km^h-^^ (XVI I) 



[^tf. Ar,, (i, gifeS : -Ti-NHR, (^::{c::fcV>T. R,. T^H, BiflE 
<DMM^^-t^) ^-^tPHfliat^^A r oSrE*L. X, Y, R,ox Rjo^ R30. 

R, {i^fife±. ^^^m^mt^mi)^^^i-^m^. -^^ (xvd (^ft^i^ 

/IS^ (XVI) (Dit^m^h-^^ (XVI I) -^lS^^1-5Sf£:i:l^1t<^^#^ 

20 mm-t^:it:^>x'^^o 




10 
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~8 OX^X'h^o 

Rjt^mr^vt. 2 mm-- 4 8 mr^. ti^t t < 2 a^m-- 2 4 B#p«iT-fc5o 
-^^ (XVI I ) (Dit-tm^h-^^ (I I - f ) 

R<o R20 



5 [^"^J. Ar,, : -Ti-NHR, C:: i:i*3V^T. R, . T , f^, hmI2 

-^^ (XVI I) <Dit^mm^ti:m. m^itm.m. hv :7/v:tu^m^^i^ 

m^'^xno ^iti^X'^^o ■J^-'mxhtHt. xhytKn^^^^, ^nuTt^/UM. 

-^5^: (XVI) (Dit-^m^ML. !^^^m\^j:{:^cxR^±(Dmi^m(D^^ 

-fe^ (I i-f) (T^^b-a-i^tt. -f&i^ (XXI I i)"<^{b^i^{-S*u 315c 
15 mr^yit^no^ti^x^xii^^x^^o :i<D^^:^m^is\,^x\-i. Mtc^ 

I-f) (Dit^m^^m-r^^ta^x^^o 

ssr^^-rsrirtcii^, (I) (Dit^^^mm-r^^itii^x^^o 
mx.\muxmBm(D:^mxit^n\^m'r^:^m^u<>xm'mo:iti>^x 

25 ^^feP 

ig^&ct?jg{itLfc-«s:^ (XVI I) (Dit^m^mmLx. 
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94 



it (X I X) 




(XIX) 



5 ^1-5) ^-^tfWlEOA r o^it^L. X, Y, Z. R,o> R2o> Rso^ R<o^ 
Rso S.^^ ^ BuE<^3i*SrW-rS] (Dit^mt iS>:V^T— (II- 
g) 



K>t>. Ar.sfi. SJ^S : -T,-NR,-T2-R^ (^:w^^*3V^T. T^. A 
10 r^, Rp, R, ig.T>T2H, HtilB<Z)#*S:W-r5) Sr^tfmilE*^ A r o€:E5fe 

X. Y. Z. R,ox R2 0> R30^ R40^ Rs 0 -S-tJ^^ ^ HUla<^iC*^ ^-f 

-m^ (XVI I) <7){k^!fe*^b-«9:^ (XIX) ^Sriijti-ssf&f*. 

(XVI I) (D^b-a-i^t-ISlS; (XVI I I) Rp-Ta-OH [Rp RrJ^Tzttpf 

mW-t^m.^^^^i>:Lt\zX.^mmir^:i}iii^X*^^o (xvi i D (O 

(XV I I I) (^)^>'^5}<V®f$rfflV^-5^-^li«. N, N' -i^U^u^ 
20 ^ v'/l'J^/I^/Kv'-^' ^ Ks 1 -^^yu- 3 - ( 3 - ^/WT ^ / tVl^) 

>}f v^>< ^ K, 2 - iJ' n P 1 , 3 ^/U^ 5: V n y K^<Z)i^-a^JO# 



R;lO R20 

Xr^Z 




R40 R. 



'30 
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-Wi^ (XVI I) it-^^t-^^ (XVI I I) o^b^ti^c^KfS^ti^ 

^ (XVI I) (Dit^mi^MzMLx. -m^ c (XVI 1 1) oit^m^i 

10 ~5ot-efc5o 

SfE^^fBift . ii^. 1 0 ^j^m^ 4 8 mm. u < it 3 o :9-Pb1~ 2 4 B#FH^Tfo 

^/WT^y fyi^:/. N. N— ^p<^yUTriyV^<oW«l:SSo#:STt-fT9 ;i 

-jis^ (XVI I I) (^<k^#n ^/nji^r i^yi-/^ 

(XVI I I) (Om^^ri^yitmit. -/S^ (XVI I I) (D;?7/l'Ji?>' 

fbyi^s 2^de•iy^t^by n^fky ;*-=Sri>*y/u^py k. *;;^^:/^;5Sfflv> 

25 htl^o 

(XVI I I ) (D:^/i^n^ym(Dm^mM:^mit. (XVI i i ) 

/p ; r-fe^/Vi^ P y K^<^flgli^;K;&ywi?i^®?i5' p y K^tKJ&$-fr5 C <i: J: «9 
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(XV III) <7);<7/U/Kv^offi{4^;^xyWi. (XV III) 

K. 1 -^5=-/^- 3 - (3 - v^^ ^/UT ^ y ■T'u tVU) jJ^/Uvl^v^-f ^ K^cOfg^ 
^iJO#^ET. ^'Jx.fiN-fc Ko^v':^^;^ v'W ^ K, N-t h^m^^yy^j]^^ ^ 
5 K. 1 - t Kn^v^^iyy h y ry-yu^(^N- t Kndfi^^b^i^ ; 4-= hn 

(XV I I I) 0;^;/^7^^>'^0S•^4T ^ hit. -^^ [x v i i i ] <d 
10 1' -;<7/W1?-/ut';^ ^^j?-:/-/!^) ^tRm^'^^^t\cX^n 

-^^(i i-g)<7){k^!fe^#>5EI^{^mS^I^*i-Si^{::<ti9,-j|^iC(i) 

15 (XIX) (^^b^i^tciji^^^®?. ^J^«:^@^. hVy/i^:tx2mm^^i^ 

m^^X-^^ (I l-g) (^{t:^i^^®{5ti"Si^:dS-C#5o j^^S-C*>tLj^, 

^fc. -15^ (I i-g) oik^i^ji. ^mmm(D:^m\^m^x. m^mAco 

20 (I I - f ) <Dit^^t:WMt Lxmrn-ti :l t 5o 

;*:^l^j£»*> -^^ (XII) (Dit-a-i^^mmLX. (XX) 



25 I2(^S*<S:W1"S) $r-^tfB&l2<^A r o^E^t. X. Z. R,o. Rjo^ R 




R40 R, 



-50 



wo 01/07411 



PCT/JPOO/04991 



97 



(I I - h ) 



l^^. Ar^o fi, g^S:-Ti-0-R, Cl {C4o^^T, Rp RXfT.n. 

R30S R40X Rso s-ti^^ mticDMM^^-t^ii (Dit-^i^io^mm-r^t 

(XII) (Dit-^m^mmLX-^^ (XX) 

jt^^no(oimtL\^\ ^fz. T/i^^/u:^-y'/u(D^^:^mtLXit. m^itm. 

m<DW^r. -AS^ (XXI) Rp-OH (^tf. Rp tt. fllfl20E*^lr^-t-<5) 
aij^X/I^^^J^tfcm^ ItS^^ffiT. -115^^ (XX I) R^-OH(Dr/l^='-/V^t 

25 r p LT^#f?ixfc-j|S^ (XX) (^){b^i^<lri^l^^t;if£:i:T7K@?S. T 5 y SZi 

xj^^/i^^^^iy/umm(D^mm(Dm^siit^^m'^m^'^i:>'^xn ^zti^x'o. - 
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(I i-h) (Dit-^m^mm-r^^tA'^v^^, 

^na^^/l^i^, xh^t Kny'^:/, ^l^-^V, g^^oi^/w, ^/l//}v/VAT 

10 U^T y -/vT/w=i— yi-jJs^ti^tL 1 ^/^/c^v^ LiiPJ^/K * L < i ~ 5 ^/i^ 
T'fcSo *;^c:. -^S: (XX I) <Z)T7U=i-/V€r/^n>r':/^l^f^, -^iC: (XII) 

<^<k:#i^^Sf&$-fr^SJf&T-fi. (XXI) (Z)r/^='-/n^/>(c*fL. 

(XII) O^L-a-tl^SfS^-frSSfSTI*. (XII) (Dit^mi 

15 ^/utc^tt. ^M3>i7*vft:«^^ l^/^^^cv^Li§ili^/^, 0*b<«i~5^/K * 
fciSS^^^p >/:/{t:#> 1 U 1 ^/w^j^v> UM^/K * L < « i - 5 

^/I'^ffli-So ^fjtd— (XXI) 

I^U/c^. (XII) (O^k-^^^Sf&^it-SSJc&Tfi. (XXI) 

or/i^a— /H^yHcS«fL. ;^/U3i>-/Wk^?J;5Sl*/i'/^v>LigpJ*/K if*L< 

20 \'tl'^3^/u,i^ti^m^:^/i'^>=^/\^itMi'^Mz.ML, l ^/^/^v^LJg|IJ^/K 
$f*L<ttl~5^/V^fflT'fci9. ^^SP^©-^^t (XI I) Ofb-a'i^SrSJ&$ 
■frSSiJSTfi. -jS:^ (XII) (Dit^mi'frMzML. y^/V'7jN:/^^;^7"yuS: 
1 ^/^>'^v^ tiilUJ^/K L < 1 ~ 5 ^/K t fcliS^^>'V'*J:/gfe:i^;^T/V' 
1 ^/HciS* 1 ^/v/i V > tigSIJ^/w. if * L < 1 - 5 ^/i^^ffli--5o 

25 — (XII) <Z)^k^^!^^^^u>^w^:i^fc'5v^^i;^/^/^^^/S^3l;^x/^-x^^ 
t;^c:^, :^S#^£T. (XXI) OT/i^3-/u^Rf£?$-li:5^^'b, ±12 
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2 4mmX-h^o -^iC (XX I) (DT/l^=^-/i^^y^X2^:yitm. (X I 

5^Ph1~4 SB^rs^, $f*L<Ji3 05>rHl~2 4B#r«1-efcSo (XXI) (DT 

$-^5Si^?-c«> Si^^^a^fi. ji^> o'C-ioot:. l< «otc~3 oic 

:teS??^ST> (XXI) (7)T7V=i-/WtSf£:^^t-5 

i-h) oit^m^mm-t^^ta^v^^ ^\^±x<D^mm^m^-r?>:zt\:iX 
•9. -^^ (I) (Dit^m^mm-r^^itr^x^ 



-^^ (X I I) (^^b^i^Sr^ffi LT. (XX I I) 



^Wi-5) $r^tl'H«E<^A r o>lrS*L. X, Y, Z. R,ox Rao^ Raox Rio^ 
Rso ^ HyfEOS^^W-t-S] (Oit^mtLfz-'^. -^^ (XXI 

I I) 
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^40 R50 



(XXIII) 



Rio. R2 0. Rao. R40. Rso ^t^^ ^ BUlEOE*^^-r5] 

SJ^?«, (XII) (^-fb-a-^Jl^/Hc^t, -mit'rl^:ffl^^l^;ufj: 

v^bii3flJ^yK t<Ji2 o^/^fflv>TfTV\ (XXI i) (Dit-^mt 

10 f&<^m\ (XXI I I) <^{li'a^!^^Sr#SCt;iS-ct-5o 

Sf&ta^ttx (XII) (^^b-a-^j^i^b-^^ (XXI I) (Dit^m^-t 

15 2 Ot:;0^e>5 0'CT'$>§o (XXI I) (DikL-^mt^h-m:. (XX 

III) 0^k^^S^'g'f!gi-5S^&{i:fo*V^T^i> -7 8t:~2 0'C. ^yF*L 

— (XXI I I) (D\t^m\z.n\^. Rit^^i^=^:yit'^mt(Dr'^—A':^ • 

20 T'^s-rs^ fcicij: 9 , -ii^^ (I I - i ) 



^0 R20 




R40 R50 
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s:jt\^^^^^^um<Dmit. (xxi i d co{k^tii^/wi>!^L, s 

10 vh^o 

RJt^m. ^PsHfcfk^i^l-^fL, -^^ (XVI I) (Dit^m:/)^h-^^ (I 
I - f ) (^^k^#j^Mjt-r Sxai: I^^<^^#^®ffl-r6 r <i: Id J: 19 . -^^ ( I 

i-i) (Dit^(^^mm-t6^tfj^-c^^o 

15 — (XXIV) 



[^(fJ. Ar, o»i> g^S:-Sn-R„3 (;ir|CioV^T, R^f^, {SiKT/^ 
^yuS§r^r-r) Sr-^tfMIEf^A r oSrE^L. X. Y, Z. R.ox R20. R30X 

R«o^ Rso S.tJ'^ ^ MB2<7)it*;^^-r5] <Di\:^m\^1^L. (x 



25 /i^;^-^i/S^^-t-] <Z){k^#j^Sf&$-li:S r i (c: J: 19 . (I I - j ) 




R40 Rso 



20 XV) 



(XXV) 
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H 



O 



(ii-j) 



5 1") ^-^tfMIE(7)Ar o^E*U, X. Z, R.^, R^ox R30. R40. Rso 
SJ^^fS. (XXIV) (Dit^i^l'eMcML. (XXV) (D-fk-a- 

i^y 7=VT-fer h:/) v^y-x-^v^'^A (0) (Pd2 (dba) 3) ^(D^<^i^^ J>.m 

15 5 0^13 Ot^TfcSo 
-IS^ (X I I - i ) 



[^4'. Atkofix g^S : - (CHj) 2-OH$r^tfmil2<OA r o^ic^t^ 
20 X. Y. Z. R.os R20. Rsox R^ox Rso =^ ^l2(0E"*^W-f 

O^k-a-tJ;!)^??-^^ (XXVI) 
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(XXVI) 



Kl^. Ar^ifi, mt^m: -CH=CH ^^'^t^mtd.<D At o^MML. X. Y, 

^^^r^^Lfc^, l^<t:-^t>i:-A^^ (XXVI I) 
5 Ry-SH (XXV I I ) 

mx\t^mm&^7jkir:\ (Dit-^mt^Rfc^^^. -^^ d i.-k) 

RjO F?20 



[^t>. Atkafi, mi^B:- (CHg) 2-SR, (rrjC*3VNT. R,tt. Sfrf2 
10 0^*"<SrWi-5) ^-^tfHuE^^Ar o^ic^t, X. Y, R.ov Rjo^ R3o^ 

(XI I - i ) <Dit^m^h-f&i^ (XXV I ) (Zj^b^i^^^^fife-r'Ss 

f£:i;:*3V>T. (X i i-i) (^^b-a^^i ^/WJijitL. mK.\tmt:^ ^y:^ 

«1, 8-v?TiJ't'v^i?'n [5, 4, 0] ^l/y'll- 1 (DBU) #<0JJ§ 

20 $f*t<«2 0~5 CC-efeSo 

-^^ (XXVI) (^^k-^i^/i^b-^^ (I I-k) (Dit^m^-^^-t^Kfi^ 

{c*5V^T, -IS;^ (XXVI) (^^k-g-i^i^yK^^^ L. R,,-SH^i^/u/j:v> 




R40 R50 
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mir^Z.t\^X^-^^ (I I-k) (O^b-a-i^'^^t^o 

(XXVI) CO^b-^i^J-^^L, -^^C (XXI I I) (Dit^m^h-M 

^ ( I I - i ) <Dit^m^'k^-r^T.utmm(D^}t^^m\ -^^c d i - i ' ) 



-CtxtVNilgfl^ge^S^WI-S) ^-^tffitriaOA r o$rS9fet^ X, Y, Z. R,o> 

R20. R30V R4o^ R50 ^'(^^ ^ c^^b-a^ife^i^ag 

-r?>:itf^v^^o RfL^n. (XXI I I) (D^t-^m^h-^^ d i- 

:*:|gB>g<^-^^ (I) (Dit-a-m^. mB(Dm^. itLT-«g^ ( I I I ) 
{b^!^StJ«-«{:^ ( I V) <Dit^i^^m:i~^^ (V) (Dit^m^xi-^^ (v 

(III) (^{b^i^tt, -^^&A/^v^L^^ifej(Z):5^jfel;:j;9. -j^^ 
(IV) -a'fife^feK/iV>L-a-fifejfeM<7):3^&{c:<fc>9, -^^ (V) (Dit 

mm^AX^m-t^b-Wt^ (III) (r>\\L-^m<Dt\. X^JS^^lg^^T?. Y;5SC 

25 =oo{k:'a'^^. Ep-^-^^ ( I I I - i ) 



Rjo R20 
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R^O R20 




NH2 (lll-i) 



^50 



R40 R50 

m^t\^i>:fjj\^yf^iym^m\^mmmm%. mm\^mmi^ d' ) <b-^^ (2) 

f^o ^20 
7'~t''3o (2) 

H H 

[^^. X,, R,o, R20, R 30 & Z I*. ftulB<^3t?fe^W-r5] (^ft-g-i^ 
i^SrSJi&L, -KS^ (3) 
R20 



R40 R50 

[^tf, Xi. R,o> R20X Raox R40. R50X QXt^Z tt. grl5<DE*Sr 



OH Q 




(1) 
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R^o R20 
° ifj— NO, (4) 

R50 

i^fp, Xi, R,o, R30X R4o^ R50 & tl' Z it, milBt^S^Sr^-rs] 

(1) (1' ) t-^^ (2) <D{b^i^i<7) 

5 Sfc;;(*. mUmt^^DX^-^^ (XVI i ) (^{b-^«^;i>^^-^iC: (x I x) (Dit 

-^^ (3) (4) <Dit^i^^mm-r^Riii:.n. -^^ o) 

10 7 i> J^^{¥^ 5 ~ 5 0 mfi:%x if * L < 1 o ~ 2 0 Sfl:%, S Wix. 
S^®!;<7y ^j7i^^(^:^S$r2^/W~l O^/u, U< l*2^/l--5^/UfflVNTtT 

20 B#rB^-'2 4^rBi-cfc5o 

-^^ (I I i-i) (^^{k^ifej*. (4) (n>\\L-^m^m'^tiM^^m^ 

(I I I - i .) wmxvM\t-^m (I I I - i J ^^■^'^^z.bli^x 

25 sfSii. (4) (Tj^k^j^i^/wiiitL, myL\tw^mL^'fii-Txm^^ 
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X-h^it-^^ (I I I - i J ■^fz-^^ (4) (7){|::^til^/H^^L. M 

o%y<^i^^M.^mmi^^5--5 omm%. l< o%~2 os 

0 ^Pb^- 2 4 b#Fb1.$?* L < I* 3 0 5^rBl~ 2 ^FHlT'fc 9 .^g«!fcjt7c(c:>ft bT« 0 X: 
15 RfL^mj^^. ii^O^S^Srffofc^, i^i^MI-JC£^CT7K^S. T ^ y SRDf;^7/^ 
mx.imim:scmmm.(D:tj^xi-t^nimir^:^micv^<>xm'M:no:it7!)^x 



20 




l!JjifeA(73mM-efcs. -m^ ( I I I - i 1 ) 

f^o ^21 
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-^^ (I I I - i i ) (Dit^mt. (5) 




0 



O- 



NO2 (5) 



(5) <^fb^2^05tjiKfS:f*> (XII) (Dit^mti^h-m.^ (X 

(6) <^{k^«^^^fi)c-r5o 

(6) <^^k^i^d^e>-«S^ (I I I - i i) (Dit-^iSa^^m-^^f^^M^. 

^ft6il76<^S^&^^^^Jil:^Pti■rs:lt^^J;'9.-^^(I i i-i i.) 
;ilc*3VNT. R2i«7K^i^T-<lr^t. Xi, R,o^ R3,^ R40 -RtJ^Rso fttfefi 
20 oE*«rW1-6) <o\t-^mt. -^^ (I I I-i i,) (m3:*3i/>T. . R2 
,«7K®^S$r7i^L. Xi. R,o. Rjiv R40 Sy'Rso »ix fiB5<^E*5rW-t-5) 
(Dit-^i^ t ^^fife-f 5 r i ;i5-et So 

ilitj£A(7)/^)|SfT-fc'5. (I I I - i i i) 




NO2 (6) 
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'50 



NHj (lll-iii) 



10 (1 1 1 - i i i) (Dit-^mt. -^^ (5) (Dit-^mi^i^L, 

(7) 

Rio.-CH (OH) -T,-CO-R2o. (7) 

[^4^. T„ Rio.^^O^R2o.«> H«IE<^)S*^W-rS] 0<k^i^^fflV>T3feji 
Kf&^tfofcm, 7lc^{l:>J^!>5^":^hy e^iNlii^ilTcL. @!<4^{1=ti*3V>T^<b 
15 -r-Sr-biCi^. (8) 




40 R. 



^50 
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^m^^xm^M<DmA^n^\ -^^ (i i i-i i o (Dit^i^^mm-r^^ 

(5) <7){b^#i(7)5t^s:f&{i. (XII) (^{k^#;75^f>-^iC (x 
10 SJ^?tM(i. 2 Ot:35^f>fflV^S:T:^g^4;^^^(^^^,iT^ ^^*L< tt7 0-1 3 

o'cvh^o 

-m^ (8) <^<t:-^«i^og^ft!feji5uti^ (6) (oit^m^h-^^ (I I 
i-i i) <Dit^m^'^^ir^Ri;t^tmwjt0ki'^^m^Lxn^\ -^^ ci i 

I - i i i ' ) (^{b^ti^Hii^f 5::i:;55-ct§o 
15 (I I I - i i i ' ) ( I I I - i i i ) (Dit^m 

^*-r6i:<b.(c:J;«9-^^ [ (I I l-i i i) <^)<b^#j$rMig-r6^ 
20 So 

Rso- L 1 , 1 i <^R^&«^ (I I I - i i i ' ) <D\t^m(o^m^ 1 ^ 

25 V^-C^TPo SJC&iaSf*. -7 8~2 0'C;5S$f*U\ T5yS(^^®£(^ 
(8) <Di\L^mt. (9) 
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0' 




NO2 (9) 



R40 Ri 



50 



1) 

R,o.-CH (NH2) -T3-CH (OH) -R20. (1 1) 
[^Ef. T3. R,o.^^t5R2o.«x MIE<^E9feSrW-rS] (Oit-^^tRJ^^^^^ 
r i {z: i o T *>^fifei-5 r <i: ;5S-C 1 5o 
10 (9) <Dit^!^(Dm7t\t, (9) (^^k^#Jl^/HC^L. Tfcl^^k 

-^^ (10) <^)<k^i^i:-^^ (11) <Dit'^i^t(DRj:i:.\t. -^^ (10) 

(^{fc-g-i^l^/WcStU (11) o^k^!^^i^/i^/ii>tig*Jl:. «^*t 

15 <«l^/^fflV^T. ^1^^3.7— >-:^4A^, -^^C (10) (Dit-^^<DM& 

aotJj&^ejfflVNS^Sit^i^S^o^^^T. if*L<tti 0 0-1 

20 2ox:vh?>o 

m^W:A(Dmm*h^. -^^ ( 1 1 1 - i v) 



0) 




NO2 (10) 
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.10 



NHj (lll-iv) 



-i^^ (6) o{k-^!^$fR20b-OH (Rzobtix HirlEoE*^Wi-6) tSfS 
$-ti:;^cm. S^toilT^^^f 5^tl-J:'9. (I I l-i v) <Dit-a-<^^^}^ 

(6) (Dit^!^ t R2o^>- OH tCD^Jt^n^ (6) <7){b^!^^R2 

(6) <^^k^!^l^/Kc^L. p - h/W3:v;^yU7i>:/ig;S:0. l^/v»L- 

TfT9o 

<^^^.*T\ $T*L<«. 9 0~1 0 0*CT*fc5o 
15 1^\^^X\ (6) (I I I - i i) (Dit^l^^^^ir 

^^jt>tmmfj:^i'¥^mmLxmmm7t^n\^\ -is^ d i i-i v) (Dit-a- 
(1 1 1 - i v) <D^k^i^^i^^4t LT. mmmA\zvtox^^^th^ 

(II) T-^$tt^^b^i^«, (I I l-i v' ) 



[^'p. R,o. R40 S.U^Rso f*^ milB(7)S*SrW1-S] (^-fb-^i^.^-^^ ( I V) 
(Dil^-^m^h-^^^tl^-^^ (II) <Z){b^i^J-^tT. (6) (Dit-^ 




20 
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i R 2 0 b - O H t (^Sf& ^ [5]^<^^{4^^iiffl-r S r i Id J; o T t 5 r t 

^^mA(Dmnvh^. (I I i-v) 



<Dr/i^^u>m^^L. Rio. ^ R20. . R40 RXJ^Rso mm(DM^^^ir^'\ 
(Dit-^mt. (1) (D\\L^m^. fc K^v^K^ Lfc^. ^{liL, (1 

2) 



10 [^4'. R40 l^V^Rso m/l2<^E*^^-r5] Lfc^. -j^^ (1 

3) 

Rio.-CH (L.) -T,-eH (L.) -R20. (1 3) 
15 ;5ST'#S„ 

( 1 ) (Oit'^m<o t Ktt. ( 1 ) (Dit'^a^b-^^ ( 2 ) 

20 i:j55-c#6o 

m^^Um(0&\t. (1) (O^b^J^t-^ts t K7i^:/<l:l^/V75>f>ig 

mm. $f*L<f*i-'3^>'VT*fc<5o 



'20a 



N-N 




HN-NH 
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I^T'MI-^^ilCiiJ. (12) (Dfk^i^tr-g^fifeT'^ -So 

5 (1 2) CO^k^i^i-^^ (1 3) (Dit^!^t(DR!t>ns (1 2) 

<7)<b^i^l^/KC^L. -^iS: (13) 0^k^*^^l^/^;6>p3'>j§PJ, if*L< 

10 ii^. ^m^hm^^^^m^^mmomM.^ l< i* i o o~ i 

2 ot:T$,5o 

±l5SJ^:§rtTo;rc^. (6) (T^^k-g-i^^i^b-^^ ( I I I - i i ) (Djk 

^i^^^fifei-5St&^l^^/^lj^f4^il:iifflLT^ftfcil7c$:m\ (III- 

i v) (Dit'^m^^^-r^:Ltj()^x^^„ 
15 mi^mA(Dmnxh^-^^ d i i-v d 



^ (12) (Di\:^i^^mnti.x&.ri^^'r:^m^x^n^:itr>x%^o 



20 -^^ (I I I - V i ) <Dit'^m\t. (12) o^k^/^iz:^* -^^ 

(14) 

Rio-L. (14) 

25 (12) Ofb-a-^J.^-^^ (14) <Z){k^^7)^^-^^ (I I I - V i ) 

Ofb-g-i^S:^fifet-5SJ^«. (1 2) <^){k^tJ;6>e>-|^^ (I I I-v) 




NH2 (lll-vi) 
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mjkfiiA(Dmnvh^-Wi^ d i i-v i d 

NHj (lll-vii) 

^40 Rso 

^mmTt^rfo^ti^x*)^ -^^ d i i-v i i) <Dit^m^^^-r^ 
(XVI I ) <D{b'g'#j;5»e)-^^' (X I X) <Dit^i^^'^^-r^i:utmm<D^ 

ii^x ^m\k^m^xn\'\ ^m^m^mmtLxn:^^ y-/l^^(DT/i^=l-/l- 
0--1 0 0°C;iS^f*LV\ 
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10 t;55-e#S, 

±IES^&5:tToyc:^. (6) (^fb-a^tl^J^b-^^ ( I I I - i i ) (7){t: 

^2^^^fi5c-r^Sf£?ils]^^.e^{4^^jiffltTg?tti§5c$rm\ (III- 
V i i) (^^fc-g'tl^^fife-rsr ,b75?T-^-5o 

S5lit&A(^0tSfT'fc5, -m.^ (I I I - V i i i) 



20 ^fife-r5::^;6s-c^5o 



-m.^ (1) (D{b^i^^Sr^;^7^/WbL. l^^;^T/Hb^#i^-^^ (15) 



25 (D{b-a'J^^<^;^'y^y i^i5^Sf5^tTV\ (1 6) 



15 




NH2 (lll-viii) 
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NO2 (16) 



[^4'. R,^ Rzoe. R.o&^Rsoti^ mU(DMM^^ir^] Oit^i^^n^, 
}k\^^X\ (1 6) (^{b^t»?rRio.-NH2 (Rio.l^^ mtd.(DMM%:^ir 

5 ^m^mnkmTcLx. d i i-v i i i) co{k^i^$:-a~fig-r'S:ii:;is-T? 

±fSp<5">'^^^x/i'fls<ir-^^ (15) <Di\:'^!^t(ORft^\t. 

10 1 ^/Wcit L> (15) (D\t^m^ 1 d^PjigPJ^/K L< 1 - 3 

15 7 0^1 0 Otl-CfcSo 

(16) (^fb-^<^^Rio.-NH2<^T^ Kim. -J^^ (XVI I) 

WL'^mt^h-mi:. (XIX) oik^^^^fifei-5xsti5i^o^{4^^jiffiUTtT 

%l^yV;i>P,ig|liJ^/K $f*L<l*3~5^/K msX-t^m.hX.XXt. 
25 7 5/'fbJK7:^<^^— r/l^^^^^l^/W^i^jigl^J^/K t< f*3-5^/V'^ffi 
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pnTf^/uA, mt/^]^i^m^^m'>fhn^o Kitumt. o~5o°c, ^?*l< 

- hnS(7)®5cSJ^:«. (6) (^jt:^tl>6^e>-«S^ (I I I-i i) (7) 

5 V i i i) (Dit^m^^^-r^zt^^v^^^ 

( I I I - V i i i ' ) 



10 V i i i ' ) 



Ktfs A To. Rio.. R20C1. R4o^t^Rso«> Miac^S^SrW-r^] T'^ 

-ISi^ (I I I - V i i) <^{b-a-#?Sr-^^ (1 4) tSili^^^^tfc^^. -jiS^ 
15 (IV) 03{k'a'2^^SrfflVNTMjtjfeA{^t«ev\ (I I-v i i i' ' ) 



[^4>. Aro. R,o.. Pi. R.o SlI/Rjo f*. mfiS<7)S*^=^-r5] T'^^H 
:teStt^<^TTM<Srm\ mmm7t1r^:iticx^. -^^ (I I-v 

20 i i i' ) <Dit^m^^^-r^:it7!>^-v^^o 
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-^^ ( I I - V i i i ' ' ) (Dit^!\is(D7i^m&(Di^mm^m^\t. ^f^±. 

9o m<i&m9lkmKm^^^mmtLX\-i. m:t^•£l, ^-^yr^yf^y^n [5, 
4, 0] ^l^^lJ-l -:^:y (DBU) ^?:l^/V;6^PjiiS«J^/i-, if*L<tt. 

±BB^j^?{c:J;i9#f>Hfcfl:'g'ife(c*fL, -^^ (6) <?5fk^#i^^b-^^ (i 

I i-i i) (D\Y.-^m^^m-^m^>hmmi^^-^m.m\^xmmit^'<T^^. 
15 -/s^ (I I - V i i i • ) (ow^^m-^'k^-r^z.hi^x^^. 

S!iigjfeAOJf^i|S|-TfeS. (I I I - i x' ) 



20 ^ ( I I I - i X • ' ) 



7) 




Rioc o 




R40 R50 
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NO2 (17) 



5 -^jsgfel 

(17) (Dit^mtR,oc-OH [^<f>^ Rioc«Buf2c^E*^W-t--5] 
<^S^ffiv^T5t®^^&^^Tofc^, ^«il7ES:tT 5 ^ t Ici: 9 , -^^ (III- 

i x' ) <7){t:-g^ti<t-^s: (I I i-i x' ' ) (Oit^i^t^^^-t^^itTii^x- 

10 (17) <Dit-^!^<D^^^ft^it. (XII) (^{b-a-i^/i^b-^^ 

^ (1 1 1 - i i) <Di\:^f^^^^ir^s,!t^tmmti:m'¥^mmLxm\ 
yjt^i'¥xmm^m-t^:Lticx^. d 1 1 - i x' ) (oif^i^t-^^ 
15 (I I i-ix' ' ) (Dit^mt^^^-r^^itii^x^^o 
mmmA(Dmnxh^. -m^ d i i-x) 



R40 R50 

20 &n;i*3»t^ifPBm-c*>5. -119:^ (1 8) 




RiOd 
N- 
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10c 



NO2 (18) 



5 -^^ (18) (^fb^ti^ilTuU -HS:^ (19) 



R40 R50 

<lriiJ:«!). -j®^ (I I l-x) (^{b^!feiSr^fife-r5ri:;dST§So 
10 -^^ (18) <^{k^!^(^iil5cJi. 7K^<b/1^^>^":hhy -^i.^, -^^ (18) 

(19) (Dit^i^(o^mRfi:>i^. (XI I) 

15 (XX) (Dit^m^mm'f'^:^&tmm\^no^tt^v%^o 

j^:v>-c, -jiai^a: (e) (i i i-i i) (Dit^m^^^^r 

5Rf5:i:l^«/j;^#«:jSfflLT^«!b3t7c^m\ -iS:^ (I i i-x) 

j^jj^J, -^^ (1) (5) ofb-a-^fes.t^-^^ (15) o<b 
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-^^ (IV) (Dit^mit. (2 0) 

O ^Aro 

( I V) 



(2 0) (Oit^m^^ K7v=:/T-«!;SL^c^, Mm^f^ffi$^T-^ 
10 ^ (IV) (^{k-a-'^'^l^^-t-SSfei^J^i^JV^T. fflv>5#i*^(^l:{i. (2 

7w-5^/v-cfc<9. «):m<^iEJ^®?=&f^ffl$-it-5SJt£:-e-j5S:^ (2 0) <^)3i^x 
1 ^Mz.^ L. ffim^-:^ h y 1 5 ^/v, ^if * L < fi 3 ^/v-- 5 ^ 
/I'T'fe'!). 1 NiS^fSffiffi^-r^hy [>Al^/WC*rL. 1L~5L, »*L<tt 
15' lL~3LT-fcS„ ' 

Amwi. $f*L<ii5i^rHi~2 4[^rB^-e$>i9. ty^M^^f^ffi^-frss^^-c 

fi. cc-sot:. $f*b<ttot-2ot:-cfct). ii^x 30^ 

25 fHl- 5 ^r^l. $f * L < 3 0 2 I^Fb1T*>-5o 
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-^xC (I V-i) 




(IV-i) 



1, 2, 4- M;Ti^>'-5-;^7V7nV^Ji^yua:>^x/i'S:— (2 2) 



-^^ (2 1) (Dit-^m^n^o 

15 KJ^?»-fflv>5^||(Ol:tt, 1, 2, 4- MJTi^i^-s-j^j/v;}?:/^^^/^^! 
;^x/H^/H^:Stt> -t&t^ (22) (Dfk'a'«^^l^>'^J5^?>iii'J^>'K ^f*U< 

0^;^> $f*L<li2 0~7 0t:T*>5o 

20 -is^ (2 1) (DWi.'^m^h-'i^^ (IV-i) (DWL^m^^m-^^m^. 

^^^K<D~f&.^ (2 0) (Dit^mii^h-^^ (IV) (Z){k^#?S:^it-r^Xg 

^i^^{-m\ -^s; ( I V- i ) <Dit^m^m^-t^z.tt^v%^. 

(IV-i i) 





(22) 
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X IV-ii 

Na^Ario 

[^cfi, A r ,o«. : - S n (n-B u) ^^^UmUO A r o^tfItI <D 

(2 3) 

O Arioi 

(23) (Dit^m^. y<9i^^A^{^^ m^\tThy^:^hVy:xL=i/u 
10 (2 4) 

15 ^ (2 3) (Oit^l^iOl'^M^nL, ^^-f- n-y^/l^i^^l^^ 1 ^Jl^7b^hT§im 

20 7 0~1 3 OtTfe-So 

-^^ (2 4) (^{b-a^i^^^fj-^^ ( I V- i i ) ofb^i^^r-^fife-rsSJt&f^i. 
^fig&K(0-^^ (2 0) (^{k:^!^;!)^fj-^^ (IV) (^^b^f^^^it-TSXS 

tmmi^m\ (iv-i i) (^{k^^j'SrHjit-f §ri:/5s-^#5„ 
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CON3 (V) 



[^4^, X. Y. Z> R,o^ R20X Raox R40X Rso ^^t/^ ^ f^x HUlE(^E 

5 -^BfefeN 

-^^C (V) O^k-a-i^fi, (2 5) 



[^4'. X, Y. Z, R,o. Rjo^ R30X R40X Rso RXf^ --^ lix mse.(DM 

10 \^X^^^ir?>:Lt7!>^T%6o 

-m^ (2 5) (Z);«7/W7r:>-^i7 n 1; K--^gi-rSX^«. (2 5) 

^i^5r. -^^ (XVI 1 1) ^^hmy^^^>im^mm-r?>i:utmm^j::i3m 

tltcm^ n y K 1 ^/KiSJ U V T v^'ft;':^ h y !J7 A l 5 ^/U, 0* t < f* 1 

Srffv\ (V) <^{b^!^Sr#^)ri:;JS-C#5o 

K/^?^r«i»i. ii^. 3 0 ^m-^ 1 2 ^PbI. $f * l < « 1 ^Fh1~ 5 mi\xi)^o 
^^^mLm^i^mmm\:.M-r^ 5 o%Pfi^^;S ( i Cso<e) ^^^t^o 

C d k 4 Pm^ffl 




(25) 
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(1) 1^-('^!;^D1-Cdk4 RXI^^ ^)yr>2-CdVi A (^PM 

. (EMBO J. ) , 1^1 5^, 7 0 6 0-70 6 9M^ (l 

9 9 6 ^) ] 0 

(2) -t^>r^ l/i^Dl-Cd k 4S.t5f-^i5' !J>D2-Cd k 4 <7)?gi4SfJ^ 
10 y ^-D 1 - C d k 4Rl/1h-r ^ y VD2-C d k 4 <^)?S^4alJ^I^*3V^-C. 

a®fiRB^y/N°i7^<^T5y^7 7 5#^^f>7 8 7#(CtaS-rS-^fife^7'^ K 
(Arg-Pro — Pro— Thr— Leu-Ser— Pro— I 1 e— Pr 

0 -H i s-I 1 e-Pro-Arg) ^fflV^fc [v' • 3i>'zK • i^-V—^^^ ( E 
MHO J. ) , |gl5#, 7060-7069 (1996^) ]„ 

15 Rft-mt)U^<D:^^ l:irl^=iiy-l^ (Oncogene), ||7#, 1 0 6 7- 

1 0 74H. (1 9 9 2^) ] ^-gCefc^LTffofCo S^&^S4f^2 1. 1 Ml 

y-r- (pH7. 4) /lO mM ^ ^^-^^ J>. / 4 . 5 mM 2-/ 

JV-firfV=!^9 J -IV/ \ mM o^^l^V^y =1— /Ut*;^ (j3 -T 5 y^i^/l^ 

20 cn— -N, N, N' , N' -t' h ^T-^f- 5/ jJ' T'^vY (EGTA) "C. 
^flJli^ilLfcf-^^ y VDl -Cd k 4 'bL<«1^-I'^' y i/D2-Cd k 4 ^ 
100 /iM (DSK-ST*^ Ki: 5 0 MM(7)^^fiirxy t/VHy (AT 
P) *3<l;tJ« 1 itiCi(D[v-33P] :^|$ATP (2000-4000 C 
i/mmo 1 e) ^^LT. SfS^Mi^a OtTM 5 5>rBlSf£:^^-l!:/::o ^CO^. 

25 10 m1<^350 mM y :/^/<$/7 7 -<^Rf&^J-^ABLTSf&^<f±$ 

^u-i^3i^:fj'>i^^--cm^Ltio [y-3 3P] m^ATP itm-it^m^a 

^^fb^«^<DSfc;;^--<^»n. v?^^/i';^/U/}sdri/K (dmso) 
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^§tmit'^<\^<Di-^mit^!^t Lxm^m i3i. les. 329. 579 



IS 11 





I C 5 0 ifiU) 


•t^ ^ V yo 1 - 

Cd k 4 


C d k 4 


Mm 13 1 


0.061 


0. 0 19 


^JSM 3 2 9 




0. 0 3 3 


^JSM 1 6 5 




0. 0 16 


MMm 5 7 9 




0. Oil 


(±) flavopiridol 


0. 3 6 


0. 0 5 6 



^^^mcDit^i^cD-^^ ^ y :/D 1 -c d k 4x^i1^-r ^ y :^D2-cd k 4PJi. 

^^tefi. C d k 4mWm\^^^-t^^A^(Oit^^ (±) f 1 a V o p i r i d 
10 o 1 <Z)•?:^L^lti{?LT^L<^liV^r t«^Pjd^T-$>5o 

c d k 6 mmi^m 

(1) y 1 -Cd k 63tW^^ y :/D3 -Cd k 6<DmM 

y ^/Di -Cd k4 ti^^iJix Cd k 6^iu«^(^®i4fi:H^f->i'i5^ y 
Di iiL<ni)-^ ^ y vD3^tT,^ix<^)cDNA?Sf/^^3.P^>-r/w;^^3a^^ 

(^*^^^-Brrf->l'i5' y 1 - Cd k 6Xfif->l'i5' y ^-DS-Cd k 6^i4^ 

n -7 h 7 ^' - T'ftM Lfco 

(2) f-'TiJ^y^/Dl-Cdke RXf-f-f ^y:/D3-Cdk6 (^^ItSS^ 
20 f->r y 1 - C d k 6 0©|4®J^{C*3V>T.SMfi^fig^y^ K(L y s - 

AI a— Pro — Leu — Se r — Pro — Ly s — Ly s — A 1 a — L y s ) 
VyB3-Cd k 6(^S<4ll!l^»C*3V>T,S«tt^fiK-<7'^K(A 
rg-Pro — Pro— Thr-Leu-Se r-Pro-I l e-Pro-H 
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i s - I 1 e-P r o-Ar g) ^ffll/^/c [i^ - ^yt^ - i^^ —t/l^ ( EMBO 
J. ) , Hi 7 0 6 0-7 0 6 9K. (1 9 9 6^)], 

R^^it:\t}\m(Dyjm iirly^iy-ly (Oncogene), W,7%. 1 0 6 7- 
1 0 7 4H. (1 9 9 2¥) ] ^-§|5eiclSUTffofCo Rf&f^ft«2 1. 1 n\ 
5 -C, R/<5/77— (^^S!^tfc1^-l'^y>Dl-Cd k 6^4 00 nM(Dm%-< 

:f^h\ 'bL< Hf--r ^ U :/D3 -Cd k 6 1 1 0 0 /iM<^SK-^7'^ 

5 0 mMO^^|?IATP*5J:U« 1 ;x C i [ V -3 3 P] ^fSATP (2 
000-4000 Ci /mmo 1 e) $r^AOLT, KCTS3 0tT*2 O^f^ 
t)L< fi4 5^PB^SfC?$-frfco ^<^)f^x 10 /zl<^3 5 0 mM ])>m^<y 
10 7z-^Sf&^JC»LTSf£;<^^*ih$-a:fCo SK'^^f^K^PS 1^-^N--|C 

15 ^^mit'^m(Djxmt^^t LxmMm i3i, les, 329, 579 
^L. y i^D 1 -c d k 6x\-ii^^^ ]) ^^03 -cd k 



im2] 





I C5 0 (/xM) 


iJ--f y 1 - 

Cd k 6 


1^>ri5' y ^^DS- 
Cd k 6 


nmm 131 


0.013 




3 2 9 


0.065 




HJSfiSj 16 5 




0. 0 13 


HiS^aj 5 7 9 




0. 0 2 2 



20 :L(oi^^f)^h:^^m\:^W^^^'^^ ^yi/Di-cdk 6X«1^'r 1? y :/d 
3-Cd k 6|5a§f£i4^Wi-s:ii:li?q^^»i?fc5o 

(1) iNBi!ait^(^;^& 

BS^^^Hf ^INBflS^H c T 1 1 6 }i 1 0 %^fsk^Risimmw^;i^^ y 3 |g jsfc^ - ^ 
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/wj§±fe<srffl V NT . ^m'j^m^'mfi^^M K N - 1 li 1 0 %^^ii^i^jkmm\i r p m i 

(2) mii^mmm\i^m(Dm^ 
5 mmmmnmvFmit. (s k e h a n) ^(^:^& li^^—r/i^ • • 

:^^/3■:^/^ • =^e^>1^- • ^ i/;^7^-YX3.- h ( J . Natl. Cance 
r Inst. ),|g82#, 1107-1112 (1990^)] ^fiJ:^ 
LXm-^LtCo HCT 1 1 6fc-5V^^iMKN-l Sr^m^t tT 1 X 1 0 ^iS 

■^t^^Mt\.(Dmm(Di^mmm^ 100^1 -ro^ 9 e [>:^/^«ig#fflT'^' 5/ 

10 v'^i;i5^aL. -Bfeit^tfco §20. *-r<b^i^l 3 l*5j;i/ (±) f 1 a v o 
p i r i d o KDDMSOmm^b. DMS OiLii^^^^m^mMLtZo i^V> 

15 i^)in ts ^ ?> I- 3 0 uyjio 

V^-C;^/^>^o-^^>B 5:l*a:lbfCo 4 6 0 n t LX 5 6 0 n 
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OH 



424 CO Me Me 



O \ 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



429 CO V/ 



H 



H 



H 
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o 




mm Y R, R2 R3 Ar 

XliX. Z. Rl. R2Rt;/gL<tlR3 



R' . 



R' 



441 CO 



H 



H 



H 



442 CO 



H 



H 



H 



443 CO m± '^"Y^ 

444 CO ^oO>l^ H 



H 



H 



H 



H 



445 



CO m± H 



446 CO H 



447 CO 



448 CO 



449 CO 



450 CO 



451 CO 





^ H 




H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 
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m4 5] 



X Z-R3H H 

o 




mmm y r, R2 R3 Ar 

XttX. Z. Rl. R2R0:/eU<«Rs 



R' 1 



R' 



452 CO 



453 CO 



H 



H 



H 



H 



H 



H 



H 



H 



454 C 



455 CO 



456 CO Me 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



457 CO \^ 

\ 



458 CO 



459 CO 



460 CO 



\ 




H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



461 CO 



462 C 



H 



o „ 



H 



H 



H 



H 



H 



H 
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[S4 8] 



v' 1 '^H H 
O 



Y Ri Rz R3 Ar 



485 CO 



486 CO 



487 CO 



488 CO 



489 CO 



490 CO 



491 CO 



492 CO 



493 CO 



494 CO 



495 CO 



-ay 



crc? 



O 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



R' 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



R' 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 
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A Z-R3H H 

o 




mm Y Ri Rz R3 Ar R' , R' 

XttX. Z. Rl. R2RUt/^L<«R3 

496 CO "^''''T^jP H "k^-R. H H 



497 CO ""^yi^ N-^ H H H 

498 CO ^ H H H 

499 CO H H H 



500 CO ^^N^ H H H 

501 CO H H H 



503 CO ^^'^O' " " 



502 CO H H H 




504 CO ^"^^^J H H 

505 CO H n± m±. H 



506 CO H H 
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mm Y Ri Rz R3 Ar R' 1 R' 2 



507 


CO 




H 






H 


508 


CO 




H 


|5l± 




H 


509 


CO 




H 


|W|± 




H 


510 


CO 




H 






H 


511 


CO 




H 






H 


512 


CO 




H 






H 


513 


CO 


8 


H 


n±. 




H 


514 


CO 




H 






H 


515 


CO 




H 






H 


516 


CO 


9 


H 


n±. 




H 


517 


CO 




H 




|5|± 


H 
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mmm y Ri R2 R3 Ar r* 1 r* 2. 

X«X. Z, RI. R2&0:/;gL<ttRj 



518 


CO 




H 






H 


519 


CO 




H 






H 


520 


CO 


(TO 


H 






H 


521 


CO 




H 






H 


522 


CO 




H 






H 


523 


CO 




H 






H 


524 


CO 




H 






H 


525 


CO 




H 






H 


526 


CO 




H 






H 


527 


CO 


S 


H 


Hi 




H 


528 


CO 


0^ 


H 






H 
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>1 R2 

X-Z-R3H H 




O 



mm Y Ri R2 R3 Ar 

X«X. Z. Rl. R2 2fcC;/^L<tiR3 



R" 1 



R" 



529 CO 



530 CO 



531 CO 



532 CO 



533 CO 



534 CO 



535 CO 



536 CO 



537 CO 



538 CO 



539 CO 








H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 
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[^5 3] 



X-Z-R 




3H H 
O 



Y Ri Rz R3 Ar 

X»ix. Z. Ri. R2Ry:/gU<ttR3 



R' 1 



R' 



540 CO 



541 CO 



542 CO 



543 CO 



544 CO 





N- 




H 



H m± m± 



H ^J: 



H 



H 



H 



H 



H 



H 



545 CO 



546 CO 



547 CO 



O 

N-N 



H i^. 



H H 



H H 



H 



H 



H 
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[^5 4] 



X-Z-R 




3H H 
O 



mm Y R 



R: 



Ar R* 1 R' 



R' 



X»iX. Z. Rl. R2&t^/SU<ttR3 



548 CO 

549 CO 

550 CO 

551 CO 

552 CO 

553 CO 

554 CO 

555 CO 

556 CO 

557 CO 

558 CO 




H 



N 



H 



.OH H 



m± H 



H 



H 



H 



H 



H H 



H 



H * — f^-^^ 



H 



H 

H "^"^ 



H 



H 



H 



H 



H 



H 
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[^5 5] 



X-Z--R3H H 



mm Y R, R2 R3 Ar R' 1 R' 2 R' 3 

X«X. Z. Rl. R2Ri^/^U<ttR3 



559 CO 



560 CO 



561 CO 



562 CO 



563 CO 



564 CO 



565 CO 



566 CO 



567 CO 



568 CO 



569 CO 




N 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



m±: H ---N 



H 



H 



H 
H 

H . 



"9 



H 



H 



H 



H 



H 



H 



H 



H 
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[g5 6] 



R 1 _ .R, 

X Z-R3H H 
Y\ N N 

\ ^ -"^ Y Ar 

O 




%mm Y Ri Rz R3 Ar R' 1 R* 2 R' 

XttX. Z. Rl. R2Ri;/^U<«R3 
570 CO C^'^ H R.^^*^' H ^"S^NH H 



571 CO 



572 CO ll± H 



H ^OH 



H 



573 CO H 

574 CO H H 



575 CO , H 



H 



H 

576 CO H "^^i^H 



H 

577 CO m± m± H ^"'Sq,^ ^ 

H 

578 CO H ^ 

H 

579 CO mi. H H 



580 CO H 



H 
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[^5 8] 



X Z-R3|_| H 
O 




mm Y R, Rz R3 Ar R* 1 R' 2 R' 3 

XttX. Z, Rl. R2Rt^/gU<«R3 



592 CO r > H ..A/'^' H ^X^-^, H 

H 

593 CO m± H ^''^^^^^-ci ^ 



594 CO H ^"^rw H 



595 CO H ^X^^ ^ 

596 CO m± H H 

597 CO m± ^± H ^''''^^^j^i " 

598 CO m± Me X^^-q^ H 



599 CO f^± H --^^^ " 

600 CO ll± H H 



601 CO H --^j"^ " 

602 CO H H 
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C^6 2] 



Ri Ro 

X Z-R3H H 
Y. X .N N^^ 

o 




mmm y Ri Rz R3 . at r' , 

XliX. Z. Rl. R2S.t;xeU<ttR3 



R' 



636 CO 



637 CO 



638 CO 



639 CO 



640 CO 



641 CO 



642 CO 



643 CO 



644 CO 



645 CO 



646 CO 




H 



N 



m± 

m±. 
m± 



m± 



H 



H 



H 



m± H 



H 



H 



H 



H 



H 



r 



H 
H 

H "Y^Y* 



H 



R* 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 
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[^6 3] 



Rl ^ 



mmm y r, R2 R3 Ar r' 1 r' 2 r' 3 

X«X. Z. Rl, R 2Ri;/eL<J4R3 



647 CO r > H 

N- 




648 CO Me 

649 CO Me 



H 



650 CO Me H 



651 CO Me X/*^ H 



652 CO m± Me ^^A]^^^ « 

653 CO m± Me ^X^^ " 

654 CO Me *^*^X^-^ H 

H 

655 CO m± Me "^""^C^^, " 



H 

656 CO Me 



'x:^ H 



657 CO m± m± H '^^fl/^/ H 
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[^64] 




3H H 

o 



mm Y Rl Rz Rs Ar 

X«X. Z. Rl. R2Ra:/eL<«R3 



R' , R' 



R' 



658 CO 



659 CO 



660 CO 



661 CO 



662 CO 



663 CO 



664 CO 



665 CO 



666 CO 



667 CO 



668 CO 




H 



N 



m± 



H ^^^3 



H 



mh H 



H 



H 



I^-t H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



X> " 
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[^6 5] 




mmm y r, R2 R3 Ar 

XttX. Z. Rl. R2S.t//SL<«R,-, 



R' 1 R' 



R' 



669 CO 



670 CO 




N 



R-2 



H 



H 



H 



H 



671 CO 



672 CO 



673 CO 



674 CO 



675 CO 



676 CO 



677 CO 



678 CO 



679 CO 



mi. 
m±. 

m±. 



m± H 



H 



H 



H 



H 



H 



H 



rr 




H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 
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[^6 6] 



X Z-R3H H 
O 




mm Y Ri R2 R3 Ar R'l R'2 R'3 

XttX. Z. Rl. R 2RlK/^L<«R,i 



680 CO \ > H R./^"^'' H 




R2 



N- 

681 CO m± H H H 




682 CO m± H -^Y^ H 



683 CO H 



684 CO H vJlyOJ. H 

685 CO ^± H ^-^y^'J^ H 

686 CO H OlpjO H 

687 CO H vjiy^^ H 

688 CO H H ""AC^-^^ ^ 

689 CO H H "'^''Sc^-^^ H 

690 CO H H H 
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[^6 7] 



X Z-R3H H 






Y 


R 1 R 2 R 3 

XfiX. Z. Rl. R2&r;/«rL<tiR, 


A r 


R* 1 


R- 2 




691 


CO 


N 4 




H 




H 


692 


CO 






H 




H 


693 


CO 






H 




H 


694 


CO 






H 




H 


695 


CO 






H 




H 


696 


CO 






H 




H 


697 


CO 




m± 


H 




H 


698 


CO 


m± 


m± 


H 




H 


699 


CO 


m± 


m± 


H 




H 


700 


CO 






H 




H 
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[^6 8] 



mm Y Ri Rz R3 Ar 

XttX. 2, Rl. R2 2il!.y:/eL<ttR3 



R' I R' 



R' 



701 CO 



702 CO 




N 



H 



H 



H 



H 



Y 



H 



703 CO 



704 CO 



705 CO 



mi. 





mi. Me 



H 



H 



H 



H N^OH 



H 
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[^69] 



X-Z-R3H H 
K4 K5 



Y Rl R2 R3 R4 Rs Ar R* I R' 2 



706 CO \^ ^ H CI H VS».. H H 

707 CO B r H H H 

708 CO B r B r f^± H H 

709 CO C 1 C 1 H H 
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im? 0] 



X-Z-R3H H 
O 




mm Y X-Ri Rj R3 Ar R' i R' 2 



710 


SO2 


-< 

N 


c 0 




H 


H 


711 


SO2 


N = 






H 


H 


712 


SO2 


Q 

N 


c 0 




H 


H 


713 


SO2 


N = 






H 


H 


714 


SO2 


NH 


H H 

* 




H 


H 


715 


SO2 


N 


H H 




H 


H 



#122 : ^^T^L^dNtt. m^YRzsz tm^^mj^Lx\^^^zt^^-ro 




'Wo 
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4 -T 5 y - 9 -7/P;^-l/y >2 9mg (0. 1 5mmo 1 ) iZ. 2 - }i' ]) > 
:^jU7ii=:.yUTi^h'2 2mg (0. 1 5 mm o 1 ) (7)-r h ^ t Kn 7^ :/ 0 . 5 m 

*H-NMR (DMSO- d g) 6:7. 07 (IH, J = 8. 3Hz, 5. 1 
Hz), 7. 3 4-7. 45 (4H, m), 7. 64-7. 69 (2H, m), 

7. 78-7. 84 (IH, m), 8. 04 (IH. d, J = 7. 9Hz), 8. 
08 (IH, d, J = 7. 7Hz), 8. 29 (IH, dd, J = 5. OHz, 
1. 2Hz) , 10. 0 (IH, s) , 11. 1 (IH, b r s) . 

m a s s : 3 1 6 (M+ 1 ) +. 

mmm2 

^H-NMR ( DMSO- de) 6:2. 35 (3H, s), 7. 02-7. 1 
1 (IH, m) , 7. 3 4-7. 4 8 (3H, m) , 7. 6 0-7. 7 4 ( 3 H, 
m), 8. 02-8. 22 (3H, m), 8. 19 (IH, m), 8. 92 (l 
H, m) , 1 2. 1 (1 H, m) . 
mass : 3 3 0 (M+ 1 ) 

MWM 3 

^H-NMR ( DMSO- d J 6:7. 01 ( 1 H, dd, J = 5. 6Hz, 

8. OHz), 7. 26 (IH, dd, J = 2. 0Hz, 8. OHz), 7. 3 
5-7. 46 (3H, m), 7. 67 (2H, d, J = 7. 3Hz), 7. 81 

(IH, dd, J = 2. OHz, 5. 6Hz), 8. 11 (IH, dd, J = l. 
8Hz, 7. 3Hz) , 8. 15 (IH, d, J = 7. 3Hz) , 8. 40 (l 
H, s) , 11. 8 (1 H, s) . 
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m a s s : 3 3 2 (M+ 1 ) 

mmm4 

'H-NMR ( DMSO- d g) 6:3. 28 (2H, s) , 7. 36-7. 4 
6 (6H, m) , 7. 56 (3H, d, J = 7. 6Hz) , 7. 62-7. 70 

(2H, m), 7. 69 (IH, dd, J = 5. OHz, 8. OHz), 7. 8 
8 (IH, d, J = 5. OHz), 8. 04-8. 14 (2H, m), 8. 48 

(IH, s), 11. 8 (IH, s). 
mass : 4 2 2 (M+ 1 ) 

'H-NMR ( DMSO- d 8 : 7. 2 3 -7. 2 8 ( 1 H, m) , 7 . 3 
9-7. 48 (3H, m), 7. 65-7. 70 (2H, m), 8. 07-8. 
10 (2H, m), 8. 48 (iH, dt, J = 7. 8Hz, 1. 6Hz), 8. 
56 (IH, d, J=5. OHz) . 
m a s s : 3 6 0 (M+ 1 ) 

^H-NMR ( DMSO- dg) 6:2. 35 (3H, s), 6. 96 (IH, 
d, J = 5. 0Hz), 7. 15 (IH, s), 7. 36-7. 49 (3H, m), 
7. 64-7. 74 (2H, m), 8. 08-8. 15 (2H, m), 8. 19 
(IH, d, J = 5. OHz), 10. 0 (IH, s), 11. 3 (IH, br 
s) . 

m a s s : 3 3 0 (M+ 1 ) 

mmm? 

'H-NMR ( DMSO- 6:7. 18 ( 1 H, d, J = 6. OHz) , 

7. 3 5-7. 4 5 (3H, m) , 7. 57 ( 1 H, s) , 7. 62-7. 67 
(2H, m), 7. 93 (IH, d, J = 7. OHz), 7. 98 (IH, d. 
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J = 7. OHz) , 8. 28 (IH, d, J=4. OHz) , 10. 1 (iH, 
s) , 10. 4 (1 H, s) . 

^H-NMR ( DMSO- d 6:2. 97 (6H, s) , 6. 43 ( 1 H, 
s) , 6. 43 (IH, dd, J = 7. 3Hz, 2. OHz), 7. 33-7. 
41 (3H, m), 7. 62-7. 67 (2H, m), 7. 88 (IH, d, J 
= 6. OHz), 8. 14 (IH, d, J = 6. 7Hz), 8. 20 ( 1 H, d, 
J = 6.7Hz),9.63(lH, s). 

mmm9 

\^Vi^>'^m\'^xmMm2 6 tmm(Dmmx-mmLtiit^m5 0mg (o. 12 

mmo I) tr^^/-/1^2ml iZ.mMl^t^t :l6-^5 NTkmit-T h V ^ J^A^m 
2. 0ml (lOmmol) RltM^ 1 ^Fb13§»I LtCo RJt^^ 

'J?*/V;{;TA^D-r hi/7:7^'— (^o^/}>/^i^-p<^/— /K 1 00:0-^9 5 : 

5) x'mmLn^^^^m8ms^mco 

'H-NMR ( DMSO- d J 6:6. 19 ( 1 H, s) , 6. 25 ( 1 H, 
d, J = 5. 9Hz), 6. 28 (2H, s), 7. 34-7. 41 (3H, m), 
7. 62-7. 69 (2H, m), 7. 74 (IH, d, J = 5. 7Hz), 8. 
15 (IH, d, J = 7. IHz), 8. 21 (IH, d, J = 7. IHz), 
9, 66 (IH, s), 12. 3 (IH, br). 
m a s s : 3 3 1 (M+ 1 ) +. 

MMmi 0 

MMMQOit-^ms 3mg (0. 1 Ommo 1) ^xh7t Ko77^^3m 1 
n-:^^/WT/l'7^fc: K2 7|/ 1 (0. 3 0 mm o 1 ) i3 J:t)f h U Tir 
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h^iy7i(.mityt^^m-thV'>M.6 3mg (0. 3 0mmol) ^MUXM^. m 

t Yuyyl^^ 7 0:3 0) T-*t®It. ^^^^S^h 2 3 m g ;&#^c:„ 
^H-NMR (DMSO- dg) 6:0. 90 (3H, t, J = 7. 2Hz), 
1. 31-1. 40 (2H, m), 1. 48-1. 53 (2H, m), 2. 98 
-3. 02 (2H, m), 6. 19 (IH, s), 6. 28 (IH, d, J = 6. 
IHz, 1. 9Hz) , 6. 79 ( 1 H, dt), 7. 31-7. 40 (3H, 
m), 7. 62-7. 68 (2H, m), 7. 75 (IH, d, J=6. 2Hz), 
8. 14 (IH. dd, J = 7. IHz, 1. 9Hz) , 8. 20 (1 H, d, 
J = 8. 2Hz), 9. 60 (IH, s), 12. 3 (IH, br). 
mass : 3 8 7 (M+ l) 

w^m 1 1 

nmmso (2) (Dit^m^m^^. ii»i8o o) <D:^mKm^x^m^\z 
ics*b, -mmmo (4) bm^com^^n'ox. MfeiiS^B2 img<sr#fco 

'H-NMR (CDCI3) 6:4. 52 (2H, d, J = 6. 3Hz), 5. 
47 (IH, t, J = 5. 3Hz), 7. 00 (IH, d, J = 4. 7Hz), 
7. 28-7. 69 (6H, m), 8. 05-8. 22 (3H, m), 10. 0 
(IH, s), 11. 4 (IH, s). 
ma s s : 3 4 6 (M+ l) +. 

nmmi 2-^jfe^ll 7 

w^n 1 2 

'H-NMR ( DMSO- d g) 6:2. 28 (3H, s) , 7. 25 ( 1 H, 
d, J=7. 6Hz), 7. 16-7. 45 (3H, m), 7. 63-7. 72 
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(3H, m), 8. 04-8. 14 (3H, m), 9. 92 (IH, s), 11. 

1 (1 H, b r ) . 

ma s s : 3 3 0 (M+ 1 ) 

mmm 1 3 

'H-NMR ( DMSO- d g) 6 : 7. 3 4-7. 4 7 ( 3 H, m) , 7 . 5 
8 (IH, d, J=8. 9Hz), 7. 66 (2H, m), 7. 95 (IH, d, 
J = 7. 8Hz), 7. 99 (2H, m), 8. 31 (IH, d, J = 2. 6H 
z), 10. 0 (IH, br). 
mass:350, 352 (M+ 1 ) ^. 

mmm 1 4 

'H-NMR ( DMSO- d g) 6 : 7. 3 5-7. 4 8 ( 3 H, m) , 7 . 5 
4 (IH, d, J = 8. 9Hz), 7. 62-7. 72 (2H, m), 7. 93 
(IH, d, J = 9. 2Hz), 7. 96 (IH, d, J = 5. IHz), 8'. 
00 (IH, dd, J = 8. 9Hz, 2. 2Hz), 8. 39 (IH, d, J = 
2. 8Hz) , 1 0. 1 (1 H, m) . 
mass:394, 396 (M+ 1 ) 

MMm 1 5 

'H-NMR ( DMSO- d g) 5 : 7. 3 6-7. 5 6 (4H, m) , 7. 6 
4-7. 74 (2H, m) , 7. 96 (2H, t, J = 8. 6Hz) , 7. 94 
- 8 . 0 2 ( 1 H, m) , 8 . 6 0 (l H, m) , 9 . 16 ( 1 H, m) . 
mass : 3 6 1 (M+ 1 ) 

mmm i e 

'H-NMR ( DMSO- d g) 6 : 7. 3 9-7. 4 9 (6H, m) , 7. 6 
8-7. 73 (3H, m), 7. 99-8. 08 (3H, m), 8. 23-8. 

2 6 (1 H, m) , 8. 8 0 (1 H, s) . 
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ma s s : 3 5 9 (M+ 1 ) ^. 

mmm 1 7 

'H-NMR ( DMSO- d g) 6 : 7. 3 7-7. 4 8 (3H, m) , 7 . 5 
5 (IH, d, J = 8. SHz) , 7. 6 2-7. 6 9 (2H, m) , 7. 95 
(IH, d, J = 7. 9Hz) , 8. 02 (IH, d, J = 6. 9Hz) , 8. 
25 (IH, dd, J = 8. SHz, 2. 3Hz) , 8. 79 ( 1 H, d, J = 
2. 2Hz) . 

ma s s : 3 6 0 (M+ 1 ) 

MMm 1 8 

(1) ##0ijito{b-g^!^*5J:u^2-r5y-5- (N- t e r t -y'h^^y^ 

ywi^-r^/w) T ^ / f y i^i^^m^^xmmm 2 6 <t mmoy^mTmm Ltiit-^i^ 0 . 

613g (1. 40mmol) (ClhU 7/W:^-pg^@?l 0ml t:^m.VUax.. WIM. 

A-^^y-/K 10 0: 0~9 0 : 1 0) Vl^mLW^^mO. 4 3 1 g $:#fcio 
:l(DM^^—y'/l^Vm^l.n^^^^BO. 3 0 2 g^^t^do 

( 2 ) ( 1 ) -t*# hi^\^f:.it^m 3 3 m g ^ffl V ^T^ig^?iJ 1 0 <Z)^ifelcip DT^ 
63^^0 3. 4mgSr#fCo 

*H-NMR ( DMSO- d 6:0. 93 (3H, t, J = 7. 2Hz) , 
1. 3 7-1. 4 3 (2H, m), 1. 50-1. 57 (2H, m), 2. 97 
-3. 03 (2H, m), 5. 59 (IH, t), 7. 11-7. 13 (2H, 
m), 7. 35-7. 45 (3H, m), 7. 64-7. 70 (3H, m), 8. 
11-8. 16 (2H, m), 9. 61 (IH, s). 
ma s s : 3 8 7 (M+ 1 ) ^. 
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MMm 1 9 

'H-NMR ( DM SO- dg) 6:3. 81 (3H, s), 7. 05 (2H, 
d, J = 8. 8Hz), 7. 3 8-7. 4 7 (4H, m), 7. 64-7. 70 
(4H, m) , 8. 02-8. 13 (3H, m) , 8. 54 (IH, d, J = 2. 
6Hz), 10. 1 (0. 3H, s), 11. 0 (0. 2H, br). 
mass : 4 2 2 (IVH- 1 ) +. 
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mmm 2 0 

'H-NMR ( DMSO- d e) 6:2. 51 (3H, s) , 7. 04 ( 1 H, 
d, J=7. IHz), 7. 21-7. 27 (IH, m), 7. 47-7. 59 
(3H, m) , 7. 7 2-7. 8 4 ( 3 H, m) , 8. 0 0.-8. 0 4 (IH, 
m), 8. 17 (IH, d, J = 7. 6Hz), 10. 1 (IH, s), 11. 
3 ( 1 H, b r s ) . 
mass : 3 3 0 (M+ l) +. 

mmm 2 1 

^H-NMR ( DMSO- d^) 6:6. 07-6. 10 (2H, m), 6. 2 
8 (IH, d, J = 7. 5Hz) , 7. 34-7. 41 (4H, m) , 7. 46 
-7. 48 (IH, m) , 7. 5 2-7. 5 7 ( 1 H, m) , 7. 65 ( 1 H, 
d, J = 6. 7Hz) , 7. 77 ( 1 H, d, J = 7. IHz) , 7. 93 (l 

H, d, J = 7. 6Hz), 9. 55 (IH, s), 11. 6 (IH, brs). 
mass : 3 3 1 (M+ 1 ) 

mmm 2 2 

mmm 2 Koit^m^^^^xmrnmi oizmzxn&^it^i^^mmLrco 

»H-NMR ( DMSO- dg) 6:0. 68 (3H, t, J = 7. 4Hz), 

I. 03-1. 15 (2H, m), 1. 32-1. 42 (2H, m), 2. 99 
-3. 05 (2H, m), 6. 07 (IH, d, J = 8. 2Hz), 6. 31 (l 
H, d, J = 7. 8Hz) , 6. 65 ( 1 H, t, J = 5. 4Hz), 7. 34 
-7. 40 (3H, m) , 7. 48 (IH, d, J = 6. 3Hz), 7. 55 (l 
H, dd, J = 7. 6Hz, 6. 4Hz), 7. 65 (IH, d, J = 7. 3H 
z), 7. 70 (IH, d, J = 7. 2Hz), 7. 81 (IH, d, J=7. 
4Hz), 9. 66 (IH, s), ll. 4 (IH, br). 

mass : 3 8 7 (M+ 1) +. 
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MMm2 3 -mMm2 s 
mmm 2 3 

'H-NMR ( DMSO- d ^) 8 : 1 . 16 (3 H, t, J = 7. 4Hz), 
2. 36 (3H, s) , 2. 73 (2H, q, J = 7. 6Hz) , 6. 94 (l 
H, d, J = 7. 7Hz) , 7. 3 6-7. 4 7 (3H, m) , 7. 57-7. 
68 (3H, m) , 7. 88 (IH, d, J = 7. 9Hz) , 8. 06 (IH, 
d, J = 7. OH z) . 
m a s s : 3 5 8 (M+ l) 



wo 01/07411 



210 



PCT/JPOO/04991 



mmm 2 4 

'H-NMR ( DMSO- d g) 6:2. 26 (3H, s) , 2. 34 (3H, 
s), 6. 77 (IH, s), 6. 89 (IH, s), 7. 38-7. 43 (3 
H, m) , 7. 6 3-7. 6 8 (2H, m) , 7. 90 (IH, d d , J=8. 
OHz, 1. 9Hz), 8. 05 (IH, d, J = 7. 5Hz), 9. 92 (l 
H, s), 11. 4-11. 5 (IH, br). 
ma s s : 3 4 4 (M+ 1 ) . + 
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MMm 2 5 

'H-NMR ( DMSO- d 6:2. 3 9 (3H, s) , 2. 4 1 (3H, 
s) , 6. 94 (IH, s) , 7. 3 7-7. 4 8 (3H, m) , 7. 60-7. 
69 (2H, m) , 7. 88 ( 1 H, d, J = 7. 9H2) , 8. 04 (IH, 
d, J = 7. 6Hz) , 8. 11 (2H, brs), 8. 77 (0. 7 H, s), 
9. 0 2 (0. 3H, s) . 
m a s s : 3 8 7 (M+ 1 ) +. 
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mmm2 e 

2-r ^ y 5: v^>'l 3mg (O. l 4mmo 1 ) (DT hyU Kn^^ V (1 
m 1 ) 1 cofb^ii^ 1 . 2 5mg (0. 1 mm o I ) (^x h 7 t Kc 

37 7^ (1ml) ^if^^^)px.3 o^jlijSt/to ^ffttitfc^;t0^B>^^gS^t^:^ ^^;}^/^ 

j^v^mkn.i^ L e i o m g ^n^^^B t x^xnt^o 

^H-NMR ( DMSO- d g) 6 : 7. 23 ( 1 H, t, J=4. 9Hz) , 
7. 3 8-7. 50 (3H, m) , 7. 6 7-7. 7 2 (2H, m) , 8. 06 
-8. 10 (2H, m), 8. 74 (2H, d, J = 4. 9Hz), 10. 6 (0. 
3H, s), 11. 6 (0. 3H, s). 
ma s s : 3 1 7 (M4- 1 ) ^. 
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Mmm 2 7 

'H-NMR ( DM SO- d 6) 6:7. 36-7. 95 (9H, m). 
ma s s : 3 3 3 (M+ l) 
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MMm 2 8 

'H-NMR ( DMSO- d J 6:3. 2 8 (3H, s) , 7. 0 7 ( 1 H, 
d, J=5. 3Hz), 7. 36-7. 97 (6H, m), 8. 05 (IH, d, 
J = 7. 3Hz) , 8. 53 (IH, d) . 
m a s s : 3 3 1 (M+ 1 ) *. 

MMM 2 9 

*H-NMR (DMSO- dg) 6:2. 38 (3H, s), 2. 52 (3H, 
s), 7. 27-7. 35 (3H, m), 7. 53-7. 57 (2H, m), 7. 
81 (IH, d, J = 7. 9Hz) , 7. 90 (IH, d, J = 7. 6Hz) , 
9. 0 0 (1 H, s) . 
m a s s : 3 7 3 (M+ 1 ) +. 

Mi^m 3 0 

'H-NMR ( DMSO- d g) 6:2. 27 (3H, s) , 2. 38 (3H, 
s), 7. 36-7. 48 (3H, m), 7. 65-7. 70 (2H, m), 7. 
75-7. 78 (IH, m), 7. 92 (IH, d, J = 7. 4Hz), 9. 0, 
2 (1 H, b r s) . 
mass : 3 4 5 (M+ 1 ) 

mMM3 1 

^H-NMR ( DMSO- d g) 6:3. 34 (3H, s) , 3. 92 (3H, 
s), 7. 39-7. 51 (4H, m), 7. 69-7. 81 (3H, m), 7. 
99 (IH, d, J = 7. 6Hz). 
mass : 3 7 7 (M+ l) 

mmm 3 2 

»H-NMR ( DMSO- dg) 6:2. 19 (3H, s), 5. 95 (IH, 
br), 6. 75 (IH, br), 7. 39-7. 44 (2H, m), 7. 49 
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-7. 52 (IH, m) , 7. 6 3 - 7. 6 9 (2H, m) , 7. 78-7. 8 
1 (IH, m) , 7. 9 4-7. 9 7 ( 1 H, m) . 
mass : 3 4 7 (M+ l) 

M^m 3 3 

'H-NMR ( DMSO- dg) 6:1. 76, 1. 89 (3H, sx2), 2. 
01, 2. 18 (3H, 8 x 2), 7. 3 7-7. 5 0 (5H, m) , 7. 61 
-7. 67 (2H, m), 7. 77-7. 80 (IH, m), 7. 93-7. 9 
7 ( 1 H, m) . 
m a s s : 3 6 1 (M+ 1 ) ^. 



mmm 3 4 

^H-NMR ( DMSO- d g) 6 : 7. 4 3-7. 5 3 (3H, m) , 7. 6 
8-7. 73 (2H, m), 7. 94-8. 02 (2H, m), 8. 34-8. 
3 9 (2H, m) , 8. 9 9 ( 1 H, s) . 
mass : 3 1 7 (M+ 1 ) 

MMM 3 5 

^H-NMR ( DMSO- dg) 6:6. 60 (IH, brs), 7. 33-7. 
49 (7H, m), 7. 63-7. 75 (4H, m), 7. 91-8. 05 (2 
H, m) . 

ma s s : 3 8 1 (M+ 1 ) 



mmm3 e 

'H-NMR ( DMSO- d g) 6:5. 85 (2H, brs), 7. 30-7. 
45 (5H, m), 7. 61-7. 69 (2H, m), 8. 13-8. 20 (1 
H, m) . 

ma s s : 3 2 1 (M+ 1 ) 
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mmm 3 7 

'H-NMR ( DMSO- d g) 6:1. 34 (3H, t, J = 7. 5Hz) , 
4. 05 (2H, q, J = 7. 5Hz), 6. 18 (IH, m), 7. 33-7. 
46 (4H, m) , 7. 6 3-7. 7 3 (3H, m) , 7. 84 ( 1 H, d, J 
= 7. 5 H z) . 
mass : 3 3 3 (M+ 1 ) 



MMM 3 8 

'H-NMR ( DMSO- dg) 6:6. 45 (IH, s), 7. 31-7. 4 
7 (4H, m) , 7. 5 4-7. 6 3 (8H, m) , 7. 69 ( 1 H, d, J = 
7. 5Hz) , 8. 79 (IH, s) , 8. 95 ( 1 H, s) . 
mass : 3 8 1 (M+ 1 ) 

mmm 3 9 

'H-NMR ( DMSO- d g) 6:1. 39 (3H, s) , 5. 45 ( 1 H, 
s) , 6. 49-6. 61 (4H, m) , 6. 6 9-6. 8 5 (8H, m) , 7. 
91(1H, brs),8.06(lH, brs). 
mass : 3 9 5 (M+ 1 ) 

mmm4 o 

^H-NMR ( DMSO- d 6:6. 33 (IH, d, J = 3. 8Hz) , 
6. 55-6. 66 (4H, m), 6. 81-6. 8 5 (2H, m), 7. 00 
-7. 04 (IH, m), 7. 08 (IH, d, J = 7. 6Hz), 8. 03 (l 
H, b r s) . 

mass : 3 2 2 (M+ 1 ) +. 



mmm4 i 

mass : 3 3 6 (M+ 1 ) *. 
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mmm4 2 

m a s s : 4 2 2 (M+ 1 ) 

mmm4 3 

ma s s : 4 0 8 (M+ 1 ) ^. 
MMM 4 4 

'H-NMR ( DMSO- d g) 6:1. 30 (3H, t, J = 7. 5Hz) , 
4. 31 (2H, q, J = 7. 5Hz) , 7. 3 6-7. 5 0 (4H, m) , 7. 
60-7. 69 (IH, m), 7. 83 (IH, d, J = 7. 5Hz), 7. 9 
0 (IH, d, J = 7. 5Hz), 8. 72 (IH, s). 
m a s s : 4 3 7 (M+ 1 ) 

5 

^H-NMR ( DMSO- d g) 6 : 7. 2 9-7. 5 0 (6H, m) , 7. 5 
5 (IH, s) , 7. 6 0-7. 6 6 (2H, m) , 7. 81-7. 94 (4H, 
m) . . . ■ 

ma s s : 3 9 8 (M+ 1 ) 

mmm4 e 

^H-NMR ( DMSO- dg) 6:7. 40 (2H, t), 7. 49 (3H, 
d) , 7. 6 0-7. 6 6 (3H, m) , 7. 83 ( 1 H, d, J = 7. 6Hz) , 
7.9 1 (3H, d, J = 7. 6Hz) . 
ma s s : 4 3 2 (M+ 1) 

mmm4 1 

»H-NMR ( DMSO- dg) 6:7. 35-7. 43 (2H, m), 7. 4 
8-7. 52 (IH, m), 7. 60-7. 66 (2H, m), 7. 72 (IH, 
d, J=7. 6Hz) , 7. 81 (IH, d, J = 7. 6Hz), 8. 20-8. 
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28 (3H, m), 8. 38-8. 44 (2H, m), 8. 89-9. 02 (0. 
2 H, b r ) . 

mass : 5 0 7 (M+ 1 ) 

mttm 4 8 

*H-NMR ( DMSO- d g) 5:2. 45 (3H, s) , 6. 51-6. 7 
0 (3H, m), 6. 79-6. 97 (4H, m), 7. 13-7. 37 (IH, 
m) , 7. 80 (0. 3H, s) , 8. 20 (0. 3 H, s) . 
ma s s : 3 3 6 (M+ l) +. 

MMm 4 9 

'H-NMR ( DMSO- d g) 6 : 7. 3 6-7. 4 3 (2H, m) , 7. 4 
7 (2H, d, J = 7. 5Hz) , 7. 61-7. 65 (2H, m) , 7. 77 
(IH, d, J = 7. 5Hz), 7. 84 (IH, d, J = 7. 5Hz). 
mass:400, 402 (M+ 1 ) *. 

5 0 

^H-NMR (DMSO- dg) 6:7. 35-7. 45 (2H, m), 7. 5 
2 (IH, d, J = 6. 9Hz), 7. 60-7. 67 (2H, m), 7. 77 
(IH, d, J = 8. OHz), 7. 85 (IH, d, J = 7. 5Hz), 8. 
6 0 (1 H, s) . 
mass : 3 6 7 (M+ 1 ) 

mmm 5 1 

^H-NMR ( DMSO- d g) 6:7. 25 (IH, t) , 7. 40 (3H, 
t), 7. 48 (IH, d, J = 7. 6Hz), 7. 60-7. 68 (3H, m), 
7. 86-7. 93 (3H, m), 9. 15 (0. 5H, br). 
mass : 3 7 2 (M+ 1 ) 
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mmm 5 2 

^H-NMR ( DMSO- d 6:1. 49 (3H, s) , 6. 41 ( 1 H, 
d, J = 7. 5Hz), 6. 57-6. 90 (7H, m), 7. 00-7. 05 
( 1 H, b r m) , 7 . 10-7. 1 5 ( 1 H, b r m) . 
mass : 3 8 6 (M+ 1 ) +. 

MMm 5 3 

^H-NMR ( DMSO- d J 6:6.45 ( I H, d t) , 6. 60 (2H, 
t), 6. 70 (IH, d, J = 7. 6Hz), 6. 80-6. 90 (3H, m), 

7. 0 0-7. 10 (3H, m) . 
ma s s : 3 9 0 (M+ 1 ) +. 

^mm 5 4 -mmm 5 5 

mmm 5 4 Rximmm 5 5 (D^t-^mt. mmm 1 <D:^m^m cxmm tfco 
mmm 5 4 

'H-NMR ( DMSO- dg) 6:7. 07-7. 11 (IH, m), 7. 3 
4-7. 38 (IH, m), 7. 53 (IH, s), 7. 78-7. 84 (2H, 
m), 7. 92-7. 95 (IH, m), 8. 07 (IH, d, J = 8. 3Hz), 

8. 32 (IH, d, J = l. 8Hz), 8. 3 8 (IH, s). 

mmm 5 5 

'H-NMR ( DMSO- d g) 6:7. 06 ( 1 H, d d ,. J = 7. 2Hz, 
5. IHz), 7. 20-7. 23 (IH, m), 7. 42 (IH, d, J = 7. 
3Hz), 7. 71-7. 80 (2H, m), 8. 35 (IH, dd, J = 5. 
OHz, 1. 9Hz) , 8. 74 ( 1 H, d, J = 8. 5Hz), 12. 0 (O. 
4H, s), 11. 3 (0. 4H, brs), 12. 6 (br). 

mmm 5 6 

mmm 5 5 (Dit'^iiio 5 6mg (0. 20mmoi), h V y :x^=^^^yi^^y ^ y 
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1 5 7mg (0. 6mmo 1 ) ^3 J:U?7« ^ y — /H 9mg (0. 6 Ommo 1 ) 
'^v'y^y^^/l'ATi: K5ml iZ.mML. m'^\^X^y^'^-fVT-/'Jtl)\'if.^'yV 
— h(7) hyl^^:/^?^ (6 0%) 0. 17ml (0. 6 0 mm o 1 ) ^^;!lDx.. lUta 

'H-NMR ( DMSO- d g) 6:3. 03 (3H, s) , 7. 04-7. 0 
9 (IH, m), 7. 19 (IH, brd, J = 7. 9Hz), 7. 45 (IH, 
dd, J = 7. 2Hz, 0. 8Hz), 7. 70-7. 81 (2H, m), 8. 
39 (IH, dd, J = 5. GHz, 1. 9Hz), 8. 74 (IH, d, J = 
8. 6Hz), 10. 2 (0. 3H, s), 12. 7 (0. 3H, br). 

%Mm 5 7 -"mm 7 4 

5 7 

^H-NMR ( DMSO- dg) 6:1. 18 (3H, t, J=7. 2Hz), 
3. 60 (2H, q, J = 7. 2Hz), 7. 07 (IH, dd, J = 7. 3H 
z, 5. OHz), 7. 19-7. 21 (IH, m), 7. 42 (IH, d, J 
= 7. 2Hz), 7. 71-7. 81 (2H, m), 8. 39 (IH, m), 8. 
75 (IH, d, J = 8. 6Hz) , 10. 2 (0. 3 H, s) , 12. 7 (0. 
3H, b r) . 

mm^ 8 

^H-NMR ( DMSO- d^) 6:0. 87 (3H, t, J=7. 4Hz), 
1. 62 (2H, q, J = 7. 3Hz), 3. 53 (2H, t, J = 7. IHz), 
7. 07 (IH, dd, J = 7. 3Hz, 5. iHz), 7. 22 (IH, m), 
7. 46 (IH, d, J = 7. 3Hz) , 7. 71-7. 81 ( 2 H, m) , 8. 
38 (IH, m), 8. 75 (IH, d, J=8. 5Hz), 10. 2 (O. 3 
H, s) , 12. 6 (0. 3H, b r) . 
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mw\ 5 9 

^H-NMR ( DMSO- d g) 6:1. 42 (6H, d, J=6. 9Hz) , 
4. 3 7-4. 4 2 (IH, m) , 7. 0 5-7. 0 9 ( 1 H, m) , 7. 21 
-7. 23 (IH, brm) , 7. 43 ( 1 H, d, J = 7. 2Hz) , 7. 7 

0- 7. 81 (2H, m), 8. 39 (IH, m), 8. 74 (IH, d, J = 
8. 5Hz), 10. 2 (0. 2H, s), 12. 6 (O. 2H, br). 

mmm e o 

'H-NMR ( DMSO- d g) 6:0. 90 (3H, t, J=7. 3Hz) , 
1. 26-1. 36 (2H, m), 1. 54-1. 63 (2H, m), 3. 57 
(2H, t, J = 7. OHz), 7. 07 (IH, ddd, J = 7. 3Hz, 5. 
OHz, 1. OHz), 7. 20 (IH, d, J = 7. 9 Hz), 7. 46 (l 
H, d, J = 7. 2Hz), 7. 71-7. 81 (2H, m), 8. 38 (IH, 
dd, J=5. OHz, 1. 8Hz), 8. 75 (IH, d, J = 8. 5Hz), 
10. 2 (IH, s), 12. 6 (IH, br). 

mmm e i 

'H-NMR ( DMSO- d g) 6 : 1. 40-1. 4 7 ( 2 H, m) , 1 . 6 

1- 1. 68 (2H, m), 3. 39 (2H, t, J = 6. 4Hz), 3. 58 
(2H, t, J = 6. 8Hz), 4. 38 (0. 3H, m), 7. 04-7. 0 

9 (IH, m), 7. 19-7. 22 (IH, m), 7. 41-7. 47 (IH, 
m), 7. 71-7. 82 (2H, m), 8. 34-8. 39 (IH, m), 8. 
75 (IH, d, J = 8. 2Hz) , 10. 2 (0. 5 H, s), 12. 6 (0. 
4H, b r) . 

mmm e 2 

^H-NMR ( DMSO- d g) 6:3., 3 4- 3. 4 8 (3 H, m) , 3. 5 
9 (2H, d, J = 7. 5Hz), 4. 43 (2H, m), 7. 05-7. 09 
(IH, m) , 7. 20 (IH, d, J = 8. 2Hz) , 7. 46 ( 1 H, d. 
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J = 6. 9Hz), 7. 71-7. 81 (2H, m), 8. 38 (IH, dd, 
J = 4. 8Hz, 1. 6Hz) , 8. 74 ( 1 H, d, J = 8. 6Hz), 10. 

2 (1 H, s) , 12. 6 (1 H, b r ) . 

6 3 

^H-NMR ( DMSO- d g) 6:1. 21 (3H, t, J = 7. IHz) , 
4. 16 (2H, q, J=7. IHz), 4. 42 (2H, s), 7. 07 (l 
H, dd, J = 7. 2Hz, 5. IHz) , 7. 18-7. 21 ( 1 H, m) , 
7. 54 (IH, d, J = 7. 3Hz), 7. 75-7. 83 (2H, m), 8. 

3 5-8. 3 8 (IH, m) , 8. 81 ( 1 H, d, J = 8. 6Hz) , 10. 
2 (0. 5H, s) , 12. 7 (0. 4H, br) . 

MMM 6 4 

^H-NMR (DMSO- dg) 6:4. 78 (2H, s), 7. 06 (IH, 
ddd, J = 7. 3Hz, 5. OHz, 1. GHz), 7. 19-7. 36 (6 
H, m), 7. 50 (IH, d, J = 7. IHz), 7. 74-7. 80 (2H, 
m), 8. 36 (IH, dd, J=4. 9Hz, 1. 9Hz), 8. 77 (IH, 
d, J=8. 6Hz), 10, 2 (0. 3H, s), 12. 6 (0. 3H, br). 

MMM 6 5 

^H-NMR ( DMSO- d g) 6:2. 94 (2H, t, 3 = 7. 3Hz) , 
3. 81 (2H, t, J = 7. 3Hz), 7. 08 (IH, dd, J = 7. 2H 
z, 5. OHz) , 7. 15-7. 33 (6H, m) , 7. 43 ( 1 H, d, J 
= 7. 3Hz) , 7. 70-7. 81 ( 2 H, m) , 8. 37 ( 1 H, dd, J 
= 4. 8Hz, 1. 4Hz), 8. 73 (IH, d, J = 8. 6Hz), 10. 
2 (0. 3H, s), 12. 6 (0. 3H, br). 



Htfegfl 6 6 

'H-NMR ( DMSO- dg) 6:4. 61 (2H, s), 6. 50 (IH, 
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f, J = 7. 2Hz), 6. 67 (IH, d, J = 7. 7Hz), 6. 93-7. 
09 (4H, m) , 7. 17-7. 22 ( 1 H, m) , 7. 41-7. 71 (2 
H, m), 7. 74-7. 80 (2H, m), 8. 36 (IH, d, J=4. 7 
Hz) , 8. 78 (IH, d, J = 8. 6Hz) , 10. 2 (0. 5 H, s) , 
12. 6 (0. 5 H, b r ) . 

Mmm 6 7 

'H-NMR ( DM SO- dg) 6:4. 62 (2H, s), 6. 41-6. 4 
6 (3H, m) , 6. 95 ( 1 H, t, J = 7. 9Hz) , 7. 06 ( 1 H, d 
d, J = 7. 2Hz, 5. OHz), 7. 19-7. 22 (IH, m), 7. 5 
0 (IH, d, J = 7. 2Hz), 7. 74-7. 80 (2H, m), 8. 37 
(IH, d, J = 5. 6Hz), 8. 77 (IH, d, J = 8. 4Hz), 10. 
2 (0. 3H, s), 12. 6 (0. 3H, br). 

MMM 6 8 

»H-NMR ( DMSO- d g) 6:4. 9 1 (2H, s) , 7. 0 3 ( 1 H, 

dt, J = 6. 3Hz, 1. IHz), 7. 17-7. 29 (2H, m), 7. 

42 (IH, dd, J = 7. 9Hz, 1. OHz) , 7. 52 (IH, d, J = 

7. 2Hz), 7. 73-7. 82 (3H, m), 8. 3 1 (IH, dd, J = 

4. 5Hz, 1. 5Hz), 8. 44 (IH, dd, J=4. 5Hz, 1. 8H 

z) , 8. 79 (IH, d, J = 8. 6Hz) , 10. 2 (0. 3 H, s) , 1 
2. 6 (0. 2H, br). 
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mmm e 9 

'H-NMR (DM SO- dg) 6:4. 81 (2H, s), 7. 06 (IH, 
dd, J = 7. 2Hz, 5. OHz), 7. 09-7. 22 (IH, m), 7. 
35 (IH, dd, J = 7. 8Hz, 4. 8Hz), 7. 49 (IH, d, J = 
6. 9Hz), 7. 72-7. 80 (3H, m), 8. 37 (IH, d, J = 3. 
9Hz), 8. 48 (IH, dd, J = 4. 8Hz, 1. 6Hz), 8. 60 (l 
H, s), 8. 76 (IH, d, J = 8. OHz), 10. 2(0. 3H, s), 
12. 6 (0. 3H, b r) . 
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mmm i o 

'H-NMR ( DMSO- dg) 6:4. 81 (2H, s), 7. 04 (IH, 
dd, J=6. 9H2, 5. 5Hz), 7. 18-7. 21 (IH, m), 7. 
33 (2H, d, J = 5. 7Hz) , 7. 51 (IH, d, J = 7. 2Hz) , 
7. 74-7. 81 (2H, m) , 8. 33 (l H, d, J = 3. 9Hz.) , 8. 
51 (2H, d, J = 6. OHz). 8. 78 (IH, d, J=8. 6Hz), 
10. 2 (0. 4H, s), 12. 6 (0. 3H, br). 
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^H-NMR ( DMSO- dg) 6:3. 82 (3H, s), 4. 85 (2H, 
s), 7. 04 (IH, dd, J=6. 2Hz, 1. IHz), 7. 07-7. 
21 (IH, m) , 7. 47 ( 2 H, d, J = 8. 5Hz) , 7. 51 ( 1 H, 
d, J = 7. 3Hz) , 7. 7 4-7. 8 0 ( 2 H, m) , 7. 92 (2H, d, 
J = 8. 5Hz) , 8. 34 (IH, d, J=4. OHz) , 8. 78 (l H, 
d, J = 8. 6Hz), 10. 2 (0. 2H, s), 12. 6 (0. 2H, br) 
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mmm 7 2 

'H-NMR ( DMSO- dg) 6:1. 65-1. 68 (IH, brm), 1. 
82-1. 98 (2H, brm), 2. 04-2. 14 (3H, brm), 4. 
72-4. 76 (IH, brm), 5. 61 (IH, dd, J = 10Hz, 1. 
2Hz), 5. 82-5. 86 (IH, m), 7. 03-7. 06 (IH, br 
m), 7. 21-7. 27 (IH, brm), 7. 42-7. 45 (IH, m), 
7. 70-7. 80 (2H, m), 8. 36 (IH, brs), 8. 72-8. 
74 (IH, m), 10. 2 (O. 4H, brs), 12. 4 (O. 4H, br). 



wo 01/07411 



228 



PCT/JPOO/04991 



mmm ? 3 

^H-NMR (DMSO- dg) 5:0. 93-1. 11 (2H, brm), 1. 
13-1. 16 (3H, brm), 1. 63-1. 74 (6H, brm), 3. 
42 (2H, d, J=6. 9Hz), 7. 08 (IH, dt, J = 6. 2Hz, 
1. IHz), 7. 19-7. 23 (IH, brm), 7. 47 (IH, d, J 
= 7. IHz), 7. 72-7. 82 (2H, m), 8. 38 (IH, d, J = 
4. 9Hz) , 8. 75 (IH, d, J = 8. 6Hz) , 10. 2 (0. 5 H, 
s), 12. 7 (0. 4H, br). 

mmm 1 4 

'H-NMR ( DMSO- d e) 6:2. 28 (4H, m) , 2. 4 9 (4H, 
m), 4. 49 (3H, s), 5. 76-5. 85 (IH, m), 7. 04-7. 
09 (IH, m), 7, 17-7. 21 (IH, brm), 7. 48 (IH, d, 
J = 7. 2Hz), 7. 71-7. 80 (2H, m), 8. 35 (IH, d, J 
= 4. 2Hz) , 8. 76 (IH, d, J = 8. 6Hz) , 10. 2 (0. 5 H, 
s) , 12. 6 (0. 5H, b r ) . 

•^m^ 7 9 

^H-NMR ( DMSO- d g) 6 : 1. 0 6-1. 20 (IH, m) , 2. 3 
0-2. 43 (2H, brm), 2. 52-2. 57 (IH, m), 3. 28- 
3. 35 (IH, m), 3. 50-3. 60 (IH, m), 4. 83 (IH, d 
d, J = 10Hz, 5. 7Hz), 7. 06 (IH, dd, J = 7. 2Hz, 5. 
IHz), 7. 28-7. 33 (2H, m), 7. 46 (IH, t, J = 7. 7 
Hz), 7. 76-7. 82 (IH, m), 8. 29-8. 32 (2H, m), 
9. 95 (IH, s), 11. 2 (IH, br). 
ma s s : 3 0 9 (M4- 1 ) ^. 
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mmm s o 

(1) 4-t Kndrv'^^ywt°=J y :/@^3:^y^ni;;^X/U2. OOg (11. 0 
mmol) -Stv^t'^/Pt^/UAT^ K8 Om 1 |c:^j!l?L. ^ 5:i5^>^— /H. 88 g 

(2 7. 0 mm o 1 ) , ^ D P - t e r t -:/^/Uv?7 3i:=:/l'->^>'7. 6 0m 

1 (2 7. Ommol) ^mUi^Xm^, WE.§tVRJtM^ 2J^mtkWLtCo R 

^:iM^^^-^>-m^=^^j^ (1:1) x-^n\.m^^m.i^-x^m^Lxmm-7 ^ 

-f- {^■^■^l^-^m^'f-/^. 95 : 5-70 ; 30) T-mtit> «Sfe@(*:4. 

2 7 g Sr#fCo 

(2) (1) T^btLfcfk-a^i^a. 14g (7. 4 Ommol) 

6 Om 1 {i^ft?t^ t K7>'>'l7KfP^l. 80ml (37. Ommol) 

(3) (2) Xnhtltzit'^^^^nn^./l^Al OmUzmMLfcii::!^^! 
Nj!fi^22. 2ml (22. 2mmol) ^m&iZXm:ttio CK^jg-^^^^Tk?^ 

ffiiig^:^ h y [>A 1 . 0 2g(l4. 8 mm o \) ^mmMXM^^ :^^IZ. 

LfCo #e>iXfcj^}tiJ:##««l3O|k'a'#l0. 6 2 2g (3. 30mmol) (Dt- 

h7t (5 0ml) m^^^m\Lxm^. Rit^m^ immuLtzo s 

h7tKo77:/. 1 0 : 0~9 : 1) -cmiStLgJ^llfe^^?g!^2. 0 3g^S:# 

(4) (3) -C^P>tLyc:{k-g'!^2. 03 g (3. 3 Ommol) ^xh^tK 
Ko77>^ (1. OM) 6. 6 0ml (6. 6 0 mm o 1 ) ^^fiT'JIlPx:. 
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0 : 0-9 5 : 5) Tlf^ U^fe^^a^^/to 3fe{-it® tfc^Sfs t fc^PiirX @ 6<J 

*H-NMR ( DMSO- d g) 6 : 1. 0 7-1. 2 0 ( 1 H, m) , 2 . 3 
1-2. 44 (2H, m), 2. 45-2. 58 (IH, m), 3. 28-3. 
35 (IH, m), 3. 50-3. 60 (IH, m), 4. 52 (2H, d, J 
= 5. 6Hz) , 4. 83 (IH, dd, J = 10Hz, 5. 3Hz), 5. 4 
7 (IH, t, J = 5. 7Hz), 6. 99 (IH, d, J=4. 7Hz), 7. 
26 (1 H, s) , 7. 32 (1 H, d, J = 7. 5Hz) , 7. 47 ( 1 H, 
t, J = 7. 8Hz), 8. 23 (IH, d, J = 5. 3Hz), 8. 33 (l 
H, d, J = 7. 6Hz), 9. 96 (IH, s), 11. 4 (IH, br). 
mass : 3 3 9 (M+ 1 ) 

mmm s i 

(1) ##fi«J 5 O^k:-^*^ 3 . 5 0 gOT" h7t Kn^^:^ (3 5ml) 

h^— n-:/^/vr>'^='i7A(^X h7 t Kp77>^^ (1. OM) 

7. lOmi (7. 1 ommo \ ) ^mmcxm^. RfL^m^mmMx-i^m^ 

^H-NMR ( DMSO- d 6 : 1. 0 2-1. 2 2 ( 1 H, m) , 2 . 2 
6-2. 31 (2H, brm), 2. 46-2. 62 (IH, m), 2. 70 (2 
H, t, J = 6. 3Hz), 3. 22-3. 40 (IH, m), 3. 48-3. 
71 (3H, m), 4. 71 (IH, brt), 4. 79-4. 90 (IH, m). 
6. 95 (IH, d, J = 6. 3Hz), 7. 11 (IH, s), 7. 30 (1 
H, d, J = 6. 3Hz), 7. 44 (IH, t, J = 7. 9Hz), 8. 19 
(IH, d, J=6. 3Hz), 8. 30 (IH, d, J = 7. 9Hz), 9. 
86 (IH, s), 11. 4 (IH, br). 
mass : 3 5 3 (M+ 1 ) 
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8 2 

(1) MMMS OCDit-B-^^ 5mg (0. 1 3mmo 1 ) ^ii'Vi^^l m 1 
^^L. ^ y K4 0 M 1 (O. 5 2mmo l ) ^^i&ICT^P 

^/WiN/VAT ^ K 1 m 1 {C;^^?L. ^ffitCTTt^^b-^- ^y^>i^85mg (1. 
3mmo 1) StAPxl, Sf&f^^ 8 O'CTS O^^^i^LfCo RUlM^ ^ t2 u ^-wl^ 

2) 7mH^^^L. M(CT1 0%/^°7i^'>A^^«^^^5mg^AP;i;rc„ 

^H-NMR ( DMSO- d g) 6 : 1. 02-1. 10 (IH, m) , 2. 2 
1-2. 60 (4H, m) , 3. 4 5-3. 5 2 (2H, m) , 4. 06-4. 
09 (2H, m), 4. 79-4. 8 5 (IH, m), 5. 16-5. 20 (l 
H, m), 6. 93 (IH, d, J = 5. 9Hz), 7. 20 (IH, s), 7. 
26 (IH, d, J=7. 6Hz), 7. 39-7. 45 (IH, m), 8. 1 
0 (IH, d, J = 4. 9Hz), 8. 27 (IH, d, J = 7. 7Hz), 1 
0. 3 (IH, br), 11. 7 (IH, br). 
m a s s : 3 3 8 (M+ 1 ) 

^^^9(Dit^m2 6 Omg,^^ ^ y—zV-y" N^t Y^^y^^ (l : l) 1 
0ml \zMm\^. 1 0%/>*7i^!>A^^tt;jS^2 OOmg,^Wt^\^XMk.tio 

x.xm.mit^'^ i o 5 m g <sr#fc„ 

^H-NMR (DMSO-d6) 6 : 1. 01-1. 22 ( 1 H, m) , 2 . 2 
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8-2. 40 (3H, brm) , 2. 6 2-2. 7 2 (2H, m) , 2. 80- 
2. 88 (2H, m), 3. 18 (2H, s), 3. 45-3. 60 (2H, m), 

4. 82 (IH, dd, J = 9. 8Hz, 6. 2Hz) , 6. 95 (l H, d, 
J=6. 2Hz) , 7. 12 (IH, s) , 7. 30 (IH, d, J = 6. 8H 
z) , 7. 45 (IH, t, J = 7. 4Hz) , 8. 20 ( 1 H, d, J = 5. 
5Hz), 8. 30 (IH, d, J = 6. 2Hz), 9. 94 (IH, br), 
11. 4 (1 H, b r ) . 

ma s s : 3 5 2 (M+ 1 ) 

mmm s 4 

(1) m^M8 0(Dit^^l. 02g (3. 02mmol) ^ v'^ 

T$ h'-Thyt Ynyyl^ (1 : 8) 9 Om 1 \zMm\^. •^mz.XZMWL'^^y 
;(/V3. 9 2g (4 5. 1 mm o 1 ) %J!jPx.. Sf&^^^ISlia^T' 6 ^P«^^i^|i tyho 
mM^^'y^ hX-^tiiLfco it?^Sf^i^U WtHLfc^t^B^SrilSiLTllfelSfB 

0 . 2 1 1 g ^%fz.o 

(2) (1) T'^tfjtl/yh^k^tJS 4mg (0. lOmmol) *3j;t/n-:/^ 
/l'r^^^22mg (0. 3.0mmo I ) nn;}N/l/i^ 5m UC^i^L. h y 7 

h=ire/7Km^b3^'>^•:^^y !>A2 12mg(l.0mmol) ^^tai^T^Px.. 
^J5&?RSr|5ia^T* 2 4 l^r^Mi^ Lfco Sf&?S<^ 3 N:^^T'f'?P L^' n n ;}^y^i^T' 

Lfco LfciiiSfBSriSSl LT g fi^J^k^ife 1 3 m g ^^/S:, 
^H-NMR ( DMSO- d g) 6:0. 88 (3H, t, J = 7. 3Hz) , 

1. 08-1. 17 (IH, m), 1. 28-1. 38 (2H, m), 1. 42 
-1. 51 (2H, m), 2. 31-2. 39 (3H, m), 2. 47-2. 5 
4 (2H, m) , 2. 59 (2H, t, J = 7. 2Hz) , 3. 50-3. 57 

(IH, m), 3. 81 (2H, s), 4. 83 (IH, dd, J = 11H2, 

5. 5Hz) , 7. 09 (IH, d, J = 5. 3Hz), 7. 31-7. 33 (2 
H, m), 7. 47 (IH, t, J = 7. 9Hz), 8. 26 (IH, d, J = 
5. 3Hz), 8. 31 (IH, d, J = 8. IHz), 9. 98 (IH, s). 
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1 1 . 2 (1 H, b r ) . 
ma s s : 3 9 4 (M+ 1 ) 

8 5-94 

mmm s 5 /^v^ vmrnm 9 4 (Dit^mn. mmm s 4 \m zxmmLtio 
mmm s 5 

'H-NMR ( DMSO- d g) 6:1.1 1-1. 1 8 (IH, m) , 2. 2 
2-2. 44 (5H, m), 2. 58 (2H, t, J = 5. 8Hz), 3. 46 
-3. 58 (3H, m) , 3. 73 ( 2 H, s) , 4. 51 ( 1 H, t, J = 5. 
4Hz) , 4. 84 (IH, dd, J = 10Hz, 5. 6Hz), 7. 05 (1 

H, d, J = 5. 4Hz), 7. 26 (IH, s), 7. 33 (IH, d, J = 
7. 4Hz) , 7. 48 (IH, t. J = 7. 9Hz) , 8. 24 ( 1 H, d, 

J = 5. 3Hz) , 8. 34 (IH, d, J=8. 2Hz) , 9. 93 ( 1 H, 
s), 11. 4 (IH, br). 
ma s s : 3 8 2 (M+ 1 ) 

mmms e . 

'H-NMR ( DMSO- d ^) 8 : 1. 0 6-1. 2 0 ( 1 H, m) , 2 . 2 
8-2. 4 3 (2H, m) , 2. 4 8-2. 6 0 (l H, m) , 3. 0 0 ( 1 H, 
br), 3. 28-3. 40 (IH, m), 3. 50-3. 60 (IH, m), 
3. 71 (4H, s) , 4. 83 ( 1 H, m) , 7. 06 ( 1 H, d, J = 4. 
6Hz) , 7. 25 (IH, d, J = 7. 4Hz), 7. 2 9-7. 3 9 (6H, 
m), 7. 46 (IH, t, J = 7. 4Hz), 8. 23 (IH, d, J = 5. 
5Hz) , 8. 34 (IH, d, J = 7. 4Hz) , 9. 97 ( 1 H, s) , 1 

I. 5 (IH, b r) . 
mass : 4 2 8 (M+ 1 ) 



^H-NMR ( DMSO- d ^) 8 : 1. 0 6- 1. 2 0 (IH, m) , 2 . 2 
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9-2. 43 (2H, m) , 2. 4 9-2. 6 0 (IH, m) , 3. 32 (2H, 
s), 3. 49 (2H, s), 3. 53-3. 60 (IH, m), 3. 64 (2 
H, s) , 4. 83 (IH, dd, J = llHz, 5. 6Hz), 4. 91 (2 
H, s) , 6. 51 (2H, d, J = 8. 3Hz) , 6. 99 ( 1 H, d, J = 
8. 2Hz), 7. 04 (2H, d, J=5. 4Hz), 7. 26 (IH, s), 

7. 32 (IH, d, J = 7. 4Hz), 7. 47 (IH, t, J=7. 8Hz), 

8. 22 (IH, d, J = 5. 4Hz), 8. 33 (IH, d, J=8. IHz), 

9. 94 (IH, s) , 11. 5 (IH, b r) . 
mass : 4 4 3 (M+ 1 ) 

MMM 8 8 

^H-NMR ( DMSO- dg) 6:1. 07-1. 18 (IH, m), 2. 3 

2- 2. 44 (2H, m), 2. 51-2. 66 (5H, m), 3. 28-3. 
40 (2H, m), 3. 54-3. 61 (IH, m), 3. 72 (2H, s), 
4. 82 (3H, s) , 6. 48 (2H, d, J = 8. 2Hz) , 6. 86 (2 
H, d, J = 8. 2Hz) , 7. 03 ( 1 H, d, J = 5. 2Hz), 7. 24 

(IH, s) , 7. 32 (IH, d, J = 7. 3Hz) , 7. 48 (l H, t, 
J = 7. 6Hz), 8. 22 (IH, d, J = 5. OHz), 8. 34 (IH, 
d, J = 8. 3Hz), 9. 94 (IH, s), 11. 4 (IH, br). 
mass : 4 5 7 (M+ 1 ) 

M^M 8 9 

^H-NMR ( DMSO- dg) 6:1. 12-1. 21 (IH, m), 2. 3 

3- 2. 42 (2H, m), 2. 50-2. 59 (2H, m), 2. 90-3. 
15 (IH, br), 3. 51-3. 58 (IH, m), 3. 70 (2H, s), 
3. 77 (2H, s), 4. 84 (IH, dd, J = llHz, 5. 6Hz), 
7. 08 (IH, d, J = 5. 3Hz) , 7. 2 8-7. 4 6 (4H, m) , 7. 
48 (IH, t, J=7. 8Hz), 7. 57 (2H, d, J=8. 2Hz), 
7. 79 (2H, d, J=8. 3Hz), 8. 25 (IH, d, J = 5. 3Hz), 
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8. 34 (IH, d, J = 8. 2Hz) , 9. 96 ( 1 H, s), 11. 4 (l 
H, b r) . 

ma s s : 5 0 7 (M+ 1 ) +. 
MMm 9 0 

^H-NMR ( DMSO- dg) 6:1. 08-1. 15 (IH, m), 2. 3 
0-2. 57 (5H, m) , 2. 71-2. 83 (4H, m) , 3. 48-3. 
55 (IH, m), 3. 71 (2H, s), 4. 78-4. 83 (IH, m), 

6. 99 (IH, d, J = 5. 3Hz), 7. 23-7, 25 (3H, m), 7. 
30 (IH, d, J=7. 6Hz) , 7. 39 (2H, d, J=8. OHz) , 

7. 45 (IH, t, J = 7. 8Hz), 7. 71 (2H, d, J = 7. 9Hz), 

8. 20 (IH, d, J=4. 9Hz), 8. 31 (IH, d, J = 8. OHz), 

9. 91 (IH, s), 11. 4 (IH, br). 
ma s s : 5 2 1 (M+ 1 ) 

mMm9 1 

^H-NMR ( DMSO- d^) 6:1. 05-1. 18 (IH, m), 2. 2 
6-2. 40 (2H, m), 2. 46-2. 60 (2H, m), 3. 00 (IH, 
br), 3. 50-3. 58 (IH, m), 3. 69 (2H, s), 3. 71 (2 
H, s) , 4. 82 (IH, dd, J = 10Hz, 5. 9Hz), 7. 05 (l 
H, d, J = 5. 3Hz), 7. 31 (2H, d, J = 7. 5Hz), 7. 38 
(2H, d, J = 5. 5 Hz), 7. 46 (IH, t, J = 7. 9Hz), 8. 
23 (IH, d, J = 5. 4Hz), 8. 32 (IH, d, J = 8. IHz), 
8. 50 (2H, d, J = 5. 9Hz), 9. 95 (IH, s), 11. 4 (1 
H, b r) . 

mass : 4 2 9 (M+ 1 ) 

mmm 9 2 

^H-NMR'( DMSO- dg) 6 : 1. 03-1. 17 ( 1 H, m) , 2. 2 
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8-2. 40 (3H, m) , 2. 4 7-2. 5 4 ( 1 H, m) , 2. 73 (4H, 
s), 3. 26-3. 34 (IH, m), 3. 50-3. 58 (IH, m), 3. 
70 (2H, s), 4. 80 (IH, dd, J = llHz, 5. 6Hz), 6. 
98 (IH, d, J = 5. 5Hz) . 7. 23 (2H, d, J=6. IHz) , 
7. 23 (IH, s) , 7. 29 (IH, d, J = 6. 6Hz) , 7. 44 (l 
H, t, J = 7. 8Hz), 8. 19 (IH, d, J = 5. 3Hz), 8. 30 
(IH, d, J=7. 3Hz) , 8. 42 (2H, d, J = 5. 9Hz) , 9. 
91 (IH, s), 11. 4 (IH, br). 
m a s s 4 4 3 (M+ 1 ) 

MMM 9 3 

'H-NMR ( DMSO- d g) 6 : 1. 0 5- 1. 2 5 ( 1 H, m) , 2. 2 
7-2. 64 (4H, m) , 3. 20-3. 41 (3H, m) , 3. 49-3. 
60 (2H, m), 4. 24 (2H, brm), 4. 84-4. 92 (IH, m), 

7. 33-7. 63 (6H, m), 8. 29 (IH, d, J = 7. 7Hz), 8. 
40 (IH, d, J=5. 5Hz), 9. 08 (IH, s), 9. 85 (2H, 
brm), 10. 3 ( 1 H, s ) , 10. 7 ( 1 H, brm). 

mass : 4 3 2 (M+ l) 

mmms 4 

'H-NMR ( DMSO- d g) 6 :0. 99-1. 14 (5H, m) , 1 . 7 
5-1. 85 (4H, m), 2. 25-2. 38 (3H, m), 2. 47-2. 
55 (IH, m), 3. 26-3. 35 (2H, m), 3. 48-3. 57 (l 
H, m), 3. 71 (2H, s), 4. 44 (IH, d, J=4. 4Hz), 4. 
81 (IH, dd, J = 10Hz, 5. 6Hz), 7. 02 ( 1 H, d, J = 5. 
5Hz), 7. 23 (IH, s), 7. 29 (IH, d, J = 7. 4Hz), 7. 
45 (IH, t, J = 7. 7Hz), 8. 19 (IH, d, J = 5. 3Hz), 

8. 30 (IH, d, J = 8. 2Hz) , 9. 90 (IH, s) , 11. 4 (l 
H, b r) . ■ 
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ma s s : 4 3 6 (M+ 1 ) 

^mm 9 5 

mm 9 6 zx g ^jit-^m^mm t/co 

'H-NMR ( DMSO- dg) 6:1. 01-1. 15 (IH, m), 2. 2 
5-2. 61 (3H, brm), 2. 97-3. 03 (2H, brm), 3. 1 
4-3. 35 (6H, brm), 3. 50-3. 59 (IH, m), 3. 80- 
4. 00 (IH, brm), 4. 80-4. 86 (IH, m), 7. 05 (IH, 
brd), 7. 25-7. 34 (2H, m), 7. 46 (IH, dd), 8. 2 
1-8. 30 (4H, m), 9. 48 (2H, br), 10. 2 (IH, brs), 
10. 9 (1 H, b r ) . 
ma s s : 3 9 5 (M+ 1 ) 

mmms e 

(1) 4-= hn^:/-^i/;^/W7}N=i/Ui5'n y K8 4 4mg (3. 8 Immo 1) 
(O^pnn^/l^M, (9ml) ^?K?:7K^^ L/c ^ ^ h U ^^/I'T ^ VO . 53 1 
ml (3. 8 Immo 1) ^^DXL, RftM^^Ui^-h t'l^fCo (0. 3 
m 1 ) 5Sr^ia{c:-Cn-:7'n tVWT^i^l 0 // 1 (0. 1 2 2 mm o 1 ) (T)^' n n 

t^/uM. 0 . 3ml mm\z.mx.. Rt^M^mumx i mwiWLtco Ri^M^m^n 

m^^^h^yy-C- (;^on7jN/l/i^-^^y-/K 19:1) xmUL^^it 

(2) (1) Xnhtltcit^m^m^m7(Dit'^m3SmgthVy:x:=^/l^:^^ 
;^7^i^29mg (0. 11 Immo I) (0^l3^/J^y^A (0. 6ml) 

(4 0%) 0. 0 4 7m I (0. 1 0 8 mm o 1 ) ^SrJ!«IX.T. 3 

ummwLtzo s-j^-fMi^^^nm^^-^h^yy^- (^^cI;^^/^i>.-^^?/- 

/K 19:1) -cm^tyho 
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( 3 ) ( 2 ) vnhtitcit^i^^i;^^ ^/^/-^^/^i^r 5 K 1 m 1 \z.mm L^m-r 

hV^yj^SSmg (0. 33 Ommo 1 ) RXf=^:ty3iy—/Ul l /z 1 (0. 1 

0 7mmo 1) ^^m^iXM:^. B^WLtZo 
LmW^T h'nyyy3m \ iZ-^ML, RSt>m^ 1 Nlg^l m 1 ^r^fitd 

'H-NMR ( DMSO- dg) 6:0. 93 (3H, t, J = 7. 5Hz), 
1. 03-1. 17 (IH, m), 1. 58-1. 70 (2H, m), 2. 26 
-2. 40 (2H, b r m) , 2. 5 5-2. 6 5 ( 1 H, b r m) , 2. 85 
-2. 95 (2H, brm), 2. 96-3. 03 (2H, m) , 3. 12-3. 
22 (2H, brm), 2. 28-2. 35 (IH, m), 3. 50-3. 60 

(IH, m), 4. 80-4. 86 (IH, m), 7. 06 (IH, d, J = 5. 
2Hz), 7. 30-7. 35 (2H, m), 7. 48 (IH, t, J = 7. 9 
Hz), 8. 27-8. 32 (2H, m), 8. 86 (2H, br), 10. 4 

(IH, brs),10. 9(1H, br). 
ma s s : 3 9 4 (M+ 1 ) 

mmm 9 7 

^H-NMR ( DMSO- dg) 6:0. 8 9(3H, t, J = 7. 8Hz), 
1. 01-1. 17 (IH, m), 2. 26-2. 40 (2H, m), 2. 52 
-2. 63 (2H, m) , 2. 2 6-2. 3 9 (2H, m) , 2. 50-2. 6 

1 (IH, m) , 2. 8 8-3. 0 0 (4H, m) , 3. 10-3. 21 (2H, 
m), 3. 26-3. 34 (IH, m), 3, 50-3. 60 (IH, m), 4. 
8 0-4. 8 6 (IH, m) , 7. 02 ( 1 H, d, J = 4. 6Hz) , 7. 2 
6-7. 34 (2H, m), 7. 46 (IH, t, J = 7. 8Hz), 8. 26 
-8. 30 (2H, m), 8. 80 (2H, m), 10. 2 (IH, s), 11. 
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0 (1 H, b r ) . 

mass : 4 0 8 (M+ 1) +. 

Mt^m 9 8 

'H-NMR (DMSO- d ^) 8:0. 86 (3H, t), 1. 00-1. 2 
0 (IH, m), 1. 21-1. 34 (4H, m), 1. 54-1. 66 (2H, 
m), 2. 26-2. 38 (2H, m), 2. 40-2. 6 3 (lH, m), 2. 
8 5-3. 0 0 (4H, m) , 3. 0 8-3. 2 3 ( 2 H, m) , 3. 26-3. 
35 (IH, m) , 3. 50-3. 60 (IH, m), 4. 80-4. 86 (l 
H, m), 7. 03 (IH, d, J=4. 3Hz), 7. 26-7. 35 (2H, 
m), 7. 46 (IH, t, J = 7. 8Hz), 8. 26-8. 30 (2H, m), 
8. 81 (2H, brm), 10. 3 (IH, s), 11. 0 (IH, br). 
ma s s : 4 2 2 (M+ l) 

mmm9 9 

>H-NMR ( DMSO- d^) 6:1. 05-1. 15 (IH, m), 2. 2 
5-2. 40 (3H, m) , 2. 4 3-2. 6 3 (IH, m) , 2. 90-3. 
37 (6H, m), 3. 48-3. 60 (IH, m), 4. 77-4. 85 (l 
H, m), 6. 97-7. 02 (IH, m), 7. 23-7. 34 (2H, m), 
7. 40-7. 50 (IH, m), 8. 23-8. 32 (2H, m), 8. 66 
(0. 5H, brm), 9. 00-9. 23 (IH, brm), 10. 1 (IH, 
s), 11. 0 (IH, br). 
m a s s : 3 9 4 (M+ 1 ) 

nmrn 1 0 0 

'H-NMR ( DMSO- d6)6:l. 03-1.10(lH, m),2. 2 
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3-2. 40 (2H, brm), 2. 54-2. 65 (IH, brm), 2. 9 
7-3. 05 (2H, brm), 3. 17-3. 40 (3H, m), 3. 50- 
3. 59 (IH, m), 3. 94 (2H, brs), 4. 81-4. 86 (IH, 
m), 7. 03 (IH, d, J = 5. 5Hz), 7. 28-7. 34 (2H, m), 

7. 46 (IH, t, J=7. 8Hz), 8. 26 (2H, d, J = 6. 5Hz), 
9. 23 (2H, br), 10. 4 (IH, br), 10. 9 (IH, br). 
mass : 4 6 6 (IVH- 1 ) 

MMmi 0 1 -m^mi o 8 

mmm i o i fj:\^^Lmmm i o s (Dit^mt. mmm 9 e {cii^criiit t;/to 
njfe^ij 101 

'H-NMR (DMSO- dg) 6:1. 03-1. 15 (IH, m), 2. 2 

5- 2. 63 (3H, m), 2. 95-3. 05 (2H, m), 3. 19-3. 
37 (3H, m), 3. 50-3. 61 (IH, m), 4. 10-4. 19 (2 
H, m) , 4. 8 0-4. 8 6 ( 1 H, m) , 5. 26 (2H, s) , 7. 00 

(IH, d, J = 5. 5Hz), 7. 28-7. 49 (8H, m), 8. 26- 

8. 32 (2H, m), 9. 37 (2H, brm), 10. 2 (l^H, s) , 1 
0. 9 (1 H, b r) . 

m a s s : 5 0 0 (M+ 1 ) 

mmmi o 2 

»H-NMR ( DMSO- dj 6:1, 0 3-1. 17 (IH, m). 2. 2 

6- 2. 63 (3H, brm), 2. 97-3. 05 (2H, brm), 3. 1 
0-3. 21 (2H, brm), 3. 26-3. 37 (IH, brm), 3. 5 
0-3. 60 (IH, m), 3. 78 (3H, s), 4. 06-4. 17 (2H, 
brm) , 4. 80-4. 88 (IH, m), 6. 98-7. 03 (3H, m), 
7. 26 (IH, brm), 7. 34 (IH, d, J = 8. 3Hz), 7. 43 
-7. 50 (3H, m) , 8. 2 5-8. 3 0 (2H, m) , 9. 18 (2H, 
brm), 10. 3 (IH, brs), 10. 9(1H, br). 
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mmm 103 

'H-NMR ( DMSO- dg) 6:1. 02-1. 18 (IH, m), 2. 2 
5-2. 40 (3H, m) , 2. 4 4-2. 6 3 (2H, m) , 3. 06-3. 
09 (2H, m) , 3. 2 5-3. 3 5 (3H, m) , 3. 5 0-3. 5 9 (l 
H, m) , 4. 8 2-4. 8 8 (1 H, m) , 7. 04 ( 1 H, d d , J=6. 
OHz, 1. IHz), 7. 30-7. 35 (2H, m), 7. 45-7. 55 
(3H, m) , 7. 92 ( 1 H, t) , 8. 28 (2H, d, J = 7. OHz) , 



8. 67 (IH, m), 9. 39 (2H, brm), 10. 4 (IH, brm), 
10. 9 ( 1 H, b r ) . 
mass : 4 4 3 (M+ 1 ) +. 

10 4 

'H-NMR ( DMSO- d g) 8 : 1. 01-1. 15 ( 1 H, m) , 2 . 3 
0-2. 40 (3H, m), 2. 41-2. 56 (IH, m), 2. 57-2. 
64 (IH, m), 3. 04-3. 11 (2H, m), 3. 20-3. 36 (3 
. H, m), 3. 50-3. 59 (IH, m), 4. .82-4. 87 (IH, m), 
7. 07 (IH, d, J = 6. 6Hz), 7. 31-7. 35 (2H, m), 7. 
48 (IH, t, J = 7. 8Hz), 7. 83-7. 9 0 (IH, m), 8. 2 

5- 8. 29 (2H, m) , 8. 46 ( 1 H, d) , 8. 83 (IH, dd, J 
= 5. 3Hz, 1. 3Hz), 8. 98 (IH, s), 9. 79 (2H, brm), 
10. 3(1H, br),10. 9(1H, br). 

mass : 4 4 3 (M+ 1 ) 

mmm i o 5 

*H-NMR ( DMSO- d^) 6:1. 03-1. 17 (IH, m), 2. 2 

6- 2. 40 (2H, m), 2. 50-2. 65 (IH, m), 3. 05-3. 
15 (2H, m), 3. 21-3. 37 (3H, m), 3. 50-3. 61 (1 
H, m) , 4 . 4 0-4.4 5 ( 2 H, m) , 4 . 81-4. 89 ( 1 H, m) , 
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7. 05 (IH, d, J=4. 6Hz), 
4 6 (1 H, t, J = 8. 3Hz) , 7. 

8. 28 (2H, d, J = 7. 4Hz), 

9. 90-10. 0 (2H, m) , 10. 
r) . 

mass : 4 4 3 (M+ 1 ) 



7. 2 5-7. 3 5 (2H, m) , 7. 
9 9 (2H, d, J = 7. 4H z) , 

8. 86 (2H, d, J = 6. 5Hz), 
3 (1 H, s) , 10. 9 (1 H, b 



mmm i o e 

^H-NMR ( DMSO- d 6 : 1. 03-1. 17 ( 1 H, m) , 2 . 2 

5- 2. 37 (2H, m) , 2. 4 0-2. 6 0 ( 1 H, m) , 2. 91-3. 
01 (4H, m) , 3. 14-3. 35 ( 5 H, m) , 3. 4 9-3. 5 9 (l 

H, m), 4. 80-4. 85 (IH, m), 7. 02 (IH, d, J = 5. 3 
Hz), 7. 26-7. 37 (7H, m), 7. 46 (IH, t), 8. 26- 
8 . 2 9 ( 2 H, m) , 8 . 9 4 ( 2 H, b r m) , 10. 2 ( 1 H, s ) , 1 

I. 0 (1 H, b r ) . 
mass : 4 5 6 (M+ 1 ) 

♦ 

mt^m 10 7 

^H-NMR ( DMSO- dg) 6:1. 03-1. 17 (IH, m), 2. 2 

6- 2. 50 (3H, brm), 2. 54-2. 63 (IH, brm), 2. 8 
3 (2H, t), 3. 00 (2H, t), 3. 06-3. 23 (3H, brm), 
3. 26-3. 37 (IH, m), 3. 50-3. 58 (IH, m), 4. 80 
-4. 86 (IH, m), 6. 72 (2H, d, J=8. 3Hz), 7. 05 (3 
H, d, J = 8. 3Hz), 7. 28-7. 35 (2H, m), 7. 46 (IH, 
t, J = 7. 8Hz) , 8. 2 6-8. 3 2 (2H, m) , 8. 94 (2H, b 
rm), 10. 3 (IH, s), 11. 0 (IH, br). 

mass : 4 7 2 (M+ 1 ) 

^mm 10 8 
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'H-NMR ( DMSO- d 6:1. 0 5-1. 15 ( 1 H, m) , 2. 2 
6-2. 40 (2H, brm), 2. 43-2. 63 (2H, brm), 2. 9 
8-3. 06 (2H, m), 3. 20-3. 43 (6H, brm), 3. 50- 
3. 65 (IH, m), 4. 81-4. 88 (IH, m), 7. 03 (IH, d, 
J = 5. 5Hz) , 7. 30-7. 35 (2H, m), 3. 45-3. 50 (l 
H, m), 7. 95 (2H, d, J = 5. 5 Hz), 8. 28 (2H, d, J = 
5. 5Hz), 8. 86 (2H, d, J = 5. 5Hz), 8. 72 (2H, br 
m), 10. 2 (IH, s), 10. 9 (IH, br). 
mass : 4 5 7 (M+ l) 

MMM 10 9 

#%0"ii8Jc|E«<^>i*3i9, e6<J<b'^i^8 Omg$r#fCo 
'H-NMR ( DMSO- d g) 6 : 1. 0 3-1. 2 5 (2H, m) , 2. 2 
6-2. 43 (2H, brm), 2. 50-2. 65 (IH, m), 2. 57 (6 
H, s) , 2. 8 8-3. 0 6 (3H, m) , 3. 2 6-3. 4 0 (IH, m) , 
3. 50-3. 59 (IH, m), 4. 82-4. 86 (IH, m), 7. 00 

(IH, 4, J=5. 5Hz) , 6. 2 6-6. 3 4 (2H, nj) , 7. 46 (l 
H, t, J = 7. 8Hz), 8. 23 (IH, d, J = 5. 5Hz), 8. 30 

(IH, d, J = 8. 3Hz) , 10. 0 (IH, s) , 10. 5 (0. 5 H, 
br),ll.l(lH, br). 
ma s s : 3 8 0 (M+ 1 ) *. 

mmm no 

#%0ijl 1 (Dit-a^S Ome (0.0 3 8mmo 1 ) (7)^ nn7}>/UA (l m 1 ) 
mm^mtn-y^ /^/^6 ^ \ (O. 0 5 8mmol) t h ]) ^^/^T ^ 1 
3n I (0. 093mmol) <Sr^M{CTj!jPx.. Rj:t:M^mm.mX-l^m^WL 
tCo ^Lft^mcmtn-^^ y-{/\^6 fi \ (0. 0 5 8mmol) th]}=^^^^T 
^l^lOfil (0. 0 7 2inmo I) ^m.U{Z.XmK.. Rmt&^W\K^Vl 0^ 

mwLtc, Rft>m\^^im 1 ^mx-^mm^^mhrzo ^^s^;ki m i xm^ 
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5^^m#t/c:„ mM^WM\^. nm^:^^ 

>H-NMR ( DMSO- d g) 6:0. 80 (3H, t, J = 7. 8Hz) , 

I. 03-1. 15 (IH, m), 1. 42-1. 54 (2H, m), 2. 00 
(2H, t, J = 6. 9Hz), 2. 25-2. 40 (2H, brm), 2. 5 

5- 2. 63 (IH, brm), 2. 70-2. 78 (2H, brm), 3. 2 
8-3. 39 (3H, brm), 3. 50-3. 60 (IH, brq), 4. 8 
0-4. 86 (IH, m), 7. 01 (IH, d, J = 4. 6Hz), 7. 14 

(IH, s), 7. 34 (IH, d, J = 8. 3Hz), 7. 48 (IH, t, 
J = 7. 8Hz) , 7. 88 (2H, brm) , 8. 23 (IH, d, J=4. 
6Hz), 8. 26 (IH, d, J=8. 3Hz), 10. 4 (IH, br), 

II. 1 (1 H, b r) . 
mass : 4 2 2 (M+ 1 ) +. 

■mwsn 1 1 -uMi 1 4 

111 

'H-NMR ( DMSO- d g) 6 : 1. 0 0-1. 2 3 ( 1 H, m) , 2. 2 

6- 2. 60 (3H, m), 2. 70 (2H, br), 3. 15 (2H, br), 
3. 4 0-3. 6 0 (2H, m) , 4. 34 (2H, s) , 4. 80-4. 90 

(IH, m), 6. 97 (IH, d, J=4. 9Hz), 7. 15 (IH, s), 

7. 30 (IH, d, J = 8. OHz) , 7. 4 0-7. 5 2 (6H, m) , 8. 
23 (IH, d, J=4. 3Hz), 8. 30 (IH, d, J = 8. OHz), 

8. 54-8. 63 (IH, m), 9. 94 (IH, s), 11. 4 (IH, b 
r) . 

mass : 4 7 0 (M+ 1 ) 
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MM 112 



^H-NMR ( DMSO- d g) 8 : 1. 0 0-1. 2 0 ( 1 H, m) , 2. 2 
6-2. 40 (2H, m) , 2. 41-2. 60 ( 1 H, m) , 2. 83 (2H, 
brt), 3. 15 (IH, s), 3. 20-3. 40 (IH, m), 3. 43 
-3. 57 (2H, m) , 4. 7 5-4. 8 6 ( 1 H, m) , 6. 97 ( 1 H, 
d, J = 7. 6Hz), 7. 15 (IH, s), 7. 30 (IH, d, J = ll 
Hz), 7. 40-7. 52 (4H, m), 7. 80 (2H, d, J = 10Hz), 
8. 21 (IH, d, J = 6. 7Hz), 8. 30 (IH, d, J = llHz), 
8. 59 (IH, brt), 9. 94 (IH, s), 11. 4 (IH, br). 
mass : 4 5 6 (M+ 1 ) *. 

1 1 3 



*H-NMR ( DMSO- d g) 6 : 1. 0 6-1. 2 0 ( 1 H, m) , 2. 2 
5-2. 41 (2H, m), 2. 72 (2H, t), 3. 10-3. 20 (2H, 
m), 3. 26-3. 42 (IH, m), 3. 48-3. 60 (IH, m), 3. 
75-3., 90 (IH, m), 4. 36 (2H, s), 4. 8. 0-4. 86 (1 
H, m), 6. 99 (IH, d, J = 5. 7Hz), 7. 13 (IH, s). 7. 
19-7. 40 (7H, m), 7. 46 (IH, t, J = 7. 6Hz), 8. 2 
3 (IH, d, J = 3. 8Hz). 8. 28 (IH, d, J = 8. 6Hz), 1 
O.OdH, s),11.2(lH, br). 

114 

^H-NMR ( DMSO- d g) 6 : 1. 4 3-1. 6 0 (IH, m) , 2. 5 
0-3. 00 (3H, brm), 3. 03-3. 15 (2H, brm), 3. 3 

4- 3. 48 (2H, brm), 3. 65-3. 80 (IH, brm), 3. 8 

5- 4. 00 (IH, m), 5. 17-5. 26 (IH, m), 7. 31 (IH, 
d, J = 5. 4Hz) , 7. 46 ( 1 H, s) , 7. 72 (l H, dd, J = 6. 
8Hz, 0. 6Hz), 7. 87 (IH, t), 7. 94-8. 03 (3H, m). 
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8. 10-8. 20 (3H, m) , 8. 58 ( 1 H, d, J=4. 7Hz), 8. 
70 (IH, d, J=8. IHz), 10. 4 (l H, s), 11. 7 (IH, 
b r) . 

mass : 4 9 2 (M+ 1 ) +. 
MMm 1 1 5 

'H-NMR ( DMSO- d g) 6 : 1. 04-1. 19 ( 1 H, m) , 2. 2 
6-2. 41 (2H, m) , 2. 4 8-2. 6 0 (IH, m) , 2. 66-2. 
74 (2H, m), 3. 10-3. 20 (2H, m), 3. 28-3. 3 9 (l 
H, m), 3. 51-3. 59 (IH, m), 4. 79-4. 82 (iH, m), 
6. 90 (IH, d, J=4. 6Hz), 7. 01 (IH, s), 7. 32 (l 
H, d, J = 8. 3Hz) , 7. 46 (IH, t, J=8. 3Hz) , 7. 97 
(2H, d, J = 9. 2Hz), 8. 17 (2H, m), 8. 29-8. 37 (3 
H, m), 9. 90 (IH, s), 11. 2 (IH, br). 
m a s s : 5 3 7 (M+ 1 ) 

MMm 116 

^H-NMR ( DMSO- d g) 6:1. 08 (IH, t, J = 7. 4Hz) , 
2. 25-2. 40 (2H, m), 2. 60-2. 69 (IH, m), 3. 10 
(2H, t, J = 5. 5Hz), 3. 25-3. 35 (IH, m), 3. 5 4 (1 
H, q, J = 9. 2Hz) , 4. 25 (2H, t, J = 5. 5Hz), 4. 80 
-4. 86 (IH, m) , 6. 92 (IH, d, J = 12Hz) , 6. 94 (2 
H, d, J = 7. 4Hz) , 7. 20 ( 1 H, d, J = 5. 5Hz) , 7. 25 
-7. 37 (4H, m) , 7. 48 ( 1 H, t, J = 7. 4Hz) , 8. 23- 
8. 28 (2H, m), 10. 5-11. 0 (2H, br). 
m a s s : 4 2 9 (M+ 1 ) 
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mmm i i ? 

(1) 3-T \ y - 5-y:t.=^jl^\i'yy-'/]^5 4 4mg (3. 4mmol) (D 
v^pt^/UJ^/U-i^r ^ K (1 Om 1 ) ^f^lCTK^fk-:^ h y 6 4mg (4. 1 
mmo 1 ) . ^ KO. 4 5ml (3. S mmo \ ) ^M^^iELX' 6 

/K 4:1) T'IS®{L. @6<J«Jfel5 0 9mg^#/5io 

(2) (1) T'^i^ib^^fc{b'S^#J5 0 9mg (2. 0 mm o 1 ) O fy v^i^ ( 5 . 
Om 1 ) ^^^IdiJ'nnrJfi^^^^/UO. 19ml (2. 5 mm o 1 ) $r;!jD;t^iatr 

2 : 1) TiftillU g6<Jt;4 5 OmgSr#yho 

(3) (2) T^p5tlAc'fb-^i^4 4 Omg (l. 4 mm o 1 ) <^ h/V^:/ ( 5 . 
Om 1 ) ^?^{;: h y^^/VT5: VO. 4 0ml (2. 9 mm o 1 ) ^SrMx. 8 0 
T- 1 0 5^Fb1M# L. B-:^np;&7"3— /V/1?7:^4 5 Omg (2. 9mmol) 
^MKMUMXlO^^fimWX^tLo ^^^3(r>it^ii»!i2 9 OxcvE, (1. 5mmo 
1 ) ^Mk.WiU^X3 O^f^^WX^fio B-^nn;&x=i-/l>Ji^7>'4 4 Omg 
( 2 . 9 mm o 1 ) $rAq;t 1 0 0 X^X 1 ^^^^^ Lyto SJC&^Si- 1 NlgggSrJIlllx. 

^m^^m Lfd^B^ 4 0 0 m g ^mw tfco 

(4) (3) T'#P>H/c{h;-a'#l4 0 Omg (0. 8 7mmol) /I- 
-xh7tKn77i/ (1:1) 2 0mMC^f^Lfco 1 0%/-?7i^:>A;^^)5!fc 
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'H-NMR ( DMSO- d g) 6 : 1. 02-1. 10 ( 1 H, m) , 2. 2 
7-2. 37 (2H, brm), 2. 62-2. 67 (IH, brm), 3. 2 
6-3. 37 (IH, m), 3. 48-3. 57 (IH, m), 4. 75 (IH, 
dd, J = llHz, 5. 7Hz), 6. 60 (IH, brs), 7. 28 (1 
H, d, J = 7. 5Hz) , 7. 3 0-7. 4 8 (4H, m) , 7. 73 (2H, 
d, J = 7. 3Hz), 8. 26 (IH, d, J = 8. 2Hz), 9. 61 (1 
H, s) , 1 2. 8 (IH, b r) . 



(1) a-v^ry-o-3— KT-t hy^yy3. 8lg (13. 3mmo 1) , 
^i^v'/Ut K7v^i^2:^^i£7. 80g (40. Ommol), hV^^/^TK 
:yl8. 0ml (1 2 9mmo 1 ) ^.U^n-^^y— /V5 Om 1 (^ig-g'^FSr 1 2 

n-^h^7:7^'- (->.drf->'-g|^in^/K 5 : 1~2 : 1) "CimS^L. gJJilfe 
Jta^ 2 . 6 1 g i&#fc„ 

(2) {1) Xnhflfcit^mi. 23 g (3. 2 7mmol) hC^'^xi-i^J^ 
p-^V^ya^=-/l^O. 8.59mg (4. 26mmol) , 4-i/p«^/^r^y 
t°yv=>l. 00 g (8. \ ) ^ ^nxii);^;VJ^\ OmKDm.'k^^^ 
M-e 3 0 LfCo S^£?^^^^:#%^!^'J 3 (Oit-^H^H 0. 920 g (4. 96tnmo 
1 ) ^M^. ^JtM^l OO'C-ClUfejl^LfCo S^£;;^KS^t5'^^;}^/^A-C^f?L, 

-p^iJ^y-^K 9 8 : 2-9 7 : 3) -CmHibUfeS^ci. 6 0g*^t/to 
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(3) (2) ■e#bnyc:jt^tl2 3 6mg (0. 461mmol) t^^y<y 
1 1 mg (0. 0 4 9 Ommo 1 ) , 1 , 1 ' - t*>?i (i^y :i,=^/U^7.y 

^ y) 73:n-fe>'3 Omg (0. 0 5 4 1mmol) &I/j^^7K^":^ h y A 7 
Img (0. 8 4 5mmo 1 ) Sr^i$'y-/l'4m I (Cl^g^L^^I^^-^^k^^ 

9 8 : 2-9 7 : 3) Tm$^b^fe@flsi 8 0 m g Sr#;^c:„ 

(4) (3) •Vnhinrcit'^m4 0mg^:^^ /-/U5mUZ.^mLtCo Rft> 

ts^)Vfi=7h.^xi-^Y^yy >(— (^anj^7>A-p« iJ^y— 10:1) TIS 

^H-NMR ( DM SO- dj 6:1. 03-1. 15 (IH, m), 2. 2 
5-2. 40 (2H, m), 2. 62-2. 77 (IH, m), 3. 43-3. 
58 (2H, m), 3. 73 (3H, s), 4. 74-4. 78 (IH, m), 
6. 25 (IH, mi, 7. 27 (IH, d, J = 7. 6Hz), 7. 4,1-7. 
74 (5H, m). 8. 23-8. 26 (IH, m), 8. 31 (IH, s), 
9. 5 9 (1 H, s) . 
mass : 4 3 2 (M+ 1 ) +. 

« 

%WS\ 1 1 9 

( 1 ) %WS\ 118 ( 3 ) T-^^tLfcfk^ife 140mg (O. 268mmol) 
■ki^^ J—J\^Zni\\zMm\..USmL\z.\l\imAt^V3'0^\. 0 0ml (1. 

oommo 1) ^mmz.xn7L. m^m^^mxm<W^\^frJk. ^f^jcsot: 

/K o D 7}^/^i^S^^Px.T^W Lfciig^ 7 3 m g $rii^ L/Co 
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[0 0 0 1] 

(2) il) Vi^htltcit-^f^S 6mg (0. 0 6 9 9mmo 1 ) ^3l^5^y- 
'H-NMR ( DMSO- d g) 6:1.01-1. 14 (IH, m) , 2. 2 
5-2. 34 (2H, m), 2. 65-2. 68 (IH, m), 3. 35-3. 
53 (2H, m), 4. 74 (IH, dd, J = 10Hz, 5. 8Hz), 6. 
34 (IH, br), 7. 27 (2H, d, J = 7. 5Hz), 7. 43 (2H, 
t, J = 7. 8Hz), 7. 54 (IH, d, J = 3. 8Hz), 7. 70 (l 
H, d, J = 7. 4Hz), 8. 26 (IH, d, J = 8. IHz), 9. 59 

(IH, s) . 
mass : 4 1 8 (M+ 1 ) 

12 0 

(1) a-v^ry-m-a— KT-fe V$rfflV^T||^S^l 1 8 {1) i)^ . 
b (3) i|^«(^^IIi(CtJeoTp^Lyt{b^W-*fU. ^JSMl 19 (1) (^2p 

(2) (1) T'#t>i^fc^k■^#J^fflv^T. HiiS^Jlie (2) {cSpCTB6<)'fb 

^H-NMR ( DMSO- d e) 6 : 1. 02-1. 17 ( 1 H, m) , 2 . 2 
5-2. 40 (IH, m), 2. 63-2. 72 (2H, m), 3. 34-3. 
41 (2H, m), 4. 74-4. 80 (IH, m), 6. 65 (IH, br), 
7. 28 (IH, d, J = 7. 6H2), 7. 44 (IH, t, J = 7. 6Hz), 
7. 58 (IH, t, J = 7. 7Hz), 7. 91 (IH, d, J = 8. OHz), 

7. 97 (IH, d, J = 7. 9Hz), 8. 25 (IH, d, J = 8. 2 Hz), 

8. 30 (IH, d, J=4. 3Hz), 9. 68 (IH, s). 
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m a s s : 4 1 8 (M+ 1 ) 
MMM 1 2 1 

(1) ^W112 0 (1) Vnhtltzit^i^5 6mg (0. llmmol)^ 

t?7<^/w-}>/PAT^ Ki. smuzmmu siJtm^mmzx. i. i' 

^^y-/P2 5mg (0. ISmmol) Sr*P;t. S/Sf^Sr^fiTS 
O^J-^^iLfCo ^i&{c:TSJC£?^K{-7 3i-/U3:^/l.r5i^4 2// 1 (0. 3 3mm 

(2) (1) ■C#^>i^fc^^:^!^5 1 mg (0. 0 8 4 mm o 1 ) ^ y — 
-xhyt h^nyy:^ (2 : 1) 3mnc^ft?t. RJtm^mm:iXykmity<y 
i^'l^AS lmg^^JPx.T^§§F^$r7k*-Cg^L. SfS^IS^^fiT 1 t/ho 

^H-NMR ( DMSO- d6),6:l. 02-1. 10 (IH, m), 2. 2 
5-2. 36 (2H, m), 2. 43-2. 56 (IH, m), 2. 65 (2H, 
t, J = 7. IHz), 2. 87 (2H, t, J = 7. 5Hz), 3. 16-3. 
25 (2H, m), 4. 73-4. 79 (IH, m), 6. 70 (IH, br), 
7. 16-7. 33 (7H, m) , 7. 44 (IH, t, J = 7. 9Hz) , 7. 
54 (IH, t, J = 7. 7Hz) , 7. 79 ( 1 H, d, J = 7. OHz) , 
7. 87 (IH, d, J = 6. 3Hz) , 8. 19 ( 1 H, s) , 8. 26 (1 
H, d, J = 7. 7Hz), 8. 72 (IH, br), 9. 69 (IH, br). 
m a s s : 5 2 1 (M+ 1 ) 

HiS^J 1 2 2 

(1) 2-yt3^-3-= }>n^S#^l 0. 0 g (4 0. 7mmo 1 ) . 
u-'/}^-2-:f3/]y^^i^T/]^t h*7 . 74g (81. 4mmol) , h])^^ 
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/]yTXy2 0. 0ml (1 4 3mmo 1 ) :2^l>*J^{l:5^:t^yU3 0 m 1 ^^V^T# 

m\2 (1) tmm(Dmm^vt^\ ^^it-^^^s. 0 7g^mco 

(2) (1) T'^^sn/db-^i^g. 0 7g (2 8. Ommo 1 ) (7)7" 1 K 
D77i^ (400ml) i$f^^£r-7 8t:(^?^iPtfc:o IWIfi^TS/t^K^t-TK^fCv? 
^fVT'nfcVWT/U'^^^^i^cT) h/W^^^^^ (1. OM) 33. 6ml (33. 6 

mmo 1) ^m^. ^h{^R}t^m^mumv2mmmwLfco Ritmiz.mum^ 
Tiafp:^{bT>'^-'>i^7K^?gei 5ml ^m^. ^u\z.mLxRft^mt:2^m^ 

^i^{b/^l/V2 0 Om 1 \^mm\^. ^Ml::-rSf&?S(-^ nn t e r t -^^/U 
V6. 3 2g (4 1. 9mmo 1 ) *3J;W ^ ^/y— /b3. 80 g 

(5 5. 8mmo 1) ^M^. RfiL^^mux' 1 mmwLfz. Rft^m^^m^^ 

/l-X^UL^ Wa^^7K2 0 0ml 311], m^'k^:^Vmilk^i!^L. mm-^^^ 
y-(— (r?::!— y/l-C-3 0 0, ^^■^>-m^=^'^J^. 1 0 : 1~5 : 1) -C 

m^L. m^m^m^. 3 4g^#fco 

(3) (2) X''^hf\.tz{\L^m^. 34g (21. 3mmol) ^^XJ^t^y( V 
tVl^rc^^/ur 5: 8 . 24 g (6 3. 8mmo 1) ^/l^^J^/^i^T 5; K 

2 0 0ml t^^<^L. Bic^^^p^^m.mxm.^\^tLo ^m^x^]^M\^7-vy^ 

;^ h y 7^r^7U/i^^7W^^^N°7v=^>A2. 4 6g (2. 1 3 mm o 1 ) $r;l]B;t> 
Sl^^^SSrl 3 0'CT-2NFrH^^i^L;rCo Sf&^K^I^S?^^/H L. 7K5 0 Om Uc: 
^P;tWa®<S::5^gtLyho 7tcl^$ f^m^^ 5^/1^3 0 0 m 1 TttW L. ^mM^ 

LtCo ^}i5ri/y :*y/^;<;7A^n-r hir^^-r- (73-y/UC-3 0 0, ^ 
^ri^^^-g^^3l^/K 20:1-5:1) Tffi^L. Mfe@#:4. 7 3 g Sr^tfCo 

(4) (3) xn^tltzit^^4. 73 g (13. 2mmol) Sr^^iS^y-zU 
-7"h7tKn77^^ (1 : 1) 400ml {d^^? t> Sf&^S?{C^ia{CT 1 0 % 
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/K 2 : 1~1 : 1) T-mML/Jio W:^\ (<£^H4#J®) ^ LT fc'n-yVfls i . 
2 0g.iiii>2 {Mmmn) <t LTfc-p !;s>^-«£2. 4 0g$r#yho 

'H-NMR (CDCI3) 6:0. 14 (6H, s), 0. 95 (9H, s), 
3. 84 (2H, brs), 4. 88 (2H, s), 5. 98 (IH, d, J = 
3. IHz), 6. 09-6. 11 (IH, m), 6. 78 (IH, d, J = 7. 
IHz) , 7. 02 (IH, t, J = 7. 7Hz) , 7. 14 ( 1 H, d, J = 
7. 3 H z) . 

®^2 {.^m!m%) 

•H-NMR (CDCI3) 6:0. 02 (6H, s), 0. 74 (9H, s), 
1. 60-1. 70 (IH, m), 2. 15-2. 23 (IH, m), 2. 42 
-2. 50 (2H, m), 3. 68 (2H, brs), 3. 95-4. 02 (2 
H, m), 4. 36 (IH, dd, J = 10Hz, 5. 2Hz), 4. 63 (1 
H, dd, J = 12Hz, 5. 5Hz), 6. 80 ( 1 H, d, J = 7. OHz), 
7. 20-7. 24 (2H, m) . 

(5) (4) -e#?>Hy^®^^2 {Wmm'm . 2. 40g (7. 2 3mmo 
1 ) ^fflVNTll»Jl i:l^«<D¥lillc:ti6VN^#.@{^s2. 7 1 ^-^mu 

(6) (5) 71g (6. OOmmol) 
-TYyy^YnyyV (1 : 1) 2 0 Om 1 {i?i®L. m.^<mzMM\^X2'i\m. 
^1 Om 1 iSr^nx-T. ^ h\z.EMWL^Wm.X Q^fiiW^X^f^o S^SfS^^i^b. 
^^^^ h;i-^>'T'2[5]^^jU£7Ktfco ^tP>t^.fci|a^fiK^^*-^:^r-^^y-i^^al^/^ 
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'H-NMR ( DMSO- d ^) 6 : 1. 2 7- 1. 4 0 ( 1 H, m) , 1 . 7 
2-1. 78 (IH, m), 2. 20-2. 27 (IH, m), 2. 40-2. 
50 (IH, m), 2. 53-2. 62 (IH, m), 3. 59 (IH, t, J 
= 7. 5Hz), .3. 85-3. 93 (IH, m), 4. 90 (IH, dd, J 
= 8. OHz, 5. 5Hz), 5. 97 ( 1 H, br), 7. 17-7. 22 (l 
H, m), 7. 33 (IH, d, J=8. OHz), 7. 40 (IH, d, J = 
9. OHz) , 7. 47 (IH, t, J = 7. 5Hz) , 7. 98 ( 1 H, t, 
J=8. OHz) , 8. 1 8 (IH, d, J = 7. OHz) , 8. 30 ( 1 H, 
d, J = 4. OHz), 10. 6 (IH, br), 11. 0 (IH, br). 
m a s s : 3 3 9 (M+ 1 ) 



(1) X^"^hfht:iit^^4. 50 g (13. 4mmol) 

(2) tmm(D^m\:^m^n^mi^3. 9 4g^s:#fco 

(2) (1) 94g (8. 47mmol) ^^^XMM 

mi22 (3) (4) tmm(D^m\:im:. m^i mm^mm) 2 3 8mg^^ 

'H-NMR (CDCI3-CD3OD) 6:0. 08 (3H, s), 0. 11 (3 
H, s) , 0. 93 (9H, s) , 1. 51 (3H, d, J=6. 2Hz) , 3. 
84 (2H, br) , 5. 26 ( 1 H, m) , 5. 96 (IH, d, J=3. 3 
Hz) , 6. 10 (IH, dd, J = 3. IHz, 1. OHz) , 6. 78 (l 
H, d, J=8. OHz), 7. 01 (IH, t, J = 7. 7Hz), 7. 13 
(IH, d,J = 7.3Hz). 

'H-NMR (CDC 1 3) 6:0.07 (3H, s) , 0. 11 (3H, s) , 



MMm 1 2 3 

( 1 ) mmm 1 3 1 
^m^rMMmi 2 2 
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0. 8 5-0. 9 5 (IH, m) , 0. 92 (9H, s) , 1. 24-1. 35 
(2H, m), 1. 52 (3H, d, J = 6. 3Hz), 1. 52-1. 55 (l 
H, m), 5. 27 (IH, q), 6. 28 (IH, d, J = 3. 4Hz), 7. 

07 (IH, d, J = 3. 6Hz) , 7. 31 ( 1 H, dd, J=8. 5Hz, 
7. 3Hz), 7. 92 (IH, dd, J = 7. 3Hz, 1. OHz), 8. 2 

8 (IH, dd, J = 8. 5Hz, 1. OHz). 

(3) (2) X'mhntim^2 mm^^W) . 3 0 0mg O. 8 7mmo 

(4) (3) -C#bttfcfk'g'!^2 0 Omg (0. 4 2 9 mm o 1 ) $:ffil^T# 

7 1 mm(o^mi^v^^ ^ @ mt^^ 9 2 m g ^mtzo 

»H-NMR ( DMSO- d «) 6 : 0. 8 0-0. 9 5 ( 1 H, m) , 1 . 1 
4 (3H, d, J=6. 3Hz), 1. 17-1. 28 (iH, m), 2. 25 
-2. 40 (2H, m), 3. 70-3. 74 (IH, m), 3. 80-3. 9 
0 (IH, m) , 4. 7 8-4. 8 5 (2H, m) , 7. 06 ( 1 H, dd, J 
.=7. 2Hz, 5. OHz), 7. 33 (2H, t., J = 7. 4Hz), 7. 4 
6 (IH, t, J = 7. 9Hz), 7. 76-7. 82 (IH, m), 8. 26 
-8. 30 (2H, m), 9. 90 (IH, s), 11. 0 (IH, br). 

12 4 

7"h7fcKn77i^ (1:1) 2mH::^j¥^L. ^iatCTSJtJ^^KlCl NJ^gg 1 . 
0ml «:ABxlT. SJ^:^^l^mS-e3 0:9-Mi^tfc„ Sf&^^i&fP«7KT-1^ftJ 

i^Lfcio nft^nm^^^v^'?^^- m^^'^j^-:^^ y-^^. 30 : d 

-Cmi!ita6<J<t:^!^^4. lmg*3j;Of^ll60iJl 2 70{t:^#F^3. 8mg#fc„ 
^H-NMR ( DMSO- dg) 6:0. 92-1. 09 (IH, m), 1. 1 
8 (2H, d, J = 6. 6Hz) , 1. 60-1. 74 ( 1 H, br) , 2. 6 
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8-2. 76 (IH, m) , 2. 8 0-3. 0 0 ( 1 H, m) , 3. 28 ( 1 H, 
dd, J = 11H2, 9. OHz), 3. 63 (IH, dd, J = llHz, 8. 
5Hz), 4. 87 (IH, dd, J = llHz, 5. 2Hz), 6. 97 (l 
H, d, J = 4. 6Hz) , 6. 9 9-7. 0 5 ( 1 H, m) , 7. 45-7. 
60 (2H, m) , 7. 6 8-7. 7 6 (IH, m) , 8. 19-8, 23 (l 
H, m), 8. 32 (IH, dd, J = 7. 7Hz, 1. 3Hz), 8. 94 (l 
H, br), 12. 00 (IH, br). 
ma s s : 3 2 3 (M+ l) *. 

MMM 12 5 

( 1 ) 128 ( 1 ) (Dit^m 12. 3g (38. 2mmol) ^xh7 

hh'Uy^yl^l 5 0ml|c:^fi?t. RJtM^- 7 8X:^Z.lf^mLtZo R^Mi^mm. 

y-f=f-)Vr)\^^=:-'Oh.(DV)VaLvm(i (l. OM) 4 6. 0ml 
(4 6. Ommo 1) ^(D^^RfS^fSSr 1 ^':^Wm^\.fz^ 

ft:S{kT>^^l>A7k^?^2 5m 1 ^SriDX-T^St^M bfco K^^m^MWi-^^^ 
^y^J>^-^n^XWk\^. itJ^Sr^iii Ufco ^SSri5^ n n7j>/Vi» i 5 Om 1 \z.m\ 
, L> -Y ^^y— yV-S. 20g (8 1. Immo 1,) *5j;t;«i5^nn hy>r y7"nf 
/Uix7i^9. 4 0ml (4 3. 9 mm o 1 ) S:^?a{C-CABx.T^S§rt^^^a^ 

T«ML. Mfe@{*^l 7. 2g^#fco 

(2) (1) T^e>*Lfc{k-^i^l 7. 2g (15. 6mmol) S:fflV^T#^ 
(2) (;iipC-CR;£:^m>^fe@(^sSr4. 9 0g#fco 

(3) (2) ■C*#btb;^dk#i^4. 90 g (12. 2mmo I ) §r7" h7t: K 
077:^7 Om 1 lc;^fi?t^ S^S^K^C^^a{:lT6N^g®|2 Om 1 SrAP;tT. 
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(4) (3) T'#P>nfc{t:^^fe>l 8 Omg (0. 7 3mmol) ^/^/—/\^ 
5. Om 1 *3j:Uf7' h7t Kny^^^l 6m 1 Id^fSL. K U ^^/l^T ^ i^O . 
2 0mK lO%y<yi^'pJ>^^m^miOOmg^m^. TK^^ij^TS O'CT' 1 
^Ffl^^^LfCo Sf^^KSriry-f hTiiigt. mm^^t^LXm^mi^l 6 Smg 

(5) (4) Xm^ntzit'^l^l 6 3mg (0. 7 5mmol) i2-t:°!;v' 
:/;«7/W/ifrzyl.Ti^Kl 0 7mg (0. 7 2mmol) ^m^^XMMM 1 K^CX 

^H-NMR ( DMSO- d g) 6 : 1. 03-1. 10 ( 1 H, m) , 3 . 0 
2-3. 21 (IH, m), 3. 3 0-3. 65 (4H, m), 3. 87-3. 
89 (IH, m) , 4. 9 5-5. 0 2 ( 1 H, m) , 7. 0 6-8. 4 5 (7 
H,, m) , 9 . 0 2 ( 1 H, b r ) , 11. 9 ( 1 H, , b r ) . 
ma s s : 3 3 9 (M+ 1 ) 

mmm 126 

( 1 ) HJS^J 1 2 5 (^^{k'^ife 8 5 m g (0. 2 5 Immo 1 ) Xl^hU 7i=i 
/1/;}n;^:7^' 3 2mg (0. 5 0 3 mm o 1 ) h 7 1 7 7 ( 6 m 1 ) 
^m^. i^y:x^^/l'V>^ri^\^0. 140ml (0. 6 5 Ommo 1 ) 
^^Jl-ryi^^Jl':ii^^i^U—V(Oh/i-=^>mi^ (4 0%) 0. 2 20ml (0. 

5 0 5mmo 1) ^^m^xmx.. Rft^^^mu^x immmwLfco RftM^ 

10:1) -Cf^iityto ^-T/W^AP^Ti^^2 4mgSr#y5:o 
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'H-NMR ( DMSO- dg) 6:0. 97-1. 10 (IH, m), 2. 7 
2-2. 82 (IH, m) , 2. 8 7-3. 0 0 ( 2 H, m) , 3. 10-3. 
20 (IH, m), 3. 30-3. 60 (2H, m), 4. 96-5. 01 (l 

H, m), 7. 03-7. 14 (IH, m), 7. 31-7. 34 (IH, m), 
7. 40-7. 50 (2H, m), 7. 77-7. 83 (lH, m), 8. 16 

(2H, br), 8. 26 (IH, d, J = 8. IHz), 8. 37 (IH, d, 
J=4. OHz), 10. 1 (IH, s), 11. 2 (IH, br). 
mass : 3 3 8 (M+ 1 ) +. 

mmm 127 

n&^it-^mt. mmmi 2 4(DmmRJt^^^:^^^^xnhi^\tzo 

^H-NMR ( DMSO- dg) 6:0. 45 (2H, d, J = 7. OHz), 

I. 55-1. 70 (IH, br), 2. 08-2. 19 (IH, m), 2. 4 
8-2. 68 (IH, m), 2. 88-3. 02 (IH, m), 3. 41-3. 
53 (1 H, m), 3. 66-3. 80 (IH, m), 4. 96 (IH, d, J 
= 5. 3Hz) , 6. 92 (IH, d, J=8. 3Hz) , 6. 99-7. 05 

(IH, m), 7. 46-7. 60 (2H, m), 7. 72-7. 77 (IH, 
m), 8. 20-8. 23 (IH, m), 8. 32-8. 37 (IH, m), 8. 
66 (IH, br), 12. 00 (IH, br). 
mass : 3 2 3 (M+ 1 ) 

MMM 12 8 

(1) fn-/i'-3-*/u7}^>->r/i-rt K$rfflv^T#%^^|J2<7) (1) tmm 



wo 01/07411 



259 



PCT/JPOO/04991 



(2) il) Vnhfhtzit^^l 3 Smg (0. 4 3 3 mm o 1 ) ^ffiV^T|| 

iS0iji2 2<D (2) tmm<Dmm\^v^^^nmt^'^^nrzo 

(3) (2) -C#^^^/Sl{l:^^^Srfflv^T#%^?iJ2<D (2) |51^<7)^Il{^:^igv^ 

(4) (3) T•#ibi^fc'^k^#J^fflV^T3l^£Ml 2 2(7) (4) t\5\m<D^mi^ 

( 5 ) ( 4 ) -r^nhtitimmm^m 22mg^2-fy i;':/;(7yW3jf ::r/WT K 
26mg (0. 17mmo 1) ^m^'^XMmm 1 tmm(D^m\^V^^rCo JRHL^i^ 

^^mu mm^mmi!^^-^h^^y^- i-^^^-i^-mm^^ji^. i : 2) r* 
miitr. m^i mmi^mw) i3xxfm^^2 (Mmf^mm ^ntio 

(6) (5) xmhfhfzm^i 1 img^p«^./-/^-xh7 

tKn^y:/ (1:5) 1. 2mllJ:^^U, ^W^XRj^^mi^l Nm.mi . 0 

10: 1) -C*t®IU B6<J{k^i^3. ImgSr^fdo 
'H-NMR (acetone-dg) 6:1. 29 (IH, br), 2. 52- 
2. 61 (2H, m) , 3. 00-3. 10 (2H, m) , 3. 29-3. 41 
(IH, m), 3. 54-3. 70 (2H, m), 5. 08 (IH, d, J = 5. 
4Hz), 7. 05-7. 12 (IH, m), 7. 23 (IH, d, J=8. 4 
Hz), 7. 32-7. 36 (IH, m), 7. 45 (IH, t, J = 7. 7H 
z), 7. 78-7. 87 (IH, m), 8. 36-8. 42 (2H, m), 8. 
96 (IH, br), 11. 9 (IH, br). 
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mmm 1 2 9 

(1) #%M2 i2) vmhtltzit^^lOOmg (0. 4 6 7mmol)C0 

(15ml) ^m^^m:iXWi^2 0 Omg (3. 5 8mmo 1 ) , 
6NJ®^0. 5 0 0ml (3. 0 Ommo I) ^M^, Rft^mi:^M.V3 O^AW: 
W LfCo Rft^m^^m=^i^/^ 2 0 0ml mfaMW:^ 1 0 0 m U 7k. 

^jSSri/y b^^^'Y— (17 3— ///vc- 3 0 0 , 

-g^^ai^/K 5 : 1) Tmiit. ^m^m^T 1 m g^mtCo 
[0 0 0 1 1 

(2) (1) T'^btT./c'fb-a'ifeS Omg^ffiV^X|IWJl il^^<D^|ilM(^t^V^ 

'H-NMR ( DMSO- d e) 6:6. 34 (IH, t, J=3. IHz) , 
6. 65 (IH, d, J = 3. IHz) , 7. 08 ( 1 H, dd, J=6. 7H 
z, 5. 6Hz) , 7. 2 4-7. 2 9 (3H, m) , 7. 38 ( 1 H, d, J 
= 7. 3Hz) , 7. 7 7-7. 8 3 ( 1 H, m) , 8. 27 (IH, d, J = 
8. 2H^), 8. 31 (IH, dd, J = 5. IHz, l..lHz), 10. 
1 (IH, brs), 11. 0 (IH, br). 

mmm 13 0 

mmmi2 2 (4) vmhntim^i mm\^mm) . soomg (o. 91 
mmoi) ^m^^xmrnmi 22 (5) (6) i:m^(Dmm^m^nmt^^2 

1 6 m g t:mCo 

'H-NMR ( DMSO- d J 6:4. 60 (2H, s) , 5. 65 (IH, 
br), 6. 20 (IH, s), 6. 68 (IH, s), 7. 14-7. 20 (1 
H, m), 7. 25 (IH, t, J = 7. 4Hz), 7. 35-7. 43 (2H, 
m), 7. 94 (IH, t, J = 6. 9Hz), 8. 20 (IH, d, J = 7. 
4Hz), 8. 34 (IH, d, J = 5. 5Hz), 10. 8 (2H, br). 
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MMm 1 3 1 

(1) 2-^n^-3 - - hn^S#^l 0. Og (40. 7mmol) , 2 
-Tir^y^t'n— /U8. gog (8 1. 6mmol) ^ffiV^T##{fij2 (l) t 

mm(D^m\^'i}^\'^n^mi^ 9. 2 0 g ^mtco 

(2) (1) X^nhtltiit^m2. OOg (5. 93mmol) ^|^ffl^^T#% 

(3) (2) T-#^tt/c<b^ife3 0 Omg (1. 17mmol) S^fflV^Tlli£ 

mi29t mm(D^mim\^ ^ s 2 ? ? m g ^^yto 

^H-NMR ( DMSO- d 6 : 6. 3 2-6. 3 5 ( 1 H, m) , 6 . 7 
4 (IH, s), 7. 07 (IH, dd, J = 7. 2Hz, 5. 2Hz), 7. 
19 (IH, s), 7. 26 (IH, s), 7. 40 (IH, t, J = 8. OH 
z), 7. 47 (IH, d, J = 8. 6Hz), 7. 66 (IH, dd, J = 7. 
9Hz, 1. 5Hz) , 7. 7 8-7. 8 3 ( 1 H, m) , 8. 25 ( 1 H, d 
d, J = 5. 2Hz, 1. 6Hz) , 8. 47 (IH, dd, J = 8. OHz, 
1. 6Hz), 10. 1 (IH, s), 10. 8 (IH, brs), 12. 0 (1 
H, s) . 

ma s s : 3 4 7 (M+ 1 ) 

mmm 1 3 2 

(1) 11*6^13 1 (1) -V'Shtltcit^^A. 5g (13. 4mmo l) iSr 

m\/^xmmmi2 2 (2) <D^miz.v^\*^n&im3. 9 4g^#fco 

(2) (1) ■Vnhntii[:^i^3. 94 g (8. 4 7mmol) ^rfflV^TllJS 

«?iii2 2 (3) (4) i:mm<7)mm\z.%\,^m^i mm^^^n) 2 3 8mg*5j: 
xfm^2 immft^m) 1. i4g^#y5:„ 

(3) (2) vnhtitzmS^l mmi^^W) 200mg (0. SSmmol) 
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(4) (3) T#^tifdl:^^2 4 7mg (0. 5 3mmol) ^fflV^T## 
m? t [HJ^CO^IilZlt^ V ^ @ mit"^^ 8 5 m g ^m^o 

»H-NMR ( DMSO- d e) 6:1. 58 (3H, d, J = 7Hz) , 5. 

02 (IH, q, J = 7Hz), 6. 07 (IH, d, J = 3Hz), 6. 55 
(IH, d, J=3Hz), 6. 96 (IH, brd, J = 8Hz), 7. 06 
(IH, t, J = 5Hz), 7. 22 (IH, t,'j = 7Hz), 7. 43 (1 

H, d, J = 7Hz), 7. 69-7. 75 (IH, m), 8. 23-8. 27 
(2H, m) . 

mmm 133 

(1) MMM2 9 9(D (1) (Dit-^m^l 6m&<D:x.^ y—jU iO. 2ml) 

^^m.X*l 5\^mmWLtCc RfL^^^mL. mm^TLC (Me r c k Ar 
t 5 7 4 4, -^df^-y-i^-f^^m^/U (1:5)) fmiiJ L B 8 m g ^#fCo 

(2) (1) <Dit^m8mg<DT hyt Kp:7-7V (2m 1 ) ^^KJ- 1 Nit®? 

1ml ^m^mm.vi s^mwLfco Rjt^m^m^\.. mm^^-T/i^-^^y 

^H-NMR (DMSO-de) 

0. 87 (3H, t, J = 7. 2Hz), 1. 07-1. 24 (IH, m), 1. 
28-1. 4 0 (2H, m), 1. 49 (2 H, tt, J = 7. 3, 7. 7Hz), 
2. 25-2. 58 (5H, m), 2. 71-2. 88 (4H, m), 3. 27 
-3. 34 (IH, m), 3. 38-3. 82 (IH, m), 4. 82 (IH, 
dd, J = 5. 4, llHz), 7. 03 (IH, d, J = 5. 4Hz), 7. 
17 (IH, s), 7. 32 (IH, d, J = 7. 5Hz), 7. 47 (IH, 
t, J = 7. 8Hz) , 8. 22 (IH, d, J = 5. 4Hz) , 8. 28 (l 
H, d, J = 8. 4Hz), 10. 1 (IH, br), 11. 1 (IH, br). 
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mass : 4 2 5 (M+ 1 ) 

mmm 1 3 4 

(1) 0^m8<Dit'^^^^^^xmmm2 8 9(D (e) i^2pi:Tsi^;^srm\ 

(2) (1 ) (Dit^mi 9mg. >r y:/n/-?y— 5 /z 1 RV^VV y zcz^)\^ 
yi^:^y^i^5 OmgcDT" hy^ h'nyyy (o. 2ml) ottci^^^PL. 

j^^. iif^^^lS LfCo aitSrT LC (Merck Art5744,:5' 

un/^/^A-p<i57y-/U (20:1)) t @ 6<Ji^ 1 8 m g ^r^fCo 

(3) (2) Olk^i^l 8mg$^ffiV^T. 1 1 lciiCTSJt£^^tto;fem> 
^3S6fiRJl3 3(^ (2) (r2|ICTSf&S:m\ «Mfb^#J<^iiii?*t^ LTefeHfls 
5 m g ^^yto 

'H-NMR (DMSO-de) 

1. 0 6-1. 20 (IH, m) , 1. 24 (6H, s x 2) , 2. 25-2. 
44 (3H, m), 2. 93-2. 99 (2H, m), 3. 11-3. 16 (2 
H, m), 3. 21-3. 36 (2H, m), 3. 49-3. 59 (IH, m), 
4. 80-4. 86 (IH, m), 7. 04-7. 0 6 (1H, m), 7. 26 
-7. 33 (2H, m), 7. 46 (IH, t, J = 7. 8H2), 8. 26- 
8. 29 (2H, m), 8. 78 (2H, br), 10. 2 (IH, s), 10. 
9 (IH, b r) . 
m a s s : 3 9 4 (M+ 1 ) 

MMM 13 5-136 

MMm 13 5 
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mass : 4 2 0 (M+ 1 ) ^. 

umm 1 3 6 

mass : 4 3 4 (M+ 1 ) ^. 
H^M 13 7 

( 1 ) 8 <D\t^9^mf-^ V ^/I'T/^T^ t V(D t e r t -y'^/Wjy ai =^ 

(2) (1) (Dit^<^^m^\ mmmi 33(0 (2) iz-mcxmrnit^^^vh 

5&fe@fls3mg^#;rco 
mass : 6 9 6 (M+ 1 ) ^. 

MMM 13 8 

(1) mmmi37(D (d o<b^«^^fflv>T##«?ij7{j:mcTSf&^m\ 

(2) (1) <Dit'^^t:m\'^xmmmi 330 (2) (cJpcTR;s:s:m\ m 

^H-NMR (DMSO-de) 

1. 0 6-1. 24 (IH, m) , 2. 2 5-2. 4 8 (2H, m) , 2. 49 
-2. 63 (IH, m) , 2. 9 8-3. 0 3 (2H, m) , 3. 13-3. 2 
7 (2H, m), 3. 27-3. 35 (IH, m), 3. 45-3. 79 (IH, 
m), 4. 11-4. 14 (2H, m), 4. 80-4. 85 (IH, m), 6. 
83-7. 01 (3H, m), 7. 22-7. 38 (3H, m), 7. 44-7. 
49 (IH, m), 8. 25-8. 29 (2H, m), 8. 90 (2H, br), 
10. 1 (IH, br), 10. 2 (IH, br), 11. 0 (IH, br). 
mass : 4 5 8 (M+ 1) 
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mmm 1 3 9 

( 1 ) 1 3 7 (7) (1 ) (Dit-^m 2 9 m g , t e r t -^>7Vi^;3(7-/1? 
h ( (Boc) 2O) I6mg, h V=^^/i^r 5: :/l 5 M I Pn;^/P 

(Merch Art5744,:^ n 0 7K/UA-p< /U (20:1)) Vt^ 

(2) (1) (^{k-a^i^a 5mgi^fflV^T#%fiaj7(cJpCTg6<Ji^2 4mgSr# 

/Co 

(3) (2) (7)i\:^m2 4mg. ^ I ^m^^x. mmm 1 3 

4(D (2) CTS6<J#>3mg <^^#fCo 

(4) (3) 0^k-a'i^8mg^fflV>T|ll!iMl 3 3<D (2) {CSpCTSf&^ff 
V>. ^Mfb^#l<^it^:^^bTefe@fls3mg§r#fCo 

'H-NMR (DMSO-dg) 

0. 91 (3H, t, 1 = 7. 5Hz), 1. 06-1. 24 (IH, m),.l. 
43 (2H, tt, J = 6. 6, 7. 5Hz), 1. 73 (2H, tt, J=6. 
6, 6. 6Hz) , 2. 2 5-2. 5 9 (3H, m) , 2. 9 8 — 3. 0 5 (2 
H, m) , 3 . 14-3. 24 ( 2 H, m) , 3 . 2 7-3. 3 5 ( 1 H, m) , 
3. 43-3. 65 (IH, m), 4. 03 (2H, t, J = 6. 6Hz), 4. 
15 (2H, brt, J = 5. 4Hz), 4. 79-4. 86 (IH, m), 6. 
97-7. 10 (3H, m) , 7. 2 7-7. 4 9 (5H, m) , 8. 25-8. 
29 (2H, m), 9. 01 (IH, br), 10. 1 (IH, br), 10. 
9 (1 H, b r ) . 
mass : 5 1 4 (M+ 1 ) 

MMM 14 0 

(1) #%0»l8(^{l:-a''^3 Omg&U5o-r=;^T/Uxfc K9 /z 1 ^SrfflV^^ M 
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mm8 4(D (2) icmCX^eyr^U^/uP^ (A) 1 6mgRXfi^TJl^^Jl^i^ (B) 
1 1 m g ^#/Co 

(2) (1) -A(Dit'^mi Gmg^m^Xmmmi 3 3<D (2) (;iipi:TS 
f&^tTV\ ^Mib'g'i^OJS®?:^^ trgJJ^feSfls 1 2 m g $r#fc<, 
'H-NMR (DMSO-de) 

1. 05-1. 12 (IH, m), 2. 26-2. 61 (3H, m), 2. 99 
-3. 05 (2H, m) , 3. 14-3. 21 (2H, m) , 3. 22-3. 3 
5 (IH, m), 3. 49-3. 84 (IH, m), 3. 85 (3H, s), 4. 
13-4. 17 (2H, m), 4. 81-4. 86 (IH, m), 6. 98-7. 

03 (2H, m), 7. 10 (IH, d, J=4. 8Hz), 7. 27-7. 3 

4 (2H, m) , 7. 4 0-7. 4 9 (3H, m) , 8. 2 6-8. 2 9 (2H, 
m), 9. 01 (2H, br), 10. 3 (IH, br), 10. 9 (IH, b 
r) . 

mass : 4 7 2 (M4- 1) 

mmm i 4 1 , 

Mt^mi40(D (1) -B<Dit^!^7mg^^\i^XMMmi 3 3(D (2) (dip 
^H-NMR (DMSO-de) 

1. 03-1. 10 (IH, m), 2. 26-2. 81 (3H, m), 3. 16 
-3. 4 0 (4H, m) , 3. 7 0 (3H, s) , 3. 7 5 (3 H, s) , 3. 
43-3. 99 (2H, m), 4. 29-4. 4 6 (4H, m), 4. 81-4. 
86 (IH, m), 6. 90-7. 13 (5H, m), 7. 27-7. 35 (2 
H, m), 7. 42-7. 51 (5H, m), 8. 22-8. 28(2 H, m), 
8. 93 (IH, br), 10. 3 (IH, br), 10. 8 (IH, br). 
ma s s : 5 9 2 (M+ 1 ) 



ife^J 14 2 
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(1) MMmiQ4(D (3) <Di\:^!\id3 Omg^T± v=•hVyi^-mt^=f■l- 
y (3 : I) 0. 4mi{;i^^L, Rjt^m^p^^^mm^Ltim. (boc) ^ 

00. 12ml, zihp:r^^2 5 m 1 - v^^ ^/I^T ^ / t° y 4 m g 

fCo ^^^TLC (Merck Art5744. :J' n p 7}>/UA- p{ ^ / — yl/ (3 
0:1)) -CJ^iit. HMi^ 3 2 m g^mco ;i<^^(^{c:oV>TH P L CTt^T 
^Xl^:^^— Sr^fiJt. Rt = 9. 6 4^ (CHIRALPAK AD (^-fi? 
Mt^liM (t*) > 0. 4 6 X 2 5 cm) , y -/U (20:8 

0 ) , 1 . 0ml /m i n ) (D^M (A) 1 2 m g RXJ^R t = 1 4 . 58 ^<D^ 
M (B) 1 3mg^#fCo 

(2) (1) -ARxTii) -BcDit^m^^^^x^fi^timmmi s (2) 

mass : 3 9 2 (M+ 1 ) 

niiS^y 14 3 

fee 

mass : 3 9 2 (M+ 1 ) 

Hjfe^J 14 4-147 
^ifi^ijl 4 4/^V^t^^gMl 4 7tt, ^JS^RJ 1 4 2 (d^^ CT^Jt LfCo 
14 4 

^H-NMR (CDC 1 3) 

1. 18 (3H, t, J = 7. 5Hz), 1. 16-1. 44 (IH, m), 2. 
40 (2H, q, J = 7. 5Hz) , 2. 36-2. 44 (2H, m), 2. 5 
7-2. 65 (IH, m) , 2. 87 ( 1 H, d d , J = 7. 2, 17Hz) , 
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3. 4 2-3. 5 3 (2H, m) , 3. 7 3 -3. 8 2 (IH, m) , 4. 80 
(IH, dd, J = 5. 7, llHz), 5. 54 (l H, dd, J=7. 2, 
llHz), 6. 97 (IH, d, J = 9. OHz), 6. 98 (IH, br), 
7. 5 6-7. 5 7 (2H, m) , 8. 20 (IH, d, J = 5. IHz) , 8. 
37 (1 H, d, J = 7. 2Hz) , 9. 05 (l H, br), 11. 9 (IH, 
b r ) . 

mass : 4 0 6 (M+ 1 ) ^. 



mmm i 4 5 

mass : 4 0 6 (M+ 1 ) 
14 6 

m a s s : 4 0 6 (M+ 1 ) ^. 
n 4 7 



mass : 4 0 6 (M+ 1 ) 
MMM 14 8-151 

m^m 14 8 

mass : 4 2 0 (M+ 1 ) 

mmm 149 



mass : 4 2 0 (M+ 1 ) ^. 



imm 1 5 0 



m 



a s s : 4 4 8 (M+ 1 ) 
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mmm i 5 1 

m a s s : 4 4 8 (M+ 1 ) 
^MM 15 2-155 

mmmi 5 2/.cv>li 5 5nm~(Di;^T:^y'u:^-r-vh^. ^m^i 5 etc 
mmmi 5 2 

m a s s : 4 3 4 (M+ 1 ) 
15 3 

mass : 4 3 4 (M+ 1 ) 
MMm 15 4 

mass : 4 3 4 (M+ 1 ) 

mmm 1 5 5 

mass,: 434 (M+ 1 ) 
MWl 15 6 

(1) HJifeMl 6 4(^ (3) cr>fb^#>3 Omg, 1 -fn y >'N-:^^v' K5 
9 m g RXJ^^ n n /1>/Wi^ 2 m 1 (DWi'^m^ 8 0 "C-C 2 3 ^fiiW^ LtCo ^f&^SSr 

jJ^^^iX-i^i^^it^, igi§, ii^KSrSi^tfCo ^^tSrTLC (Me r c h Art 
5 7 4 4. ^uu7t-^/UJ>.-^^ /--/U (20:1)) Tmi!{L> ^Mfe^fi^^*^2 
4 m g ^^tCo 



(2) (1) (^{b^#J6mg>S:fflV\ 
^ 5 m g ^^tCo 
'H-NMR (CDC 1 3) 



mmi3 3(D ( 2 ) \zm cxmmit^ 
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L. 2 2-1. 3 5 (IH, m) , 1. 5 8- 1. 8 6 (3H, m) , 1. 99 
-2. 17 (2H, m), 2. 35-2. 62 (4H, m), 3. 13-3. 2 
2 (IH, m) , 3. 3 3-3. 4 9 (2H, m) , 3. 7 2-3. 8 4 (2H, 
m), 4. 79 (IH, dd, J = 5. 7, llHz), 5. 08 (IH, t, 
J = 7. 2Hz), 6. 95-7. 01 (2H, m), 7. 47 (IH, t, J 
= 7. 5Hz), 7. 54 (IH. d, J = 6. 3Hz), 8. 09 (IH, s), 
8. 16 (IH, d, J = 5. IHz), 8. 32 (IH, d, J = 6. 6Hz), 
11. 9 (1 H, s) . 
mass : 4 2 0 (M+ 1 ) 

15 7 



m a s s : 4 2 0 (M+ 1 ) 

mmm 1 5 s 

( 1 ) mmm i.e 4 ( 3 ) (Dit-^m 3 0 m g mi 2 - < 2 h p^: h i/) 

X h^t Kn t'7:^5 3 n 1 SrfflV>, Mmmi 4 2 {;i3pDT@6<Ji^3 9mg&^ 

(2) (1) <^){k^#j7mg^ffiV\ mmmi^^<D (2) (dip CT^Jlfk-a^ 
«fe-Cfc5gJJMfe@<^4 m g $:#fCo 

>H-NMR (CDC I 3) 

1. 22-1. 39 (IH, m), 2. 35-2. 62 (3H, m), 3. 04 
(IH, dd, J = 6. 9, 17Hz), 3. 42-3. 82 (3H, m), 4. 

47 (IH, d, J = 14Hz), 4. 54 (IH, d, J = 14Hz), 4. 

79 (IH. dd, J = 5. 7, lOHz), 5: 66-5. 73 (IH, m), 

6. 85-6. 88 (IH, m), 6, 99 (IH, s), 7. 22-7. 26 
(IH, m) , 7. 48 (IH, t, J = 7. 8Hz) , 7. 54 ( 1 H, d. 
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mmm i e 4 

(1) ##^'J 6 3 . 0 8 g€rHP LCT^^5>f'J^^^TV\ R t = 1 4. 
5 45> (CH I RALCEL OD (y^ir/Wb^Xlfe (t5^) . 0 . 4 6 0 x 2 
5cm). -^^i^>->r yyp^^V— /I' (e O : 4 O) , O. 4m l /m i n) 
(D^AM (A) 1. 3 7gRU?Rt=2 5. 5 8^(7)5>®(B) 1. 2 1 g <^#fCo 

(2) (1) -A15. 6 gRXf (1) -B15. 9 g(::oV^T. 

-Bt Lxm^^mmw i o . 9 g ^mtc, 

(3) (2) -AO^b^!^7 2 ymg-^fflVX IlliS^^il 2 9 9 CO (l) l^llpCT 

m^^mB^^w 6 0 6 m g ^mco 

(4) (3) (TD^b-^tje 0 6mg;&fflV^, m^m3 0 0<D (l) {c!pCTe6<) 
1 2mgS:#fCo ;lO'^><^^-oV^TH P L C S:ffiV^Ti^7';^7' 1^:^-7— <£r:5^ 

fijL. R t = 2 2. ^5 8:»- (CH I RALPAK AD (^^T -fe/Hb^H^II , 
0. 46*x25cm) , ai^y — /u, 0 . 5ml /m i n ) (D^M (A) 3 6 
Omg25.T^R t = 3 8. 8 4^j^<D^m (B) 3 2 9 m g <^#fco 

(5) (4) -ARXJ^ (4) -BJCoVNTHlife^Sji 3 3(D (2) ICipDTKl^? 

srm\ (4) -A;5*e>iijs«^ii 6 4oit^mt Lx^n^^mmmn2 9 1 m 

g^l:. (4) -B^^h^mmi 6 5<Dit^t^tLX^M^^^B<^m2 3 5mg 
mass : 4 6 8 (M+ 1 ) 
MMM 16 5 
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'H-NMR (CDC 1 3) 

1. 24-1. 31 (IH, m), 1. 82-1. 99 (IH, m), 2. 30 
-2. 45 (3H, m) , 2. 5 8-2. 74 (3H, m) , 2. 82 (IH, 
dt, J = 5. 4, 9Hz), 2. 90 (IH, t, J=8. 7Hz), 3. 2 
9-3. 34 (IH, m), 3, 41-3. 50 (IH, m), 3. 62-3. 
81 (3H, m), 6. 79 (IH, dd, J=6, llHz), 6. 80 (l 
H, s), 6. 95 (IH, d, J=5. IHz), 7. 2 3-7. 36 (5H, 
m) , 7. 45 (IH, t, J = 7. 2Hz), 7. 53 ( 1 H, d, J = 7. 
5Hz), 8. 09 (IH, d, J = 5. 4Hz), 8. 25 (iH, s), 8. 
33 (IH, d, J = 9Hz), 12. 0 (IH, s). 
mass : 4 6 8 (M+ 1 ) ^. 



IMM 16 6-169 

mmm 1 6 e /^v> l 1 6 9 mt^rn 1 s 3 dip cxmrni^tic 
mi$^ 16 6 



ma s s : 3 9 2 (M+ 1 ) 



■MM 16 7 



+ 



ma s s : 3 9 2 (M+ l) +. 
HifeM 16 8 

m a s s : 3 9 2 (M+ 1 ) 

mmm i e 9 

ma s s : 3 9 2 (M4- 1 ) +. 



HjjgiJ 17 0 

mass : 4 7 8 (M+ 1 ) +. 
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mmm 1 7 1 

mMMl Q 4(Dit'^m^2 9 Img, (Boc) 2 . 8 6ml, 2 0 %7K 
mt^<yi^'>J^-i^mf&^l 5 Omg, ^m^^^^S Om 1 ^J' y — /V 5 m 

1 (Dm^-^i^^Ti^m^^Tx-e o°c, 15. smmmwhtz^ s^s^^ir^-f ht* 

^^'/I'C-SOO. -^dpf-v-glF^ai^/U (1 : 1~1 : 5) ) -CltML. 

-^i^ t Lxm^^-^mmm i s 3 m g &#/co 

'H-NMR (CDC 1 3) 

1. 22-1. 44 (IH, m), 1. 49 (9H, s), 1. 96-2. 04 
(IH, m) , 2. 2 7-2. 4 7 (3H, m) , 2. 5 8-2. 6 4 (IH, 
m), 3. 30-3. 34 (2H, m), 3. 41-3. 49 (2H, m), 3. 
57-3. 89 (3H, m), 4. 79 (IH, dd, J = 5. 7, llHz), 
6. 81 (IH, s) , 6. 88 (IH, d, J = 5. 4Hz) , 7. 46-7. 
57 (2H, m), 8. 15 (IH, d, J = 5. IHz), 8. 34 (IH, 
d, J=6. 9Hz) , 8. 76 (0, 5 H, br) , 8. 88 (0. 5 H, b 
r ) , 1 2. 0 (1 H, b r) . 
mass : 4 7 8 (M+ 1 ) ^. 

^MM 17 2 

mmm i e 5<Djt^^^m^^s mmm 1 7.1 j^ipcriHiitL/cio 

mass : 4 7 8 (M+ 1 ) 

mmm i 7 a 

mmm 1 e 3 (Dit'^m^m\'\ mmm 1 7 1 Kmcxm^Ltco 

ma s s : 4 7 8 (M+ 1) +. 

mmm i 7 4 

mmm I 7 0(Oi\:^m^2 5mgSUf4N:^^-v^;^-^1^:^6m 1 (DU^i^^ 
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7 m g ^#fCo 

'H-NMR (DMSO-dg) 

1. 07-1. 14 (IH, m), 1. 89-1. 97 (IH, m), 2. 25 
-2. 41 (3H, m) , 2. 4 2-2. 5 8 ( 1 H, m) , 3. 04-3. 7 
9 (7H, m), 4. 80-4. 86 (IH, m), 7. 09-7. 11 (IH, 
m), 7. 31-7. 34 (2H, m), 7. 47 (IH, t, J = 7. 8Hz), 
8. 26-8. 29 (2H, m), 9. 16 (2H, br), 10. 1 (IH, 
s), 10. 9 (IH, br). 
ma s s : 3 7 8 (M+ 1 ) 

MMm 17 5 

ma s s : 3 7 8 (M+ 1 ) ^. 
17 6 

mass : 3 7 8 (M+ 1 ) +. 

mmm i 7 7 

mass : 3 7 8 (M+ 1) ^ 

mmm 1 7 s 

MMm 17 4 (Dit^m<Oy± * W<Dm.m^^ 5 m g RXJ^ t e r t -zf^/l^ N 
- (2-;^dpyacf^yv) f.8mg§rfflV\ mmm8 4(0 (2) icSflC 

xmmit^i^smg^mco 

»H-NMR (CDC 1 3) 

1. 22-1. 42 (IH, m), 1. 45 (9H, s), 1. 82-1. 89 
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(IH, m) , 2. 2 9-2. 4 9 (3H, m) , 2. 51-2. 80 (4H, 
m), 2. 81-2. 98 (2H, m), 3. 22-3. 34 (3H, m), 3. 
41-3. 49 (IH, m), 3. 71-3. 81 (IH, m), 4. 79 (l 
H, dd, J = 5. 4, llHz), 5. 04 (IH, br), 6. 82 (IH, 
s) , 6. 93 (IH, d, J = 5. 7Hz) , 7. 46 ( 1 H, t, J = 7. 
8Hz), 7. 54 (IH, d, J = 7. 2Hz), 8. 10 (IH, d, J = 
5. 4Hz), 8. 30 (IH, d, J = 7. 8Hz), 8. 48 (IH, br), 
1 2. 0 (1 H, b r ) . 
ma s s : 5 2 1 (M+ 1) ^ 

MMM 17 9-182 

mmm i ? 9 /^v^ 1 8 2 (Dit^mt^mmm 1 8 3 icmcxmrnhtco 

MMM 17 9 . 



mass : 4 6 0 (M+ l) 
HjfeM 18 0 

mass : 4 6 0 (M+ 1 ] +. 



ijl 8 1 



mass : 4 6 0 (M+ 1 ) 

mmm 1 8 2 

mass : 4 6 0 (M+ 1 ) +. 
MMM 18 3 



'H-NMR (CDC 1 3) 

0. 93 (3H, t, J = 7. 2Hz), 1. 25-1. 43 (3H, m), 1 



wo 01/07411 



277 



PCT/JPOO/04991 



52 (2H, quintet, J = 7. 8Hz), 1. 71-1. 91 ( 1 H, 
m), 2. 32-2. 66 (8H, m), 2. 75 (IH, t, J = 7. 2Hz), 
2. 96 (IH, t, J = 8. 7Hz), 3. 30-3. 35 (IH, m), 3. 
42-3. 48 (IH, m), 3. 72-3. 82 (IH, m), 4. 79 (l 
H, dd, J = 5. 4, llHz), 6. 80 ( 1 H, br), 6. 96 ( 1 H, 
d, J = 5. 7Hz), 7. 47 (IH, t, J = 7. 5Hz), 7. 54 (l 
H, d, J = 7. 5Hz), 8. 10 (IH, d, J = 5. 7Hz), 8. 34 
(IH, d, J = 8. IHz) , 8. 38 ( 1 H, br), 12. 0 (IH, b 
r) . 

mass : 4 3 4 (M+ 1 ) 
Hife^iJ 18 4-190 

MMm 18 4 /^v^ UHligM 19 0 (Dit^m-i.MMm l8 3\zm Crl^it L^Co 

MMm 18 4 

mass : 4 3 4 (M+ 1 ) 



8 5 



mass : 4 3 4 (M+ 1 ) +. 



mm 18 6 



mass : 4 3 4 (M+ 1 ) 



mm 18 7 



m a s s : 5 6 1 (M+ 1 ) 



m^m 18 8 

ma s s : 5 6 1 (M+ 1) +. 



mmm 18 9 
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m a s s : 5 6 1 (M+ 1 ) 

mmm 1 9 0 

m a s s : 5 6 1 (M+ 1 ) 
MMm 19 1 

mass : 4 6 1 (M+ 1 ) +. 
19 2 

m a s s : 4 6 1 (M+ l) 
19 3 

'H-NMR (DMSO-dg) 

1. 04-1. 11 (IH, m), 1. 65-2. 03 (3H, m), 2. 19 
-2. 59 (9H, m), 3. 13-3. 34 (3H, m), 3. 36-4. 0 
3 (6H, m), 4. 84 (IH, dd, J = 5. 4, lOHz), 7. 33 (l 
H, d, J = 7. 2Hz), 7. 47 (IH, t, J = 7. 8Hz), 7. 16 
-7. 55 (2H, m), 8. 26 (IH, d, J = 7. 8Hz), 8. 31 (l 
H, d, J = 5. 4Hz) , 9. 52 ( 1 H, br), 10. 3 ( 1 H, brd, 
J = 10Hz), 10. 8 (IH, br), 11. 7 (IH, br). 
m a s s : 4 6 1 (M+ 1 ) +. 

MMM 19 4 

m a s s : 4 6 1 (M+ 1 ) 
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MMM 19 5-210 

MMm 1 9 5 2 10 (7)^b^tlfl,^»j 1 8 3 iZ^ ZXmm Lt^o 

MMm 19 5 

m a s s : 4 8 8 (M+ 1 ) 

mmm 1 9 e 

ma s s : 4 8 8 (M+ 1 ) ^. 

mmm 197 

ma s s : 4 8 8 (M+ l) 

mmm 1 9 s 

ma s s : 4 8 8 (M+ 1 ) +. 

mmm 199 

ma s s : 5 0 4 (M+ 1 ) 

mmm 200 

m a s s : 5 0 4 (M+ 1 ) 

mmm 201 

ma s s : 5 0 4 (M+ 1 ) 

mmm 202 

ma s s : 5 0 4 (M+ 1) 



mmm2o 3 

mass : 4 9 4 (M+ 1) *. 
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mmi\ 2 0 4 

mass : 4 9 4 (M+ 1 ) 
2 0 5 

ma s s : 4 9 4 (M+ 1) 

MMM 2 0 6 

mass : 4 9 4 (M+ l) 
MMM 2 0 7 

ma s s : 5 5 1 (M+ l) 

mmm 2 o s 

ma s s : 5 5 1 (M+ 1 ) 

mmm 209 

m a s s : 5 5 1 (M+ l) 
MMM 210 

m a s s : 5 5 1 (M+ 1 ) +. 
MMM 2 11-240 

mMm 2 1 1 ti^^^Lmmm 240 (Dit-B^mt^mmm 1 7 s icjp zxmm htio 
mmm2 1 1 

mass : 4 3 4 (M+ 1 ) 



mmm 2 1 2 • 

mass : 4 4 8 (M+ 1 ) +. 
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mmm 2 1 3 

mass : 4 8 2 (M+ 1 ) 
mW.m 2 1 4 

mass : 4 6 2 (M+ 1 ) 

mmm 215 

mass : 4 2 0 (M+ 1 ) 
HM 2 16 

ma s s : 5 1 8 (M+ 1 ) 

mmm 2 1 7 

ma s s : 5 1 8 (M+ 1 ) 

mmm 2 i 8 

m a s s : 4 4 8 (M+ 1 ) 
MMM 2 19 

m a s s : 4 4 6 (M+ 1 ) 
MMM 2 2 0 

m a s s : 4 7 4 (M+ 1 ) ^. 
^iS^li2 2 1 

m a s s : 4 2 0 (M+ 1 ) 



^jSSM 2 2 2 
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m a s s : 4 6 2 (M+ 1 ) 



HjfegiJ 2 2 3 

ma s s : 5 0 7 (M+ 1 ) 
MM^\ 2 2 4 

m a s s : 5 1 2 (M+ 1 ) ^. 
mm^l 2 2 5 

mass : 5 1 2 (M+ 1) 
Mi^M 2 2 6 

mass : 4 8 4 (M+ l) 

mmm 227 

mass : 4 5 8 (M+ 1 ) 
2 2 8 



ma s s : 5 0 4 (M4- 1 ) +. 

mmm 229 

mass : 4 5 0 (M+ 1 ) +. 
MMM 2 3 0 

mass : 4 3 2 (M-h 1 ) 
HafegiJ 2 3 1 

m a s s : 5 1 9 (M+ 1 ) \ 
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MMM2 3 2 

mass : 4 5 7 (M+ l) ^. 

mmm 233 

mass : 4 7 1 (M+ 1) 
HJSfegil 2 3 4 

ma s s : 4 6 9 (M+ 1 ) ^. 
Hjfe^l 2 3 5 

ma s s : 4 6 9 (M+ 1 ) 
mMM 2 3 6 

mass : 4 6 9 (M+ 1 ) 
2 3 7 

ma s s : 4 5 2 (M+ 1 ) 

mmm 2 3 8 

ma s s : 4 7 2 (M+ 1 ) +. 

mmm 239 

m a s s : 4 5 8 (M+ 1 ) 
MMM 2 4 0 

m a s s : 5 2 2 (M+ 1 ) 
HiSgiJ 2 4 1 

HJSMl 7 8<7)fb^#J<^4mg;S:fflV>. Illi^?ijl3 3<0 (2) (i'ipCTSlJ?^ 
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^H-NMR (CD3OD) 

1. 14-1. 2 8 (IH, m) , 1. 5 1-1. 7 6 ( 1 H, m) , 2. 3 0 
-2. 48 (3H, m) , 2. 6 2-2. 7 5 (2H, m) , 3. 42-3. 7 
6 (10 H, m), 4. 95 (IH, dd, J = 5. 7, llHz), 7. 55 
(IH. br), 7. 57-7. 59 (3H, m), 8. 04-8. 07 (IH, 
m), 8. 30(1H, d, J = 6. 6Hz). 
mass : 4 2 1 (M+ 1 ) 

MMM 2 4 2-247 

2 4 2 /^V ^ LUSg^iJ 2 4 7 (Dit^m^i. 1 7 8 |C2p CTMig t/Co 

2 4 2 

mass : 5 0 0 (M+ 1 ) +. 



(M+1) 



(M+1) +. 

mmm2 4 5 

mass : 4 8 6 (M+1) 
2 4 6 

mass : 4 7 2 (M+ 1 ) 
4 7 



llZiigll 2 4 3 
mass : 5 1 4 



iMM 2 4 4 



mass : 5 1 4 



mass : 4 8 4 



(M+1) 
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mmm 2 4 8 
mmm 249 i-m zxmm ltc, 

mass : 4 9 6 (M+ 1 ) 

mmm 249 

MMmi 7 4(D^\:^i^<Dy±^W(Dm.mm.5mg^T± h^-Tk (2:1) (0. 

3ml) immu mmi-hv ^j»4mg^i}[\^xox:\z'/^mu mt2, e- 
/jN/vAT-tttbL. w^ssttk. m^-km^xm^x^xmm-^^^i^^j^^nmk. 

iiig, mm^W^\^f^o ^^5rTLC (Merch Art5744.i5't3a;}s 

7i.A-7«>5'y-/i- (20:1)) xmm\^. mmit^mtx^xn^m^^mg^ 

^H-NMR (CDC 1 3) 

1. 21-1. 36 (IH, m), 2. 06-2. 18 (IH, m), 2. 33 
-2. 64 (4H, m), 3. 24-4. 03 (6H, m), 4. 21-4. 2 
7 (IH, m), 4. 74-4. 83 (IH, m), 6. 74 (0. 5H, s), 
6. 82 (0. 5H, s) , 6. 88 (0. 5 H, d, J = 5. 7Hz) , 6. 
94 (0. 5H, d, J = 5. 7Hz) , 7. 2 3-7. 3 8 (3H, m) , 7. 
45-7. 77 (2H, m), 8. 16 (IH, dd, J = 5. 4, 12Hz), 
8. 31 (iH, t, J=8. 4Hz), 8. 53 (IH, s), 11. 8 (0. 
5H, s) , 11. 9 (0. 6H, s) . 
ma s s : 5 5 0 (M+ 1 ) *. 

%m.m 2 5 0-2 5 3 

m%m 2 5 0 /.c V > \^mmm 253 <oi\L^m-t. nm 2 4 9 t^isp zxw^ ltco 
mmm 250 

mass : 4 8 8 (M+ 1 ) 



mmm 2 5 1 
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mass : 4 8 3 (M+ 1 ) 
MMm 2 5 2 

m a s s : 4 8 3 (M+ 1 ) 
2 5 3 

mass : 4 8 3 (M+ 1 ) ^. 
2 5 4 

(1) 6 4 05 (1) (Di\L^9^3. 8 g ^^tJ?^ ^ — 7U h y 7 7 — h (l 
TPSL/c) 2. 8 g$rffiV>T||JSM2 6 4(7) (3) <^;fyfel^JpCT^fett^«^ 

(2) (1) (Dit^mi. 9 e^m^^xmmmso (2) . o) (^^i^t^is^ 

C T . e fe@ 2 3 0 m g Sr#fCo 
>H-NMR (DMSO-dg) 

1. 28 (IH, m), 2. 20-2. 80 (7H, m), 3. 22 (IH, d, 
J = 2. 6Hz), 3. 45 (IH, m), 3. 67 (2H, s), 3. 78 (l 
H, m) , 4. 7 9 (IH, d d, J = 5. 6, 1 1 Hz) , 6. 3 6 (IH, 
br), 6. 88 (IH, s), 7. 00 (IH, d, J = 5. 6Hz), 7. 
20-7. 5 0 (6H, m) , 7. 50 (IH, d, J = 7. 9Hz) , 8. 1 
0 (1H, d, J = 5. 6Hz), 8. 35 (IH, d, J = 7. 9Hz), 8. 
86 (IH, s), 12. 0 (IH, br). 
mass : 4 8 0 (M+ 1 ) 

MMM 2 5 5 

mMi^2 SACDit-^l^l 6 0mg?:fflV^T##^»J3^c:mDTSJf^?i&m\ Sfe 
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Si*: 5 2 m g 

'H-NMR (DMSO-dg) 

1. 32 (IH, m) , 1. 7 0-2. 0 0 (4H, m) , 2. 03 (2H, m) , 

2. 2 5-2. 8 0 (4H. m) 3. 0 8 (2H, m) , 3. 4 9 (IH, m) , 

3. 60 (2H, s), 3. 81 (IH, m), 4. 82 (IH, dd, J = 5. 

6, llHz), 6. 72 (IH, s), 6. 92 (IH, d, J = 5. 2Hz), 

7. 20-7. 50 (5H, m), 7. 49 (IH, t, J = 7. 9Hz), 7. 
55 (IH, d, J = 7. 9Hz), 8. 07 (IH, s,), 8. 15 (IH, 
d, J = 5. 2Hz), 8. 40 (IH, d, J = 7. 9Hz), 12. 0 (l 

H, b r ) . 

mass : 4 8 2 (M+ 1 ) 
MMM 2 5 6 

1— <i^v?yU-3-t°-<y K>'^fflVNT^»!l2 5 4(3:mi:TSJ&^lrm\ & 
5 2 m g ^mco 
'H-NMR (DMSO-dg) 

I. 30 (IH, m), 2. 20-2. 80 (7H, m), 3. 35 (IH, d, 
J = 2. OHz) , 3. 48 (IH, m) , 3. 72 (2H, s) , 3. 76 (l 
H, m) , 4. 81 (IH, dd, J = 5. 7, llHz) , 6. 44 ( 1 H, 
m), 6. 78 (IH, s), 6. 95 (IH, d, J = 5. 6Hz), 7. 2 
0-7. 40 (5H, m), 7. 49 (IH, d, J = 7. 9 Hz), 7. 53 

(IH, d, J=7. 9Hz) , 8. 1 1 (IH, d, J = 5. 6Hz) , 8. 
35 (IH, d, J = 7. 9Hz), 8. 52 (IH, s), 12. 0 (IH, 
b r) . 

mass : 4 8 0 (M4- 1) +. 



mmm 257 

fl£l 2mgiS:#yho 
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'H-NMR (DMSO-dg) 

1; 20-1. 40 (IH, m), 1. 60-2. 20 (5H, m), 2. 20 
-2. 70 (3H, m) , 2. 8 0-3. 0 0 (3H, m) , 3. 45 ( 1 H, 
m) , 3. 5 5 (2H, s) , 3. 7 5 (1 H, m) , 4. 7 8 ( 1 H, dd. 
J = 5. 6, llHz), 6. 71 (IH, s), 6. 87 (IH, d, J = 5. 
2Hz), 7. 10-7. 40 (5H, m), 7. 47 (IH, t, J=7. 5 
Hz) , 7. 54 (IH, d, J = 7. 9Hz) , 8. 08 ( 1 H. d, J = 5. 
2Hz), 8. 12 (IH, s), 8. 34 (IH, d, J = 5. 2Hz), 1 

2. 0 (1 H, b r ) . 
mass : 4 8 2 (M+ 1 ) 

^mm 2 5 8 

mMm2 5 6(Dit^m^l 8 0mgffiV>T|IWj2 6 OJCi^CT, 1 
7mg#fc:o 

'H-NMR (DMSO-dg) 

1. 25 (IH, m), 2. 20-2. 70 (5H, m), 3. 01 (2H, m), 

3. 4 5 (IH, m) , 3. 7 0 (2fl, s) , 3. 7 5 (l H, m) , 4. 7 
9 (IH, dd, J = 5. 6, llHz), 6. 48 (IH, m), 6. 67 (l 

H, s), 6. 98 (IH, d, J = 5. 2Hz), 7. 46 (IH, t, J = 

7. 9Hz) , 7. 52 (IH, s) , 7. 58 (l H, d, J = 7. 9Hz) , 

8. 30 (IH, d, J = 7. 9Hz), 12. 0 (IH, br). 
m a s s : 3 9 0 (M+ 1 ) 

Hjj^j 2 5 9 

'H-NMR (DMSO-dg) 

I. 2 5 (IH, m) , 2. 2 0 (3H, s) , 2. 3 0-2. 8 0 (5H, m) , 
3. 4 0-3. 9 0 (4H, m) , 4. 42 (2H, m) , 4. 81 ( 1 H, d 
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d, J = 5. 6, llHz), 6. 50 (IH, m), 5. 82 (IH, s), 
7. 00 (IH, d, J = 5. 2Hz), 7. 48 (IH, t, J = 7. 9Hz), 
7. 55 (IH, d, J = 7. 9Hz) , 8. 20 (2H, m) , 8. 35 (l 

H, d, J = 7. 9Hz) , 11. 9 (IH, br) . 
mass : 4 3 2 (M+ 1 ) 

mmm 2 e o 

( 1 ) MMM 2 5 4 (Dit-^!^^ 280mg, ^uu i-^xnu 
7"/^ 1 0 0 m g , h y ^^/UT ^ 7 1 m g n o tJ^/va 5 m 1 <D^^f^^ 

y ^ — {U^—^;\^C-2 0 0,^ xiui^jVJi.-:^^ ( l O 0 : 0~9 8 : 

2) ) T^iliL, 2 9 5 m g <7)@flc<Sr#fCo 

(2) (1) (?)ib-a'#>2 9 5mg$r^:$'y-/U (5m 1 ) {ei^^L. 3^r«1S 

^)ioy;i^-f3yJ^^^-^h^yy^'- (FL6 0D (S±v/ U i^Ttsl^^^tt) . ^ 
uuitsfVJ^-:^^ J—fV (100:0-95:5)) T'ffiiiL, \ 6 

0 m g ^#fCo 

^H-NMR (DMSO-de) 

I. 2 8 (IH, m) , 2. 4 0 (3H, m) , 2. 6 2 (IH, m) , 3. 1 
2 (2H, m) , 3. 45 (l H, m) , 3. 59 (2H, s) , 3. 77 (l 
H, m) , 4. 80 (IH, dd, J = 5. 6, llHz) , 6. 42 (IH, 
m), 6. 81 (IH, s), 7. 02 (IH, d, J=5. 3Hz), 7. 2 
6 (IH, s), 7. 46 (IH, t, J = 7. 9Hz), 7. 55 (IH, d, 
J = 7. 9Hz) , 8. 13 (IH, d, J = 5. 3Hz), 8. 33 (IH, 
s,), 8. 35 (IH, d, J = 7. 9Hz), 12. 0 (IH, br). 
mass : 3 9 0 (M+ 1 ) 
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^mm 2 6 1 

•^^^iy^j>>^mi^mm\^x. mwL^m.m\.t^o n^^ri^c (Me r c k a 

r t 5 74 4. ^uuit^jVM.-/^ (9:1)) T'ISSSJL. fife^^Sm 

g Sr#;fco 

'H-NMR (DMSO-dg) 

1. 2 5 (IH, m) , 2. 2 2 (3H, s) , 2. 2 0-2. 8 0 ( 5 H, m) , 
3. 4 0-3. 9 5 (4H, m) , 4. 3 5 (2H, m) , 4. 8 2 ( 1 H, d 
d, J=5. 6, llHz), 6. 40 (IH, m), 6. 80 (IH, s), 
7. 03 (IH, d, J = 5. 6Hz) , 7. 49 ( 1 H, t, J = 7. 9Hz), 
7. 57 (IH, t, J = 7. 9Hz) , 8. 20 (2H, m) , 8. 33 (l 

H, d, J = 7. 9Hz), 11. 9 (IH, br). 
mass : 4 3 2 (M+ 1 ) 

l|]!fe^J 2 6 2 

Ilife0ij2 6 0(^{b'^tJ^S:2 OmgfflV^T^WJ8 40 (2) \Z.mZXn^mW- 
3 m g ^%fCo 

^H-NMR (DMSO-dg) 

I. 05-2. 20 (14 H, m), 2. 20-2. 90 (6H, m). 3. 2 
2-3. 50 (3H, m), 3. 70-3. 82 (IH, m), 4. 78 (IH, 
dd, J = 5. 8, llHz), 6. 37 (IH, m), 6. 77 (IH, s), 

7. 01 (IH, d, J = 5. 4Hz), 7. 54 (IH, d, J = 7. 8Hz), 

8. 12 (IH, d, J = 5. 4Hz), 8. 32 (IH, d, J = 7. 8Hz), 
1 2. 0 (1 H, s) . 

mass : 4 7 2 (M+ 1 ) ^. 

lltSgiJ 2 6 3 
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mmm 253 <Dit^mt. mmm 2 e 2 (cm cxmm ltco 

m a s s : 5 0 6 (M+ 1 ) 

mmm 2 6 4 

(1) 4 - ^ t2 X2 \i° }) iyl^- 1-tifVifsl/^:f^ ^/l-:^:^T/l^(Dm.m&3 g 
^^-b-^-l 4 0ml icMx.. ^=3fi^7'^/V>^^V8. 4 gRXfy" hv^:^ MJ 7 

Lxnhtitimm^i^]}:^^^^:^yJ^^^-7h^y-7^— (17 =i->//uc- 2 o 

0> -»drf->^-g^^ni^/i^ (1:0-2:1)) TlfiSjL. M^m^^O. 9g 

(2) (1) (Dit^me. 3 g^m^xmmmao (2) . o) <D:^m\^m 

ex. mV^m2. 8gSr#fCo 

(3) (2) (Dit-t^ 6 0 m g . 3 -:/D^fc'i; ^^^4 7mg, 2-v'->^n 
^=3ri^y *:;^7^y) t*7i::^/P2 1 m g , ^g-fki; 9mg , hU:^v?^:/ 
v?];7=Vv^/-«7v''>A2 1 mg^m^T" h^t h'viyy^^2m 1 <^il^«^^ 1 Bfeat 

»ELfco Sf&?^ici o%:7 5,it::<7y •^atk^?^, ^ ^u^/i^j^:^mx.^mm^^ 

i^LfCo ait^SrTLC (Merck Art5744, n p 7^;WA-p« ^ / — 
/V (9:1)) TmiSlU efe^B^aSmg^^yho 
»H-NMR (DMSO-dg) 

1. 10-1. 20 (IH, m), 2. 33-2. 40 (IH, m) , 2. 40 
-2. 78 <2H, m) , 3. 2 8-3. 3 3 ( 1 H, m) , 3. 53 (1 H, 
m), 4. 84 (IH, m), 7. 31 (IH, d, J = 7. 7Hz), 7. 4 
3-7. 49 (IH, m) , 7. 56 ( 1 H, d d, J = 4. 5, 7. 7Hz) , 
7. 61 (IH, s), 8. 10 (IH, dd, J = 2. 3, 7. 7Hz), 8. 
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30 (IH, d, J = 7. 7Hz), 8. 41 (IH, d, J=5. 5Hz), 
8. 68 (IH, d, J = 5. 5Hz), 8. 91 (IH, d, J = 2. 3Hz), 
10. 0 (IH, s), 11. 0 (IH, br). 
m a s s : 3 8 6 (M+ 1 ) 

MMm 2 6 5-277 

MMM 2 6 5 



m a s s : 3 8 5 (M+ 1 ) ^. 
MMM 2 6 6 

mass : 4 2 3 (M+ 1 ) 
MMM 2 6 7 

mass : 3 8 6 (M+ 1 ) 

mmm 2 6 8 

m a s s : 3 8 6 (M+ 1 ) 

mmm 2 e 9 

m a s s : 3 9 2 (M+ 1 ) +. 

mmm 270 



mass : 3 9 1 (M+ 1 ) 



7 1 



mass : 4 6 5 (M+ 1 ) 

mmm 21 2 
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ma s s : 4 3 5 (M+ 1 ) 
MMi^ 2 7 3 

ma s s : 4 3 5 (M+ l) 

nmm 2 7 4 

ma s s : 3 9 1 (M+ 1 ) ^. 

mmm 275 

ma s s : 3 8 9 (M+ 1 ) +. 

mmm 276 

mass : 4 0 7 (M+ 1 ) 

mmm 277 

mass : 4 4 5 (M+ 1 ) ^. 

mmm 2 7 8 

mmm 8 2 (Dit^m^m^^xmmm 2 6 1 icmzxRjt^^m\ efe@i*^9m 

'H-NMR (DMSO-dg) 

0. 89 (3H, t, J = 7. 3Hz), 1. 15 (IH, m) , 1. 5 7 (2 
H, q, J = 7. 3Hz), 2. 15 (2H, q, J = 7. 3Hz), 2. 20 
-2. 60 (3H, m) , 3. 30 (IH, m) , 3. 55 ( 1 H, m) , 4. 
24 (IH, d, J = 6. GHz), 4. 82 (IH, dd, J = 5. 6, 11 
Hz) , 6. 92 (IH, d, J = 5. 6Hz) , 7. 13 ( 1 H, s) , 7. 
46 (IH, t, J = 7. 9Hz), 7. 48 (IH, d, J = 7. 9Hz), 
8. 23 (IH, d, J = 5. 6Hz) , 8. 30 ( 1 H, d, J = 7. 9Hz), 
8. 42 (IH, t, J = 6. OHz), 9. 97 (IH, s), 11. 3 (l 
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H, b r ) . 

mass : 4 0 8 (M+ 1 ) 

mmm 279 

MMm 8 0 (Dit-^m 3 0 m g m^mt^^ y >r y^^^v^^ ^/^/i^/uat ^ v\z.m 

TLC (Merck Art5744, d t3 h^t Kn77i/(7 : 

3) ) T'ltML, efe|ig^B8mg^#/S:„ 
'H-NMR (DMSO-dg) 

0. 97 (3H, t, J = 7. 3Hz) , 1. 25 ( 1 H, m) , 1. 70 (2 
H, q, J = 7. 3Hz), 2. 30-2. 60 (IH, m), 2. 40 (2H, 
q, J = 7. 4Hz), 2. 30-2. 55 (2H, m), 2. 60 (IH, m), 
3. 45 (IH, m), 3. 79 (IH, m), 4. 80 (IH, dd, J = 5. 
6, llHz) , 5. 13 (2H, s) , 6. 84 ( 1 H, s) , 6. 96 (l 
H, d, J = 5. 5Hz), 7. 49 (IH, t, J = 7. 9Hz), 7. 55 
(IH, d, J = 7. 9Hz), 8. 19 (IH, d, J = ^. 5Hz), 8. 
31 (IH, d, J=7. 9Hz), 11. 9 (IH, br). 
mass : 4 0 9 (M+ 1 ) 

nikm 2 8 0 

mass : 4 4 9 (M+ 1 ) 

Mmm 2 8 1 

2 8 1 (Dit^mt. mmm 2 7 8 icisn zxmmLtzo 

m a s s : 4 4 8 (M+ 1 ) 

mmm 282 
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^ ^ y -/L' 3 6 m 1 (Du^m^ 1 n^feM L^co Ri^^m^mm mm^m^MM 

(17='— 0 0. a P7Jn7UA-p< ^ y — /u (1 0 0 : 0~9 8 : 
2) ) T'lSML. nmmi. 0 5g§r#fc„ 

(2) 0^M3(Dit'^mi. 8g. hyi^^nug^^lETKtJO. 3 5ml, by 
3i^/PT5: VO. 2ml, mt?^f-l^y5m 1 RTJ^x h^t Ko^^i^lOml 

0, ^nn;J>/Ui>.-7^ h^t Kn 7^ :/ ( 9 : 1 ~ 8 : 2) ) T-M®!L, tIfeM 

^^hihfcit^mi. 7 7g, (1) <Z){k:^tJl. 0 5 g, DBUlm 
p<^y^>^7^/-}^dr^/ K8 m 1 (D^S-^i^^: 1 0 OX^X^ sm^mWLfCo Rft-W^^ ^ 

tin-^/vj^x^m.\.. maiam.Tf^x'mi^vxmm-^^^i^'^j^n^^s mm. 

2 0 0, {^xiuHTsfV^^-:^^ (97:3)) TitML, 2 1 g 

(3) (2) (^fb-^i^SOOmg, 1 N;Kg^^^k:^ h y •^ATk^lKl Om 1 su? 
p« y -/V 3 m 1 (DU^!^^ 9 0 "CT- 1 ^^^i^ LfCo SfS^^ 1 NJ^^T* p H 

r^L, afe@{$8 Omg^£:#/c„ 

(4) (3) <O\t^miSmg^m\'^X%mm4 0 9(D (1) dSpCT, ^Jl 
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»H-NMR (DMSO-dfi) 

0. 92 (3H, t, J = 7. 2Hz), 1. 13 (IH, m), 1. 32 (1 
H, m) , 1. 53 (2H, m) , 2. 20-2. 7 0 (3H, m) , 3. 20 
-3. 70 (4H, m), 4. 85 (IH, dd, J=5. 6, llHz), 7. 
32 (IH, d, J = 7. 9Hz), 7. 38 (IH, d, J = 5. 2Hz), 
7. 49 (IH, t, J = 7. 9Hz), 7. 75 (IH, s), 8. 30 (l 
H, d, =7. 9Hz), 8. 43 (IH, d, J = 5. 2Hz), 8. 70 (l 
H, t, J = 6. 7Hz), 10. 1 (IH, s), 10. 8 (IH, br). 
m a s s : 4 0 8 (M+ 1 ) 

MMM 2 8 3-286 

mmm 2 8 3 fji^^Lmmm 2 8 6 (Dit-^mn.mmm 282 iz.m cxmm Lfc„ 

MMM 2 8 3 

mass : 4 3 4 (M+ 1) 

mmm 2 8 4 

mass : 4 4 3 (M+ 1 ) 
MMM 2 8 5 

mass : 4 4 3 (M+ 1 ) 
2 8 6 

mass : 4 4 3 (M+ 1 ) 

mmm2 8 ? 

(1) 4y^yV:^-3 -;&/U/}?v^9 O m g $^fflV^T#%««J 1 IciipCT^fe 
1 4 m g ^ntco 

(2) (1) (Dit^^i ^mg^m\'^xmmi7 9iz.mcxmmit^'^-ch^ 
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'H-NMR (DMSO-dg) 

1. 10-1. 20 (IH, m) , 2. 2 5-2. 5 0 (2H, m) , 2. 58 
-2. 70 (IH, m), 3. 20-3. 40 (IH, m), 3. 48-3. 6 
2 (IH, m), 4. 83 (IH, dd, J = 5. 6, lOHz), 7. 33 (1 

H, d, J = 7. 9Hz) , 7. 49 (2H, m) , 7. 70 (IH, t, J = 

7. 9Hz), 7. 87 (IH, d, J = 7. 9Hz), 8. 02 (IH, s), 

8. 07 (IH, d, J = 7. 9Hz), 8. 31 (IH, d, J = 7. 9Hz), 

9. 18 (IH, s), 9. 70 (IH, br), 9. 90 (IH, s). 
mass : 3 5 9 (M+ 1) 

HlfeM 2 8 8 

(1) ^y^/Vy-3-:fy/U7nym3 0 0mg, mit&'kSOmg, 4Nm. 

• « 

(2) ( 1 ) (Dit^m 1 3 0 m g ^m^^^xmmm 287 i^mcxmmit^mx 

$>5 afeafls 2 3 m g iSr#^Co 
'H-NMR (DMSO-de) 

I. 00-1. 20 (IH, m), 1. 60-1. 80 (4H, m), 2. 20 
-2. 70 (7H, m), 3. 20-3. 35 (IH, m), 3. 46-3. 6 
0 (IH, m), 4. 77 (IH, dd, J = 5. 5, lOHz), 6. 95 (1 
H, s), 7. 28 (1H, d, J = 7. 9Hz), 7. 43 (IH, t, J = 
7. 9Hz), 8. 00 (IH, s), 8. 29 (IH, d, J = 7. 9Hz), 
9.71(1H, s),11.2(lH, br). 

m a s s : 3 6 3 (M+ 1 ) 



li^J 2 8 9 
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h^u7v> (300ml) ^?(^^- 7 8 t:ii/«^ip L. n -y'^/i-]} 'f-^ M,(7) 
(1. 6M) 7 3m 1 ^AP;tT-7 S'C^ii^jOt^lC^jE.LfCo 3- 
:7"P^^"^ y — /KD t e r t - y'^/Uv'pt ^/l-v' U /Woe — t^/W 2 5 g^1]\iX.X 

0 0, -^^f-^^-g^^:xf-/U (2:1)) TmHit. 1 7 g ^#fc:„ 

(2) ii) <Dit^!^7 g^m^^x^nm7\z.'mzxmikm3. 9g^#fco 

(3) (2) (^^{b-a'i^S gl:fflVNT##F'J8Mi:T^lfe?fit^t>7 gS:#;^Co 

(4) {3) (Dit-^l^l g. M; 7 3i^/^7^;^:7w'i^5. 8g^7K-7"h^t 

Kn7 7i^ (1 : 10) 5ox:x2^mm:WLtio Rft^i^^mmv. m 

m.^\y'9:^^A^-^'7J->^n-^ h^7:7>c-(FL60D (S±i^y ixrtS^^^tt) . 
^X3X2its;VJ^-:^^ /-;\. (10 0: 0~9 8:2)) XWUX^. I&fejft^t^i^ 2 . . 

1 g ^nti^ 

(5) (4) <^'ft:'^#3 2. 1 g<7):^ PP7j^/Vi=. (1 Om 1 ) :^?K{c:A^^5m 1 

^sriOBx. 8 O'er- 2 ^f^m,w Lfeo sjc&rs^iiie L, mm.^:^ ^ / -/w (l O m l ) 
li^/i? Lfc ^ ^ 5-.;^c^fb^ h y e^ix 7 . 4 g ^j!)n^^M-e 1 ^mmw t 

iiii, It^K-^^^Lycio a^?rv'y;^W;«7 7A^n-7 h^^v'^'- (FL 
6 0 D (S±i/ y '>rt5^^^tt) , n n / -/l^ (10 0 : 0-9 

8:2)) Xnm\^. 0. 57g%#yh„ 



(6) (5) (T^fb-a-^^O. 5 7 g, ilfbp-- hn-<:/-^:/;^/l/;}Nr:/H . 
7 g , v^7« ^/l^r ^ y t° y i^^-0 . 7 l g ^^U^iJ' n n 5 m 1 (OU-^m^l 
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f>=7 -1^9 '^•^V^^yy A— (17 3— >i;'/uc- 2 0 0, p n ^^/ua - ^ ^ y — y> 
(100:0~98:2)) -CMIIlL. e6<j!^0. 7 3 z^W'^ 

(7) (6) (^^b-^i^O. 7 3 g. -^{k-rV:^/:/5 Omg, 30%ii®f<b7K 
5 m ! S.U«i^ n n 2 0ml (Dm-^m^^UX 6 BtF^^^i^ D^Co ^l^M 

^J!i^, Wm:1km\^fL. im.^^y^)fi^}Vtiy^^^^ ViTyy^- (!7 
=1— yyl/C-2 0 0, i^DDTf^/Ui^-^i?/— /U (100:0~98:2))T' 
m^L. J^^bO. 7 8 g^^/to 

(8) (7) (Dit-^^O. 78g, h y^i^^/WT^i^O. 7 1ml, hU^^ 
/Ui^ y /Vi/T= K 0 . 6 6ml RUT± h=^h}) }V- 7i^/UMs(DfMi^<^^ 8 
OX^XsmrmWLfCo -B.m.^'y')U^)\^tiyJ>>^^-^V^yy>{- {9^-^ 

0 0, ^nnjJx/UA-;/^/— /V ( 1 0 0 : 0 ~ 9 8 : 2 ) ) T'iftiit. ' 
iit^H 0 . 7 1 g ^ntzo 

(9) (8) (^)^t:^J^^fflVN-C##«S|4. 5{;i5pCT@6<j!fe7 Smg^r^yto 

(10) ( 9 ) (Dit-^m 7 5 m g ^fflV^T#%^»J 1 1 (CSf CT^JSib^i^-efc 
5j|JJllfe@f*:^l 8mg. 'BLV^nmm2^2(Oit'tmXh^n^mW'l. 4mg 

*H-NMR (DMSO-dg) 

1. 25 (IH, m) , 1. 60-2. 00 (3H, m) , 2. 20-2. 60 
(4H, m) , 2. 6 4 ( 1 H, m) , 3. 15 (2H, m) , 3. 4 5 ( 1 H, 
m) , 3. 78 (IH, m) , 4. 18. (IH, t, J = 7. 2Hz) , 4. 8 
0 (IH, dd, J = 5. 6, II Hz), 6. 98 (IH, s), 6. 99 (1 
H, d, J = 5. 6Hz) , 7. 46 (IH, t, J = 7. 9Hz) , 4. 55 
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(IH, d, J = 7. 9Hz) , 8. 11 (IH, d, J = 5. 6Hz), 8. 
39 (IH, d, J = 7. 9Hz), 8. 40 (IH, s), 12. 0 (IH, 
b r) . 

ma s s : 3 7 8 (M+ l) 
Mt^m 2 9 0 



MMM 2 8 9 <7>\t^m 7mg^:^^y —fV 2 m 1 \Z.W^ L, ]) 5 0 fi 

a^^^X!;;^7y/W;^^Ai5'D-r h^7:7^- (FL60D (WiV y v-Tt^it^ 
tt) . ^nn^/v-i^-pJ^y-zv (9:1)) -cmi^t. mMit^^Xh^M^ 

'H-NMR (DMSO-de) 

1. 25 (IH, m), 1. 55-2. 10 (4H, m), 2. 22 (3H, s), 

2. 2 0-2. 4 0 ( 3 H, m) , 2 . 65 ( 1 H, m) , 3 . 14 ( 1 H, m) , 

3. 2 5 (IH, m) , 3. 5 0 ( 1 H, m) , 3. 7 9 (IH, m) , 4. 8 
2 (IH, dd, J = 5. 6, llHz), 6. 89 ( 1 H, s), 7. 03 (l 
H, d, J = 5. 6Hz), 7. 49 (IH, t, J = 7. 9Hz), 7. 56 

(IH, d, J = 7. 9Hz) , 8. 05 (1 H, s) , 8. 15 (IH, d, 
J = 5. 6Hz), 8. 35 (IH, d, J = 7. 9Hz), 12. 0 (IH, 
b r) . 

ma s s : 3 9 2 (M+ 1 ) 
MMM 2 9 1 



m g RXJ^^ n u 2 m 1 (Om^i^^^UX 1 LfCo RfSi^^iJ' n n 



wo 01/07411 



301 



PCT/JPOO/04991 



W-i^^^Bi^tCo Br&^TLC (Merck Art5744,^ P D/J^/U 
(7:3)) T'^^L, ^®{b^i^<^@ft: 3 m g <Sr#fCo 
'H-NMR (DMSO-dg) 

1. 25 (IH, m), 1. 80-2. 10(3H, m), 2. 11 (3H, s), 

2. 2 0-2. 70 (4H, m) , 3. 3 0-3. 8 0 (4H. m) , 4. 60 
-5. 20 (2H, m), 6. 60-6. 90 (IH, m), 7. 40-7. 6 
0 (2H, m), 8. 00-8. 40 (2H, m), 9. 10 (IH, br), 
11. 9 (1 H, b r ) . 

m^m 2 9 2 



*H-NMR (DMSO-dg) 

1. 20-1. 60 (3H, m), 2. 10 (2H, m), 2. 40 (2H, m), 

2. 6 0 (IH, m) , 2. 9 0 (2H, m) , 3. 4 5 ( 1 H, m) , 3. 7 
8 (IH, m), 4. 80 (IH, dd, J = 5. 6, llHz), 7. 10- 

7. 6q (4H, m), 8. 00-8. 40 (3H, m),.ll. 8 (IH, b 
r) . 

m a s s : 3 7 6 (M+ 1 ) 

mmm 2 9 3 

(1) mmmsocD o) <Dit^^9 g^^^^^x^^mei^mcx^^mikm 

8. 5 g ^mtco 

(2) (1) (Dit^^a. 5 s^m\'^xmmm8 0(D (4) t^upcx^^fe^^ 

(3) (2) <Dit^!^2 5 0mg^m\^^xm^m8 4(D (i) \zmzxn^!^ 

2 1 0 m g ^ntCo 
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(4) v=-o- h;u^y^7^;^7}Nyg^^Ji^/V3i;^x/i'3 8mg<DT hyt Kn 
(2 ml) 7 8^(c:?*^i|]t. (3) cD{k-g'!fe4 3 m g (7)7=" h ^ t 

Ko77i/ (1ml) 8''CX'2mmmnLtCo SJCS^SICI^^P:^^!: 

y ;<7>r'/^;^^A^ P-v' hir7:7^'— (!73— >7'/PC-2 0 0, iJ' p P /-^yUA- 7« 
^ y — 7U (100:0~97:3)) ^^:V^T♦T LC(Merch Art5 7 4 
4, ^pp4^/UA-7^ h7t KP77V (9:1)) T*ffli!iL, m^m^<^4 0 
m g §r#fCo 

(5) (4) (D^b^!^4 Omg, 6 NJ&^&t5x h 7 t Kp 7 ^ > 5 m 1 (7)^ 

«s^l9mg#fCo 
^H-NMR (DMSO-dg) 
^ 1. 15 (3H, t, J = 7. IHz), 1. 09-1. 15 (IH, m), 2. 
30-3. 38 (2H, m), 2. 48-2. 56 (IH, m), 3. 20-3. 
31 (IH, m), 3. 51-3. 55 (IH, m), 4. 11 (2H, q, J 
= 7. IHz), 4. 79-4. 85 (IH, m), 6. 23 (IH, d, J = 
13Hz), 7. 04 (2H, m), 7. 30-7. 32 (2H, m), 7. 4 
6 (IH, t, J = 7. 7H2), 8. 28-8. 3 0 (2 H, m), 9. 99 
(IH, s), 11. 0(1 H, br). 
mass : 4 0 7 (M+ 1 ) +. 

MMm 2 9 4 

(1) i;5:t^;^;^^;:^3^^yf^|^!3l^/^ac;^X/^2 2mgcOx h7 t Kn77V(2 
2 9 3(7) (3) (Oit-^mA 3mg(Dv- hy\i Vuyyl^ (l m 1) W^I^^M^X 
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/WC - 2 0 0 . ^tiu ^ ^ J —)V (100:0 — 97:3)) t 

(2) (1) 0^k-a-i^4 2mg ^ffl^^T^S£0iJ2 9 3(D (5) WCT^JSft: 
-a-tJT-fcS 2 1 m g ^^yto 

'H-NMR (DMSO-de) 

1. 00-1. 20 (IH, m), 1. 28 (3H. t, J-7. IHz), 2. 
20-2. 40 (2H, m), 2. 40-2. 60 (IH, m), 3. 20-3. 
40 (IH, m), 3. 45-3. 60 (IH, m), 4. 23 (IH, q, J 
= 7. IHz), 4. 84 (IH, m), 6. 78 (IH, d, J = 16Hz), 
7. 33 (IH, d, J = 7. 9Hz) , 7. 4 0-7. 5 0 (3H, m) , 7. 
57 (IH, d, J = 16Hz), 8. 30 ( 1 H, d, J = 7. 9Hz), 8. 
36 (IH, d, J = 5. 6Hz) , 10. 0 (IH, s) , 10. 8 (IH, 
b r) . 

mass : 4 0 7 (M+ 1 ) ^. 
Htfegi] 2 9 5 

l|]!SM2 9 4(D (1) <^'fb'&i^5 Omg(D^nP7^/l'A (5ml) ^^^(Cltlb 

^J2 9 0<tl^«0^iO.SSrm\ ^M{k^i^T-fe5efe@fl23 2mg^#/c„ 
'H-NMR (DMSO-de) 

1. 00-1. 20 (IH, m), 2. 20-2. 60 (3H, m), 3. 20 
-3. 60 (2H, m), 4. 17 (2H, m), 4. 84 (IH, dd, J = 
5. 6, llHz), 5. 04 (IH, t, J=6. 3Hz), 6. 53 (IH, 
d, J = 16Hz) , 6. 66 (IH, d, J = 16Hz) , 7. 15 ( 1 H, 
d, J=5. 3Hz) , 7. 22 (l H, s), 7. 31 ( 1 H, d, J = 7. 
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9Hz) , 7. 47 (IH, t, J=7. 9Hz), 8. 24 ( 1 H, d , J = 
5. 3Hz), 8. 32 (IH, d, J = 7. 9Hz), 9. 94 (IH, s), 
11. 3 (1 H, b r ) . 
mass : 3 6 5 (M+ 1 ) 

MMm 2 9 6 



mmm 2qa(d ( i ) <D\t^^ s omgo;^^ (10ml) mmi^mt 
mwLfco mmm2 9 0 il^1t<^)^»s^^TV^, mmit-^'^vh^j^^mi^i 3 

m g ^^Aco 

'H-NMR (DMSO-dg) 

1. 05-1. 25 (IH, m), 1. 15 (3H, t, J = 7. IHz), 2. 

2 0-2. 6 0 (3H, m) , 2. 64 (2H, t, J = 7. IHz) , 2. 8 

3 (2H, t, J = 7. IHz), 3. 20-3. 40 (IH, m), 3. 45 
-3. 60 (IH, m), 4. 04 (2H, q, J = 7. IHz), 4. 81 (l 

H, m), 6. 96 (IH, d, J = 5. 3Hz), 7. 11 (IH. s), 7. 
30 (IH, d, J=7. 9Hz) , 7. 45 ( 1 H, d, J = 7^ . 9Hz) , 

8. 19 (IH, d, J = 5. 4Hz), 8. 30 (IH, d, J = 7. 9Hz), 

9. 90 (IH, s), 12. 3 (IH, br). 
mass : 4 0 9 (M+ 1 ) 

MMm 2 9 7 

2 9 3 (Dit^m eOmg^^uu 7j>/PA 3 0ml K^M T^Miti^^ 
yyul^/UTJ^^^'^M^O^h^^^'yM^ (1 . OM) $rO. 9ml^IPx.T-30 

— 2 o'c-c3 o^mwLfco mmm2 9 o tmm(Dmmm^ff^\ mmit^'^ 
T-fcs &^mi^ 1 7 m g ^ntco 

^H-NMR (DMSO-de) 

I. 25 (IH, m) , 2. 20-2. 7 0 (3H, m) , 3. 30 ( 1 H, m) , 
3. 53 (IH, m) , 4. 15-4. 40 (2H, m) , 4. 81 ( 1 H, d 
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d, J = 5. 6, llHz), 5. 00 (IH, m), 6. 00 (IH, m), 

6. 38 (IH, m), 6. 89 (IH, d, J = 5. 4Hz), 7. 12 (l 

H, s), 7. 31 (IH, d, J = 7. 9Hz), 7. 45 (IH, t, J = 

7. 9Hz), 8. 28 (2H, m), 9. 90 (IH, s), 11. 1 (IH, 
b r) . 

mass : 3 6 5 (M+ 1) 

mmm 2 9 8 

7tKD7^V2ml Rrj^ ^ J 2 m 1 CDii^#J^^J&T- 1 NFFsl^fii tfc„ 
^tl-^m^ 1 N:te^^APx.T pH3^LT^nu /}^/UAT*fftttJ L/ci„ W^^^^fP 

C(Merch Art5744, p P7}>/VA-p< ^ / — (9:1)) "Oft 
®lLyt^. ^*SB^^ftV\ «m^i^<^efe@fls2 2mg^#fc:o 
'H-NMR (DMSO-de) 

I. 00-1. 20 (IH, m), 2. 20-2. 60 (3H, m), 3. 15 
(IH, m) , 3. 4 5-3. 6^0 (IH, m) , 4. 8 2 (IH, m) , 6. 

68 (IH, d, J = 16Hz), 7. 2 0-7. 60 (5H, m), 8. 28 
(IH, d, J = 7. 9Hz) , 8. 35 (IH, d, J = 5. 6Hz) , 10. 
2 (IH, s), 10. 9 (IH, br), 12. 8 (IH, br). 
mass : 3 7 9 (M+ 1 ) 

UMM 2 9 9 

( 1 ) HWJ 7 (Dit-^m 727mgs DBUl. 496ml RXI'r h 7 t Kp 

yy:y\ Om i (DW^^m^ oX:\zi^n\.s Itfb;^ t^^^'^/i^jJ^^/vo. 3 i Om i 

(OT-hyMv^yy:^ (2ml) mm^mK.xm.^xi i^f^m:W\.f^o 

ifyy^— {U=^—'^JVC-20 0, ^drf->'-g^^jc^/w (l : 1~0 : l) ) 
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( 2 ) mmm i3 3(d ( 2 ) \cm \:.xmmit^m^nfz, 

'H-NMR (DMSO-dg) 

1. 07-1. 14 (IH, m), 2. 29-2. 57 (3H, m), 3. 24 
-3. 88 (2H, m), 4. 79-4. 85 (IH, m), 5. 58 (IH, 
d, J = llHz), 6. 08 (IH, d, J = 18Hz), 6. 74 (IH, 
dd, J = ll, 18Hz), 7. 22-7. 24 (1H, m), 7. 29-7. 
34 (2H, m), 7. 47 (IH, t, J = 7. 5Hz), 8. 22-8. 2 
7 (2H, m), 10. 1 (IH, s) , 11. 0 (IH, br). 
ma s s : 3 3 5 (M+ 1 ) 

mmm 300 

(1) mMm2 9 4(D (1) (Dit^l^S Omg(Dmt^^^l^ (5ml ) 

p< ^/uv y ^/v) ^>i^/ur 5::/i90mg^jipx3 f^m^w tyto RJt>m 

mi^^^mLtZo nm^TLC (Me rck Art5744, 
>5^PP7}^/^i^-p{^5'y-y^ (9:1)) Tmi!Jt/c:^, W^^^m\ ^i^^jft 
^^2^9 lmg^#;^Co 

(2) (1) <Dit^<^9 lmg^m\^^Xmmm2 9 3(D (5) tslSpCT^m 
■a^i^T-foS ^^mi^ 5 0 m g ^mfco 

'H-NMR (DMSO-dg) 

1. 24 (IH, m), 1. 24 (3H, t, H=7. 4Hz), 2. 20-2. 
75 (3H, m), 2. 80 (IH, m), 2. 95 (IH, m), 3. 05 (l 
H, m), 3. 19 (IH, m), 3. 45 (IH, m), 3. 60-3. 90 
(4H, m) , 4. 18 (2H, q, J = 7. 4Hz) , 4. 78 ( 1 H, dd, 
J = 5. 6, llHz), 6. 93 (IH, s), 7. 03 (IH, d, J = 5. 
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6Hz), 7. 10-7. 45 (5H, m), 7. 50 (IH, t, J = 7. 9 
Hz), 7. 55 (IH, d, J=7. 9Hz), 8. 13 (IH, d, J = 5. 
6Hz), 8. 37 (IH, d, J = 7. 9Hz), 8. 82 (IH, s), 1 
2. 0 (1 H, b r ) . 



MMM 3 0 1 

Ilife0ij3 0 KDfb-a-i^l*. mMm2 9 3<D (4) |l5S€Ff| 3 0 

OJdipCTilii^tfCo 
ma s s : 5 4 0 (M+ 1 ) 

mmm 302 

UliM 3 0 0 (^{t-a-^^t^ 3 0 m g h ^ t Kp:7^>' (3ml) miik^TK^ 
L, 7K^{kT/l'^ = !>A!;^^>i^C07^ h^t Kn77V:^fK (2M) 56 n \ R 
XI:^^ J —)V(Ot- h 7 t Kn 7^ i^^f^ ( 1 M) 0 . 2 2ml SrAPX-T^iST* 3 

o^^mi^Lfco ^iiS0<j2 9 0 ,irisj«(7)m^a$:m\ mmit^m mm^^m) 

. <7)efe@fl5:i. 2mgRU?^M<b'a*^<^v^T;^xU:*-7-Tfo5lll(£M3 0 3(^ 

ii^m\^^m) (D&^mi^2. smg^mz, 

'H-NMR (DMSO-de) 

1. 25 (IH, m), 2. 20-2. 60 (3H, m), 3. 30-4. 40 
(12 H, m), 4. 78 (IH, m), 6. 60-7. 00 (2H, m), 7. 
20-7. 80 (7H, m), 8. l'0-8. 40 ( 2 H, m) , 11. 8 ( 1 
H, b r) . 

mass : 4 9 8 (M+ 1 ) 
MMm 3 0 3 



'H-NMR (DMSO-de) 

1. 25 (IH, m), 2. 00-2. 70 (3H, m), 2. 80-4. 40 



mass : 5 4 0 (M+ 1 ) 
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(12 H, m), 4. 78 (IH, m), 6. 75 (IH, s), 6. 98 (l 
H, d, J = 5. 4Hz) , 7. 2 0-7. 7 0 (7H, m) , 8. 10 ( 1 H, 
d, J = 5. 4Hz) , 8. 28 (IH, d, J = 7. 9Hz), 11. 8 (l 

H, b r ) . 

mass : 4 9 8 (M+ l) ^. 
3 0 4 

ma s s : 4 9 8 (IVH- 1 ) 
Mi^M 3 0 5 

(1) mMm2 9 3<D (4) O^b^^SOmg, y( yz^UyS AmgRV^hJl^ 

^^3 m 1 cou^i^^mwpx' 1 2 otT* 1 8feSi^?$-&fco RftM^m^^L. m 

S=S:T LC(Merch Art5744,i5'ni3 ^^/UJ^ J — (9:1)) 

T^ffiti mm 5 2 m g ^#fc:„ 

(2) (1) <Z)^b'a'^lc:oVNTllJS0il2 9 3(7) (5) {CJpCTSf&SrtT>'\ ^ 

1 8 m g ^#fCo 
'H-NMR (DMSO-de) 

I. 03 (3H, t, J = 7. 3Hz), 1. 25 (IH, m), 1. 68 (s), 
1. 72 (s), 1. 68-1. 72 (3H), 2. 00-3. 20 (9H, m), 
3. 42 (IH, m), 3. 78 (IH, m), 3. 98 (2H, q, J = 7. 
3Hz) , 4. 80 (IH, dd, J = 5. 6, llHz) , 5. 49 (l H, 
m), 6. 84 (2H, m), 7. 46 (IH, d, J = 7. 9Hz), 7. 5 
5 (IH, d, J = 7. 9Hz), 8. 10 (IH, d, J = 5. 2Hz), 8. 
40 (IH, d, J = 7. 9Hz) , 9. 25 ( 1 H, s) , 12. 0 (IH, 

b r) . 

mass : 4 7 6 (M+ 1 ) +. 
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mmm 3 o e 

(1) mmms (Dit^^RumtA h u-<yy'^ /u^^\,^xmmm2 6 1 

(2) {1) <Dit^m2 2. 1 g^HP LC (CH I RAL P AK AD. ^ 

(1 : 1~1 : 4) ) ■C)t^:9'f<j LT> Rt = 2 2^^(Dit^ 

m{A)^ii. 2 &m:^Rx = 3 0ji^(Dit^m (b) 10. ig^#/ho 

(3) (2) - ACDit^m I 0 g, , 6N:^^3 Om 1 ^^t/i^^3 Om 1 (7)ii^ 

00 : 0~9 8 : 2) ) T'lftiSlLfc^, / -/l^t^hn^^^n^'ifW 
3 . 1 g ( 9 8 % e e ) ^%fZo 

0 

(4) (3) <^^L^^^^fflV^T^^£0iI8 0(c:JpCTefe@ftc$r#fc„ 

( 5 ) ( 4 ) (Dit^m^m^f^xnmm s 4 \z.mzx^mi\:,-^m inmm ^kd 

ma s s : 4 2 9 (M+ 1) 

mmm 3 0 7 

nmm^oQ<o (2) -B(^{b'a'i^srfflv^Tiiii£M3 0 6<^) (3) (5) 

ma s s : 4 2 9 (M+ 1 ) 
3 0 8 



wo 01/07411 



310 



PCT/JPOO/04991 



m a s s : 4 2 9 (M+ 1 ) 

mMm 3 0 9 

mass : 4 2 9 (M+ 1 ) 
3 1 0 

ma s s : 4 6 9 (M+ 1 ) +. 

^ii^'J 3 1 1 

mass : 4 2 9 (M+ 1 ) 
MMMs 1 2 

^liS^j 3 12 (Dit^mn. MMm soncm zxm^ Lfc„ 

mass : 4 2 9 (M+ l) 
Iliife^!j3 1 3 

m^md lo^k^i^s ime^m^^xmMm2 9 o\zmcx&^mi^i 2mg 

m a s s : 4 2 9 (M+ 1 ) 

mmm 3 1 4 

(1) i/^ ti^^-^y 0 4mg, U v':/4 9 8mg. ^l^df^^— 
-y;^4 A2 g&U?l>/Wai:/3 0ml (^^^S-g-i^^^mrC 1 fife^J^tfCo K^S^^ 
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A (10ml) mm^uax.. MUX 30^. 4 5x:x6w^mmwLtc. R^^m^ 

-^^^^^-mm^^^l^ (4:1-1:1)) T'MiSfU. Mfe^ft^i^ 7 3 4 m g ^ 

(2) (1) (^{b-^i^l 0 0mg?:fflV^T#%M5{^:2pDT^Jl^b^tIT♦*)5 
efeaflsi 0 1 mg^#yh„ 
'H-NMR (DMSO-dg) 

1. 30 (IH, m), 2. 14 (2H, quintet, J = 7. 5Hz), 

2. 40 (2H, m) , 2. 62 ( 1 H, m) , 2. 92 (4H, t, J = 7. 
5Hz) , 3. 4 2 (IH, m) , 3. 7 5 ( 1 H, m) , 4. 7 9 ( 1 H, d 
d, J = 5. 6, llHz), 6. 68 (IH, s), 7. 48 (IH, t, J 
= 7. 4Hz), 7. 53 (IH, d, J = 7. 4Hz), 7. 66 (IH, s), 
8. 03 (IH, s) , 8. 33 ( 1 H, d, J = 7. 4Hz) , 12. 1 (l 
H, s) . 

m a s s : 3 4 9 (M+ 1 ) 

• * 

Hifeffl] 3 15-319 

mm^3 1 5fji\^^hmMM3 1 9<Dit'^mt.mi&m3 1 4\z.m\^xm^vtio 

MMMS 1 5 

m a s s : 3 7 7 (M+ 1 ) 

MMm3 1 6 

ma s s : 3 7 8 (M+ 1 ) 

mMm3 1 7 

mass : 4 5 4 (M+ 1 ) 



mM^t\3 1 8 
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mass : 4 5 4 (M+ 1 ) 

mmm 319 

mass : 4 5 0 (M+ 1 ) 
MMms 2 0 

mmms l 9(^){b'^tl^l O Omg, 4N^m-i^:^^'\)-l^ 5ml RXJ^;^ ^ y 
-/U 3 m 1 (Dm^<^^^^^ 3 0 ^j^mW tfCo RJIcmz. h V ^^/ur ^ >§riPx.fc 
^liL. ^jt§:e^y;&>/7^;^;7iN^n^ H^^^^"- (FL6 0D ('m±'^ 
V i^Ti^^^^t) . ^ n D 7}N/VA-p( / (100:0-95:5)) X^m 

ma s s : 3 5 0 (M+ 1 ) 

HlfegiJ 3 2 1 

mmms 2 0(D\t^m^l 7mg&Ufi/^n^:/^/:xi 2mg;S^fflV^, HJg 
mSA<D (2) {d^PCT^Jlfb^tl^^fCo 
m a s s : 4 1 8 (M+ 1 ) 

%W\ 3 22 

mmm3 2 2(D{c^mt^ mmm^ 2 1 jdspcrMittfco 

ma s s : 3 6 4 (M+ 1 ) 
Hlfe^J 3 2 3 

(1) nmmiQACD (2) -A(^^b■^^^^fflv^, ^nm^\z.m\:.x^^m^ 

(2) (1) <^^k-^#J5^fflv^, ^Ji£Mi3 3(© (2) JJ:5pCT^j§<b-g'i^<7)m 
•H-NMR (DMSO-dg) 
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1. 0 0- 1. 2 3 (IH, m) , 2. 2 0-2. 9 0 ( 7 H, m) , 3. 40 
-3. 61 (2H, m) , 4. 81 ( 1 H, m) , 6. 90-7. 51 (4H, 
m), 8. 08-8. 37 (2H, m), 9. 95 (IH, brs), 11. 4 

(1 H, brs). 
ma s s : 3 5 2 (IVH- 1 ) 

mmm 324 

ma s s : 3 5 2 (M+ 1 ) 
3 2 5 

mmmi6 4<D (2) -A(Dit^!^^m\'\ mmmi3 3(D (2) izm^xm 

*H-NMR (DMSO-dg) 

1. 00-1. 21 (IH, m), 2. 25-2. 79 (5H, m). 3. 21 
-3. 72 (4H, m), 4. .6 5- 4. 90 (2H, m), 6. 90-7. 5 , 
2 (4H, m), 8. 13-8. 38 (2H, m), 9. 85 (IH, s), 1 
1 . 4 (1 H, brs). 
m a s s : 3 5 3 (M+ 1 ) 

mmm 326 

mmi^i6 4(D (2) -B<^fb^!fe«rfflv\ mmmi3 3(D (2) tcspcr^ 

m a s s : 3 5 3 (M+ 1 ) +. 
mmm3 2 7 

(1) ^iS0*J3 2 3<^ (1) (Dit-Bt^^m^^. mMm9 6(D (1) {zmcx^ 
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(2) (1) <Di\:^^^^\,\ mmmi33(D (2) i^mcxmmit^<^=tm 

^H-NMR (DMSO-dg) 

1. 01-1. 20 (IH, m), 2. 22-2. 78 (5H, m), 3. 08 
-3. 2 0 (2H, m) , 3. 3 2 (1 H, m) , 3. 5 5 ( 1 H, m) , 4. 
81 (IH, m) , 6. 8 5-7. 5 2 (4H, m) , 7. 9 2-8. 4 0 (7 
H, m), 9. 90 (IH, s), 11. 2(1H, brs). 
ma s s : 5 3 8 (M+ 1 ) +. 

MM^l 3 2 8 

(1) mmmi6 4(D (2) -B(Dit^m^m\'\ mmms 230 (1) izm 

(2) (1) mmm3 2 7i^mcxmmit'^!^^mzo 

mass : 5 3 8 (M+ 1 ) 
M^M 3 2 9 

mmm3 2 7(D (1) <Dit'^mRni-y''$'y-/\^^m^\ mmmBeto (2) 
Rxj^ {3) i^mcxmmit^m(r>m.mm.^mz. 

'H-NMR (DMSO-de) 

0. 89 (3H, t, J = 7. 8Hz), 1. 01-1. 17 (IH, m), 1. 
25-1. 41 (2H, m) , 1. 5 2-1. 6 4 ( 2 H, m) , 2. 26-2. 
40 (2H, m) , 2. 5 2-2. 6 3 (IH, m) , 2. 8 5-3. 00 (4 
H, m), 3. 08-3. 23 (2H, m), 3. 26-3. 35 (IH, m), 
3. 50-3. 60 (IH, m), 4. 80-4. 86 (IH, m), 7. 03 
(IH, d, J=4. 3Hz) , 7. 26-7. 3 5 (2H, m) , 7. 56 (1 
H, t, J = 7. 8Hz), 8. 26-8. 30 (2H, m), 8. 81 (2H, 
m) , 10. 3 ( 1 H, s ) , 11. 0 ( 1 H, brs). 
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mass : 4 0 8 (M+ 1 ) 

mmm 330 

(1) mMm3 2 8(D (1) <D{l:^i^?rffiV\ mmM3 2 7(7) (1) {dipCT 

( 2 ) ( 1 ) (Dit^m^m V \ nmm a 2 9 icim zxm.mit^m(n>mm.m.^m 

ma s s : 4 0 8 (M+ 1 ) 
"m^m 3 3 1 

##^4 8 (Dit^«^:BLa- (R) - 3 - ( t e r t - y V^'^U /\^^-:^J^r ^ J ) 

-1. 4-v?^^i^:^/^^^^=/^:?^^>'y^^^^ffiv\ Ili[i£0tj3 3 4 (c:!^ CT*M 
'H-NMR (DMSO-dg) 

1. 05 (IH, m), 2. 00-2. 75 (5H, m), 3. 05-4. 95 
(1 IH, m) , 7. 12-7. 5 2 J[4H, m) , 8. 2 1-8. 8 0 (4H, 
m) , 10. 5-11. 8 (4H, m) . 

mmm 332 

MMMS 3 1 (Oit^m^ 1 5 m g . iifbT-fe^/1'2 4 /i U h^) ^^/VT ^ 
9 2 M 1 i^T/t^P« ^/V/t:/UAT ^ K 0 . 5ml (OWL-^m^^mX 5 L/Co 
SJSfK^^i^U. ajt<S:TLC (Me rck Art57l3, i^nni^jVA- 
^^/-/l' (1 9 : 1) ) T-miiL. ^Jl^b^^^Tfc5^mfe@^^^l IrngSr^ 

^H-NMR (CD3OD) 

1. 10-1. 30 (IH, m) , 1. 65 (IH, m) , 1. 90 (3H, s) , 

2. 22 (iH, m), 2. 40-2. 92 (11 H, m), 3. 45 (IH, 
m) , 3. 6 5 (IH, m) , 4. 2 9 (IH, m) , 4. 8 6 ( 1 H, m) , 
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6. 8 7-7. 0 0 (2H, m) , 7. 3 9- 7. 5 2 (2H, m) , 8 . 14 
-8. 3 0 (2H, m) . 
mass : 4 6 3 (M+ 1 ) 



HjSfe^j 3 3 3 

^Jg0ij3 3 l<D{k-^tl2 Omg^fflV\ 9 6 (l) (Clip CT^M-fk^ 

#>-efcSgJJMfe@fls 1 6 m g ^ntZo 
^H-NMR (DMSO-dg) 

1 . 12 (1 H, m) , 1 . 4 5 ( 1 H, m) , 1 . 8 9 ( 1 H, m) , 2 . 2 
0-2. 75 (10 H, m), 3. 25-3. 75 (4H, m), 4. 75-4. 
85 (IH, m) , 6. 8 7-7. 5 0 (4H, m) , 8. 0 0-8. 4 3 (6 

H, m) . 

3 3 4 

(1) Hife^ij 3 2 3 (7) ( 1 ) cOfb-^Jfe 1 0 0 m g , (S)-3-(tert- 
y h=^ri/;<7/^/}f^/^T^ y) -1, 4-v^p<^i^;^/U7}xn/l.;^:a?^v/:/^i^3 4 m 
g . N, N - v^-f y l/n tVl-:t =^/UT,^ 1^4 6 mg RXJ^-J;^ ^jVit^jVK TXYX 

-2 0 0, ^Pt3;}^/^i^-p«:$'/— (1 : 0~4 : 1) IJITI^IUL, :ii;^7^/V 
?Sr 9 0 m g #yto 

(2) (1) (Z^^k-^i^l OOmgiS:ffiV\ %WS\\^Z(r> (2) {CipCT^JS 
{b^i^(7>J&^:^-efcS 5 0 m g Sr#fCo 

»H-NMR (DMSO-dg) 

I. 05 (IH, m), 2. 00-2. 75 (5H, m), 3. 05-4. 95 
(11 H, m), 7. 12-7. 52 (4H, m), 8. 21-8. 80 (4H, 

m) , 1 0. 5 - 1 1. 8 (4H, m) . 
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mass : 4 2 1 (M+ 1 ) 
MMM 3 3 5 

mass : 4 2 1 (M+ l) +. 

mmm 336 

(1) 2- (N- (t e r t hdf'>;^/^;K::^/U) T K -4-^^/1^^ 
V i^l^2. 2 6 g(Dx h7fc Kn:77:/ (1 0 Om 1 ) ^^K^- 7 8t(C?^i{IL, 
n-zf^jU]}^'pM.<D^:i^-fl^Mmil. 5M) 18. 2 m 1 ^APt^?aj;i±lf 
/Co RftM^- 7 8X:\Z^n\^. n -y^^/UT/l-y^'t K 1 . 4 8ml 5r;!)I]^^><r 

(1 : 0-1 : 1) ClTm^L. 3 7g#yto 

(2) (1) <o\\L-^m\. 0 0gSrfflv\ ^^m8(D (1) {C:SpCTS6<Ji^7 
0 0 m g ^#yho 

(3) ( 2 ) (TJfk-g-i^ 7 0 0 m g , h y 73;::i/W7Jn;^7^ i^7 0 0 m g ^ tK 2 
m 1 Kyt KP77V3 Om 1 (OM^I^^ 3 O^mWLito Rj:t^mt:mm. 

ti-^ h^yy (!73— y/VC- 3 0 0, :^ n ^ y — (l : 0 

-4 : 1) ClTM^U S6«3«fe6 O0mg#fco 

(4) (3) o^t^i^^fflv^, ^ii£fi»j9 6(^ (1) izmcx^&^^^mco 

(5) (4) O^b-a-^Il 0 Omg&U?:n^y-;^;S:^V^, mMi^9 6<D (2) 



wo 01/07411 



318 



PCT/JPOO/04991 



(6) (5) (Dit^ms 3 mg^m\^\ Mmmi 1 8(D (2) izmcx^ur 

Omg^^/ho. i:<^t)<7)^HP LC (CHI RALPAK AD) T'^^filL, 
R tO/h^^VMHilC-fb-^tJAirLTl 9m g. it't'^BtLXl 9 m g ^^^cio 

(7) (6) -A(Di\:'^m2 0mg^m^\ MMMS 6(D (3) {^!pCT^Jl 
'H-NMR (DMSO-dg) 

0. 70-1. 42 (11 H, m), 2. 10-2. 82 (8H, m), 3. 0 
5-3. 81 (2H, m), 4. 37-4. 88 (IH, m), 6. 90-6. 
97 (IH, m), 7. 10 (IH, s)., 7. 28-7. 51 (2H, m), 
8. 15-8. 37 (2H, m), 9. 88 (IH, s), 11. 8 (IH, s). 
mass : 4 2 2 (M+ 1 ) 

mmm 337 

mass : 4 2 2 (M+ 1 ) +. 
HtfeM 3 3 8 

mm8 4<D (2) {cS^CTg6<Ji^$r#^o 

(2) (1) O^k-a-i^&TJ^l -T'nyN'i/J^/U/t:-/^^ n y K^fflV\ MM^lQ 

6(D (1) iz.mcxn&o^^ntio 

( 3 ) ( 2 ) <Z)<k-a^i^(^ h y 7/W;^-o g^^^^K^r^tax- 1 5 i^mW Ltzo SJ^: 
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mass : 4 5 8 (M+ 1 ) 
3 3 9 

ma s s : 4 7 2 (M+ l) 

nmm 340 

ma s s : 4 5 8 (M+ l) 
MMm 3 4 1 

(1) o-T-v'v':/^fflv^##0iJl 0 n^it-^i^^mco 

(2) (1) (Dit^6^^m\i^x^^mi i\z.mzxm.m^n^tzL'^. '^^^m 
y-Mz.mm\^xinmmx^m\.tz.o sfS^^^r-fe^-c b-c-iiiiL. mm 

ma s s : 4 5 8 (M+ 1 ) *. 
"MMM 3 4 2-3 6 0 

mmm^ 4 2/^v^Lll^£0iJ3 e oo^ib-^^jn^^ig^ajs 4 1 jctpCTisiitLyho 

%mm 3 4 2 

ma s s : 4 5 8 (M+ 1 ) 
Hlfe^J 3 4 3 

mass : 4 1 9 (M+ 1 ) 



llliSM3 4 4. 

mass : 4 7 2 (M+ 1 ) +. 



wo 01/07411 



320 



PCT/JPOO/04991 



mmm 345 

mass : 4 8 5 (M+ 1 ) 
MMi^t] 3 4 6 

m a s s : 5 1 0 (M+ 1 ) 

mmm 347 

mass : 4 3 5 (M+ 1 ) 

mmm 3 4 8 

mass : 4 3 6 (M+ l) 

mmm 349 

mass : 4 7 9 . (M+ 1 ) +. 

MMM 3 5 0 

mass : 4 2 8 (M+ l) 
3 5 1 

'H-NMR (DMSO-de) 

1. 07 (IH, m), 2. 25-2. 35 (2H, m), 2. 58 (IH, m), 

2. 93 (2H, t, J=6. 9Hz), 3. 29 (IH, m), 3. 53 (l 
H, m), 3. 86 (2H, t, J=6. 9Hz), 4. 82 (IH, dd, J 
= 5. 6, llHz), 6. 90 (IH, d, J = 5. 5Hz), 7. 08 (1 
H, s) , 7. 32 (IH, d, J=7. 6Hz) , 7. 46 (IH, t, J = 

7. 6Hz), 7. 97 (2H, d, J=8. 9Hz). 8. 17 (IH, s), 

8. 21 (IH, d, J = 5. 5Hz), 8. 26 (IH, d, J = 7. 6Hz), 
8. 35 (2H, d, J = 8. 9Hz), 10. 3 (IH, br), 11. 0 (1 
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H, b r) , 13. 0 (1 H, b r) . 

ma s s : 6 2 0 (M+ 1 ) 

3 5 2 

ma s s : 4 3 0 (M+ l) ^. 
3 5 3 

mass : 4 2 9 (M+ 1 ) 

mmm 354 

mass : 4 2 9 (M+ l) 
MMM 3 5 5 

mass : 4 2 9 (M+ 1 ) 
^MM 3 5 6 

mass : 4 7 9 (M+ 1) 

mmm3 5 7 

mass : 4 3 0 (M+ 1) 

mmms 5 s 

mass : 4 6 8 (M+ 1 ) 
3 5 9 

mass : 4 7 9 (M+ l) 
^tSM3 6 0 

ma s s : 4 3 0 (M+ 1 ) +. 
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mi&m 3 6 1 

(2) (1) <Z)'fk-^#»6 4mg^fflV>. mMmi3 3(D (2) i^mCX^Mit 
mass : 4 4 5 (M+ 1 ) 
MMM 3 6 2 

(1) 6-r^/^^v:^^m^\ ^nmi oRx/^^mi nz.mcxRjt^^ 

(2) (1) (Dit^m2 6mg^m^\ mmmi3 3(D (2) \zmcxmmit 
^<^xh^u^mi^ 1 8 m g ^nfto 

mass : 3 7 1 (M+ 1 ) 
mt^m 3 6 3-3 6 4 

mmm 3 6 3 s-t/niffe^ij 3 e 4 mmm 341 cxtiit l^co 

3 6 3 

mass : 4 7 9 (M+ 1 ) +. 

mmm 3 6 4 

mass : 4 1 8 (M+ 1 ) +. 

mmm 3 6 5 

(1) 4-t Kndfiy'<:yXT/l-r fc K<Z) t e r t -^^/Vv^^air^/Wi/ y /V 

ai>-7"/i.$rfflv\ 3 7<D (1) Kmzxn^i^^mfto 
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(2) (1) (Di\:^!^^m\ mmmi s 9{zmcx0:mit^!^(Dm.m^vh 

'H-NMR (DMSO-dg) 

1. 07-1. 16 (IH, m), 2. 26-2. 61 (3H, m), 2. 80 
(3H, s) , 2. 83 (3H, s) , 3. 00-3. 17 (3H, m) , 3. 
25-3. 34 (IH, m), 3. 45-3. 56 (3H, m), 4. 11 (2 
H, t, J = 4. 2Hz), 4. 36 (2H, t, J=4. 3Hz), 4. 82 
(2H, dd, J=6. 2, 12Hz), 6. 97-7. 07 (3H, m), 7. 
25-7. 54 (5H, m), 8. 23-8. 28 (2H, tn), 9. 37 (2 
H, br), 10. 2 (IH, br), 10. 4 (IH, br), 10. 9 (l 
H, b r) . 

ma s s : 5 2 9 (M+ 1 ) +. 
MMM 3 6 6-375 
MMM 3 6 6 



mass : 5 4 9 (M+ 1 ) 
MMm 3 6 7 

ma s s : 5 5 5 (M+ l) 
6 8 



m a s s : 5 6 9 (M+ 1 ) +. 

mmm3 e 9 

m a s s : 5 7 1 (M+ 1 ) *. 
<J 3 7 0 



mass : 5 4 9 (M+ 1 ) +. 
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mMM 3 7 1 

ma s s : 5 7 7 (M+ l) 
MMM 3 7 2 

ma s s : 5 4 9 (M+ l) ^. 

mmm 373 

ma s s : 5 7 7 (M+ l) 

MMm 374 

ma s s : 5 8 3 (M+ 1 ) 
^jiSgiJ 3 7 5 

m a s s : 5 8 5 (M+ 1 ) 
MMM 3 7 6 

(1) 2-t''i; vfi^;^;7W-}?dri/T/U-rt K5 1 Omg<^)-<:/-eV (2 0ml) 

(!73-y/VC-3 0 0. ^dff-^^-Hg^^f^/l^ (4 : 1~3 : 1) ) -Clt 
SUL. g6<J#J^6 2 Img^fco 

(2) (1) (Dit^i^e 2 img^m\'\ mMm2 9 7iz.mcx^^m2 5 2 

m g ^#fCo 

( 3 ) ( 2 ) (T^fb-a-i^ 2 0 m g V ^ilfij 3 6 5 ICip DT^JSfb^tlOii 
^^T'fcSM&@{^s 2 4 m g ^m=.o 
'H-NMR (CD3OD) 
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1. 13 (1 H, m) , 2. 4 2 (2H, m) , 2. 7 0 ( 1 H, m) , 3. 6 
0-3. 82 (2H, m), 3. 37-3. 47 (3H, m), 4. 03 (IH, 
m) , 4. 2 0-4. 3 8 (3H, m) , 4. 96 (2H, m) , 6. 81-8. 
7 2 ( 1 6 H, m) . 

mmm 377 

(1) 3-t Kn=Jpv"<:/Xr/W7^t: h'<D t e r t -7'^/Pt?:7x:^/U>>!; /U 

(2) (1) (Dit^^^m^\ mmmi 3 9\:imzxmmit^m<Dmmmvh 

'H-NMR (DMSO-dfi) 

1. 04 (IH, m), 2. 23-2. 34 (2H, m), 2. 70 (IH, m), 

3. 07-3. 20 (4H, m), 3. 28 (IH, m), 3. 51 (IH, m), 

4. 16 (2H, m), 4. 84 (IH, dd, J = 6. 4, lOHz), 5. 
39 (2H, s), 7. 08-7. 20 (2H, m), 7. 28-7. 39 (4 
H, m), 7. 43-7. 52 (21%, m), 7. 71 (IH, m), 7. 86 

(IH, d, J = 8. 6Hz), 8. 20-8. 28 (2H, m), 8. 77 (l 
H, m), 9. 64 (2 H, br), 10. 7(1H, br), 11. 1 (IH, 
b r ) . 

mass : 5 4 9 (M+ 1 ) *. 

MMM 3 7 8-387 

mm 3 7 8/jJV^LllliSM3 8 7 (Dit-^mit.MMms 7 7 (CipDTlSlitLfcio 
MMM 3 7 8 

mass : 5 4 9 (M+ 1 ) 



3 7 9 

m a s s : 5 4 9 (M+ 1 ) ^. 
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mmm 3 so 

m a s s : 5 7 7 (M+ 1 ) 

mmm 3 s i 

m a s s : 5 7 7 (M+ 1 ) ^. 

mmm 3 8 2 

m a s s : 5 2 9 (M+ l) 

mMm 3 8 3 

m a s s : 5 8 5 (M+ 1 ) +. 
MMM 3 8 4 

ma s s : 5 7 1 (M+ l) 

mmm 3 8 5 

ma s s : 5 5 5 (M+ 1 ) +, 
MMM 3 8 6 

m a s s : 5 6 9 (M+ 1 ) 

mmm 3 8 7 

mass : 5 8 3 (M+ 1 ) +. 

mmm 3 8 8 

mmm 376;^i9mg^fflv>, ##0fj 3 icm cxmmit^^ 1 4 m g ^ntio 

^H-NMR (CD3OD) 

1. 12 (IH, m), 2. 24-2. 41 (3H, m), 2. 70 (IH, m), 
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3. 32-3. 41 (4H, m) , 3. 5 5-3. 7 5 (2H, m) , 4. 02 
-4. 32 (5H, m) , 4. 92 (3H, m) , 6. 88 (2H, m) , 7. 
22 (2H, m) , 7. 30 ( 1 H, m) , 7. 4 0-7. 5 0 (3H, m) , 
7. 8 9 (1 H, m) , 8. 0 3 ( 2 H, m) , 8. 2 2 ( 1 H, m) , 8. 4 
3 (1 H, m) , 8. 6 9 ( 1 H, m) . 

mmm 3 8 9 

(1) 6-T5/==»f^i^^l. 0 1 g. 7K^{by^[;7AT/^^^!>i>.8 3 5 

7K8 4 0 M U 1 N:^mt'f- h y ^i^8 4 0 // 1 RXf:^8 4 0 n I ^m^M^X 

— (T7n— y/VC- 2 0 O, ^ t3t3;J^7Ui^-^ (50:1 — 10:1) 

XmmL. S6<]i^^2 2 Smg^'fco 

(2) ( 1) CO^k^i^ 2 2 3 m g . t e r t -y^/Vi^p«f-/W^nn>>7V3 
3 2 m g , ^ ^ /V2 4 4 m g RXfi^/^ ^/^/}^/^AT ^ K 5 m 1 (DWu^^^ 

^ai^/P (3 : 2) T-i^iSiU a6<j!fe5r3 4 lmg#}t„ 

(3) (2) (Di^L^mz 2 0mg$rfflV\ ||JS0iJ 1 1 S0> (2) |Ci^CT@6<) 
1 3 8 m g S:#feo 

(4) (3) (Dit-^mi 03mg. f^^^lml. tK 1 m 1 ^^tJ«7" h 7 t Kt37 

7 V im I (D^i-^!^s:^fiT' 3 0 wim,n Ltco Rmm^mm nm^T l c (m 

erck Art5744,:^nn t^/I^J^-;^ ^ / — (10:1)) Vl^U 
mmit^i^ tLX& 4 4 m g ^mco 
»H-NMR (DMSO-dg) 
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1. 0 7 (IH, m) . 2. 2 2-2. 5 7 (3H, m) , 3. 3 0 (IH, m) , 
3. 53 (IH, m) , 4. 46 (2H, d, J = 5. OHz) , 4. 82 (l 
H, dd, J=5. 6, lOHz), 5. 23 (IH, t, J=5. OHz), 

7. 25 (IH, d, J = 8. 6Hz), 7. 31 (IH, dd, J=0. 9, 

8. OHz), 7. 46 (IH, t, J=8. OHz), 7. 73 (IH, dd, 
J = 2. 3, 8. 6Hz) , 8. 23 (IH, d, J = 2. 3Hz) , 8. 31 

(IH, dd, J=0. 9, 8. OHz), 9. 92 (IH, s), 11. 2 (l 

H, b r) . 

mass : 3 3 9 (M+ 1 ) 
3 9 0 

ma s s : 3 5 2 (M+ 1 ) 

mmm 391 

(1) llii6M3 8 gt^^k-^i^S: 1 0 3mg, h V =^'^/l^T ^1^0 . 6mlRX)^ 
. v^p« ^"/VJ^/l'/J^^Sf K 3 m 1 <DU-B-miz.E.mit.m^^v 2 e 5 m g =^^P 

(2) (1) <Di\:^^3 6msRXf:^'^/l'r?.y(D;^^y-'Jl^mi^ (2. OM) 

2mis:ffiv\ mmm8 4<D (2) \cm}:^xmmih^mxh^&^n^2 0mg 

^H-NMR (DMSO-dg) 

I. 15 (IH, m), 1. 20 (3H, t, J = 7. 3Hz), 2. 32-2. 
38 (2H, m), 2. 53 (IH, m), 3. 00 (2H, q, J = 7. 3H 
z) , 3. 3 0 (IH, m) , 3. 5 5 (IH, m) , 4. 14 ( 2 H, s) ,- 
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4. 79 (IH, dd, J = 5. 6, lOHz), 7. 33 ( 1 H, d, J = 7. 
9Hz), 7. 46 (IH, d, J = 8. 8Hz), 7. 48 (IH, t, J = 

7. 9Hz), 7. 88 (IH, dd, J = 2. 3, 8. 8Hz), 8. 27 (l 

H, d, J = 7. 9Hz) , 8. 36 (l H, d, J = 2.. 3Hz) , 10. 1 
(0. 2H, s) , 10. 6 (0. 3H, b r ) . 

m a s s : 3 6 6 (M+ 1 ) 

mmm 392 

ma s s : 3 8 0 (M+ 1 ) 

• ^mm 3 9 3 

(1) 2 -r ^ y - 5 hti 1 3 9mg^fflV^3ljiS«FiJl 1 8(7) (2) 
{eil^ CT e 6*J!^ 3 3 m g Srm/Co 

(2) (1) (^J^b-^tJa 3mgS^fflV^##0^J3{CS^lCT^S^b•a■i^T'^bSefe 
2 6 m g Sr^fco 

»H-NMR (DMSO-de) 

I. 12 (IH, m), 2. 31-2. 45 (3H, m), 2. 55 (IH, m), 
3. 53(1H, m),4. 77 ( 1 H, dd, J=4. 5, lOHz), 5. 
05 (2H, s), 6. 99 (IH, m), 7. 07 (IH, dd, J = 3. 1, 

8. 8Hz) , 7. 27 (IH, d, J = 7. 8Hz) , 7. 43 (l H, t, 
J = 7. 8Hz) , 7. 67 (IH, d, J=3. IHz), 8. 32 (IH, 
d, J = 7. 8Hz) , 9. 4 7 (IH, s) . 

m a s s : 3 2 4 (M+ 1 ) 



HjigiJ 3 9 4 

(1) 2-7^y-5-yt2^}i'}}i^y6 4 3mg^m^^MM0<\l 18 0(2) 
{c:2pi:Tg6«J^9 8 9mg^mZo 
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(2) (1) C0^b'^i^2 1 8mg^ffl^^##^|J6^;lpCT@6<J#ll 5 Omg<^ 

(3) (2) (^{b^#?3 Omg. 1 -p<^/Ut°-<7v?Vl 0 itz 1, h U (i^ 
^ly'JVT'^T^h^) i^y<7i^^J>^ (0) Smg. 1, 1' {^Jy::L=^ 
/UTi^^y^y) 7:cC3-fei/3mg, 2, 2' -t';^ (v^y'^czi/VTj^y^^^' y ) - 

1. 1' -t*"^:7^/U3mg. ■:hM; t e r t hdri/K9mgS.tJ^X h 
^ t Ko:7 7>'2m 1 (^m-^i^^ttW'f T- 1 0 0X:X'2\^mRft^^^tfCo SJf&?S 

^^fii^pL. ;<;y/ws.u«-fe^>i' h^iiLT^^iitycio mm. 

^TLC (Merck Art5744,^ u a ts/UM.- ^ '^r / ^/u (10:1)) 

(4) (3) (Dit'^mi 7mg^m\ mmmi3 3(D (2) tZlSpDTSM'fk 
'H-NMR (DMSO-de) 

1 . 0 4 ( 1 H, m) , 2 . 2 3-2. 3 8 ( 2 H, m) , 2 . 58 ( 1 H, m) , 

2. 80 (s), 2. 81 (s), 2. 80-2. 81 (3H), 3. 06-3. 

2 2 (4H, m) , 3. 3 0 ( 1 H, m) , 3 . 4 8-3. 5 8 (3H, m) , 

3. 7 5-3. 7 9 (2H, m) , 4. 83 (l H, dd, J = 5. 6, lOH 
z), 7. 30 (IH, dd, J = 0. 9, 8. IHz), 7. 36 (iHbr 
d, J = 9. 2Hz), 7. 45 (IH, t, J = 8. IHz), 7. 65 (1 
H, dd, J = 2. 7, 9. 2Hz) , 7. 99 ( 1 H, d, J = 2. 7Hz) , 
8. 24 (IH, dd, J=0. 9, 8. IHz) , 10. 1 ( 1 H, br) , 
10. 8 (1 H, b r ) . 

mass : 4 0 7 (M+ 1 ) 

mmm 395-397 
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MM^i 3 9 5 

m a s. s : 3 6 6 (M+ 1 ) 
3 9 6 

ma s s : 3 5 2 (M+ l) 

mmm 397 

mass : 3 3 8 (M+ 1 ) 
HtSgiJ 3 9 8 

m4 2 9(D (2) {ripCTRf£:Srm\ S6tli^<Sr#yho 

(2) (1) (Z){b-^!^6mgSrfflV>T|llig^»jl 1 8(^ (2) CTSm-g- 
i^-e*) 5 Sfet&Tlc 2 m g ^^yto 
'H-NMR (DMSO-de) 
, 0. 80-0. 92 (IH, m), 2. 35-2. 50 (2H, m), 2. 55 
-2. 65 (IH, m), 3. 02-3. 50 (IH, m), 3. 72-3. 8 
2 (IH, m), 4. 77-4. 84 (IH, m), 5. 35 (IH, d, J = 
9. OHz) , 5. 73 (IH, d, J = 18Hz) , 6. 68 (IH, dd, 
J = 9. 0, 18Hz), 6. 72-7. 00 (IH, m), 7. 45-7. 6 
0 ( 3 H, m) , 7 . 8 0 ( 1 H, m) , 8 . 17 ( 1 H, m) , 8 . 2 7 (1 
H, d, J = 7.0Hz), 11.8(1H, br). 
m a s s : 3 3 5 (M4- 1 ) 

mmms 9 9 

mi&m3 9 8<^^t:^!^4mg^ffiVNT##«»j3lc!pCT^Mfb^i^'C*55efe 
«&*3mg^#ACo 
'H-NMR (DMSO-de) 
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0. 8 0-0. 9 0 (IH, m) , 1. 22 (3H, t, J = 7. 4Hz) , 2. 
4 0-2. 5 0 (2H, m) , 2. 5 8-2. 6 5 ( 1 H, m) , 2. 62 (2 
H, q, J = 7. 4Hz), 3. 42-3. 50 (IH, m), 3. 70-3. 
82 (IH, m), 4. 80 (IH, m), 6. 70 (IH, d, J = 9. OH 
z), 7. 46 (IH, t, J = 7. OHz), 7. 50-7. 60 (2H, m), 
8. 04 (IH, d), 8. 30 (IH, d, 5 = 7. 4Hz), 11. 9 (l 
H, b r ) . 

ma s s : 3 3 7 (M+ 1 ) +. 
MMM 4 0 0 

(1) 2-7'ir hT5 y t°U v'>'-4-;«;/U:i?>'®?^^/Uac;^7^/H 9mg, 
T^l^^mmi-hV '>J>>7mg^ B^mi 2mg. ?i(.2 5 u IRXJ^mmo. 12m 

m-r^^i^^j^^^ikmi^. mm^mmLtio mm^TLc (Merck a r 

t 5 7 4 4, ^xnu:^/UJ^-;i^ y—/]^ (20:1)) XmMl.. n^l^t LX 
llfe*»*l 5mg<Sr#fCo 

(2) (1) (Dit^^^m^'^xmmms 9 8\z.mcxRm^n\'\ mmit^^ 
tLxj^^mm2mg^mco 

'H-NMR (DMSO-dg) 

0. 8 5-0. 9 2 (IH, m) , 2. 3 7-2. 4 7 (2H, m) , 2. 55 
-2. 59 (IH, m), 3. 43-3. 51 (IH, m), 3. 74-3. 8 
1 (IH. m). 3. 97 (3H, s), 4. 82 (IH, m), 5. 43 (l 
H, d, J = 10Hz), 5. 66 (IH, dd, J = l. 0, lOHz), 7. 
22-7. 32 (IH, m), 7. 49 (IH, t, J = 7. 8Hz), 7. 5 
8 (IH, m), 8. 05 (IH, s), 8. 26 (IH, d, J = 8. OHz), 
8. 43 (IH, s), 11. 5 (IH, br). 
mass : 3 9 3 (M+ 1 ) 
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MMM 4 0 1 

1 m g ^^fCo 
•H-NMR (DMSO-dg) 

0. 70-0. 80 (IH, m), 1. 25 (3H, t, J = 7. 5Hz), 2. 
30-2. 50 {2H, m), 2. 94 (2H, q, J = 7. 5Hz), 3. 4 
1-3. 50 (IH, m), 3. 74-3. 82 (IH, m), 3. 98 (3H, 
s), 4. 24-4. 30 (IH, m), 4. 78-4. 820 (IH, m), 
7. 20 (IH, s), 7. 43-7. 60 (2H, m), 7. 67-7. 76 

(IH, m), 8. 17 (IH, s), 8. 26 (IH, d, J = 7. 2Hz), 
11.6(1H, br). 
mass : 3 9 5 (M+ 1 ) 

MMMA 0 2 

2-T5y f y ^v^>8 6mg^fflV\ mMmi 1 S<D (2) ICfpCTSMfk 
'^«^-e*>'5^5^fe«&7S 1 5 m g ^^yto 
»H-NMR (DMSO-dfi) 

1 . 17 ( 1 H, m) , 2 . 2 4-2. 40 ( 2 H, m) , 2 . 52 ( 1 H, m) , 
3. 30 (IH, m), 3. 64 (IH, m), 4. 87 (IH, dd, J = 5. 
0, lOHz), 7. 18 (IH, t, J = 5. OHz) , 7. 34 (IH, d 
d, J = 0. 9, 7. 8Hz) , 7. 49 (IH, t, J = 7. 8Hz) , 8. 
30 (IH, dd, J = 0. 9, 7. 8Hz) , 8. 71 (2H, d, J = 5. 
OHz), 10. 4 (IH, s), 11. 6 (IH, s). 

mass : 3 1 0 (M+ 1 ) +. 

MMMA 0 3 

(1) 2-r^/-4, 6-i/^nnfi; ^i;i^l. Og, l-pt^/l-b'^7 
t^>7 3 3mg, hyaL^/VT^^-l. 3 m I RXll -^^ y -Ji^ 1 5 m \ <DM 
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(10:1) T#|?t. iyy;^?^/^ (!7 3-y/l.c-2 0 0) ^ii LTltig LfCo 

(2) (1) (Z)^b^#?$r^^y-/H 8m 1 lc:^)??t. ##^j3lci^CTS6<J 
3 9 0 m g ^ntco 

(3) (2) (^-fb-a^!^? 4mgSrffiV>, Ili£^?ijl 1 S(D (2) {ri|ICT«^<b 
'H-NMR (CDC 1 3) 

1. 27 (IH, m), 2. 35 (3H, m), 2. 34-2. 60 (7H, m), 
3. 42 (IH, m), 3. 64-3. 80 (5H, m), 4. 76 (IH, d 
d, J = 5. 3, llHz), 5. 22 (IH, d, J=6. 4Hz), 7. 3 
6 (IH, s) , 7. 45 (IH, t, J = 7. 7Hz) , 7. 52 (l H, d 
d, J = l. 1, 7. 7Hz) , 7. 94 ( 1 H, d, J = 6. 4Hz), 8. 
26 (IH, dd, J = l. 1, 7. 7Hz), 11. 8 (IH, s). 
mass : 4 0 8 (M+ 1 ) +. 

HifegiJ 4 0 4-4 0 5 

4 0 4 

m a s s : 3 8 5 (M+ 1 ) +. 

mmu 0 5 

mass : 3 5 9 (M+ 1 ) 

mMi^ 4 0 6 

(1) -fyh'-/i^^m^\ ^nm2\z.mzxnm^^mzo 
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( 2 ) ( 1 ) <Dit^^^m^\ mmm 1 2 9 dm zxmmit^^^mco 

mass : 3 5 5 (M+ 1 ) 
HifegiJ 4 0 7 

mass : 3 6 3 (M+ 1 ) ^. 

mmm4 o s 

(1) mMm4 0 6<D (1) (Dit^^^m^\ ^nmsKmzxn&^ii^d^mzo 

(2) (1) (Di\:'B-m^m\'\ mmmi\^mcxmmit^<^^mtzo 

mass : 3 5 7 (M+ l) +. 

mmM4 0 9 

(1) 2-^nn-3-=: hn^S#@?3 g. T ^ ^ o 

/^lt^*£3. 4 7 g, HOBTCD l7K^tl2. 51g, h ]) =^^/l-T K 3 . 1 
1 m 1 RX/i^;^ f^/U/J^/UAT ^ K 3 6 m I (Dp^^^^ji^.^ WS Cli®?J^ 3 . 

3 7 g ^Mx-x^ui^x 3 ^rsim^f byto 0 0 m 1 

9g. 2JJ:ij$^0. 8 9 5 g$:^fco 

( 2 ) ( 1 ) T#bti/fc 1 d^if^^ 1 . 5 0 g <^i^p« ^/WJ^/V/In^ V K (30m 
1) mm^yK^L. :^mi\:'r \> ]) ^J»2 3 Omg^m^. dO'CXlO^mWL 

fdo Rit>miz.^fDmtr:y^=^^j^:^mm^1}n^. g^g?ai^/n 5 om i -c^lR 

^j^^ik^. miii. ^mLxm±fist<^i. 3 6g^#fco 

(3) (2) -C#P>tvfci|fl4fiK!iJl 6. 4 7 g(7)3i^/~/V^|^ (6 0 Om 1 ) 
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§r 1 0 oviz.mBu 1 NT^miti- h y e^i^TK^s^s 2m 1 ^iju^x4 o^^mw 

o-r (17 3-y/UC- 2 0 0, ^#f->-g^^3:^/V (1 ; 1~3 : 

5) iCXmUL. ^7.7^/1^^5. 7 6g#/Co 

(4) (3) (Z)^k-&i^5. 7 6 g $rp{ (9 Om 1 ) M^L. Tk^ftb 

(5) (4) c^^k^tll. 0 0 g, >C ?i$^y-/W6 5 OmgS.t5i;'p<^/V/^/W 
i^T 5 K 1 6 m 1 (Df^'^S^\Z. t e r t -zf'^/V'J/- =^-)V^ n n i/^ >' i . 5 0 g 
^AP;tT^tat? 1 NfPhI 2 5 iJ^^i^ii X^fz^mGm^m^^'f'f^ 2 O O m l l> 

(6) (5) (^i||^fiK«^^l:S:^^/-/H 0 Om nc^<5¥L. m^ms tm 
1 3 g ^#fco 

(7) (6) (Dfb^i^l. 1 3 g ^ 2-f y>'i^;<;/VjJ?=/WT>^ K6 5 Omg 
^^fflv^-c^iS^Jl<^;^&^^:SpCT. @ fi^jfk-a-^J i . 4 8 g ^SrMit Ufc„ 

(8) {?) (Dit^l^l. 4 8 g(D^^y-7l' (3 Om 1 ) ^^^{cMlt^ (4 
ml) ^;!JPXLT^iaT3 0$5-M#LfCo «tW Lfc@flc^Sr^®[ xh7tKn7 
7 :/1?J5fe?^ LT^Jlfb^ife^^ 1 . 1 8 g ^mtzo 

*H-NMR (DMSO-dfi) 

3. 62 (IH, dd, J = 5. 7Hz, llHz), 3. 94 (IH, dd, 
J = 3. 9Hz, llHz), 4. 75 (IH, m), 7. 09 (IH, m), 
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7. 36 (2H, m) , 7. 44 (IH, t, J = 7. 7Hz) , 7. 85 (l 
H, m) , 8. 14 (IH, d, J = 7. 7Hz) , 8. 31 (IH, m) , 8. 
60 (IH, s), 10. 18 (IH, s), 10. 92 (IH, s). 
mass : 2 9 9 (M+ 1 ) +. 

HifeM 4 10-413 

IIJ£«^"J4 1 0/ceV^L^JgM4 1 3<D^k'g'«^(i,||»j4 1 4\mZXmJ^LtCo 
MMm4 1 0 

mass : 3 1 3 (M+ 1 ) 

mmm4 i i 

mass : 3 2 7 (M+ 1 ) ^. 

IIS6ft|4 1 2 

mass : 3 4 1 (M+ 1 ) 
|IWij4 1 3 

mass : 3 5 5 (M+ 1 ) 
1 4 

( 1 ) Uli^iJ 4 0 9 O ( 6 ) (Dit-^i^ 2 6 m g ^/^7^^/^AT ^ K— 7^ h 
7t Kn^^V (1:1) (1ml) {C^«?U T^Mit-T h V J>> 5 m g . 

(2) ( 1 ) (Dit^mt 2 - fc- y 'j:y^;vif.=LA,Ti^ v^m^^x^Mm 1 
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(3) (2) (Dit^^^m^X. ^»J4 0 90 (8) t I^^(Z)Kf£;^tTl/\ 

mmit^mmn^i^M 2 s m g ^wco 

^H-NMR (DMSO-d g) 

3. 92-4. 0.0 (2H, m), 4. 34 (IH, d, J = llHz), 4. 
58 (IH, t, J = 4. 5Hz) , 5. 20 (IH, d, J = llHz), 7. 
10 (IH, m) , 7. 2 5- 7. 3 8 (5H, m) , 7. 4 3-7. 5 0 (3 
H, m) , 7. 8 6 (IH, m) , 8. 0 8 ( 1 H, m) , 8. 2 0 (IH, m) , 
10.2(1H, s),10.5(lH, s). 
ma s s : 3 8 9 (M+ l) 



4 15-423 

mmm4 1 5 

mass : 3 3 8 (M+ 1 ) 

mmm4 i e 

mass : 3 5 5 (M+ 1 ) 

mmm4 i ? 

mass : 3 6 9 (M+ 1 ) 
MMM4 1 8 



mass : 3 7 5 (M+ 1 ) 
mt^m4 1 9 

mass : 4 0 3 (M+ 1 ) ^. 



mmm4 20 

m a s s : 4 0 9 (M+ 1 ) 
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mmm4 2 1 

m a s s : 3 9 5 (M+ 1 ) 

mmm4 2 2 

m a s s : 3 7 9 (M+ 1 ) 

mukmA 2 3 

mass : 3 8 1 (M+ 1 ) 
^MM4 2 4-426 

mmm4 2 4 

m a s s : 2 9 7 (M+ 1 ) 

mmm4 2 5 

mass : 3 1 1 (M+ 1 ) 
mMM4 2 6 

mass : 3 3 9 (M4- 1 ) 

mmm4 2 7 

(1) mmm4 1 4(Di[:^^^l Img. hV^'f-/^T^l^40nlRUmt 
9 1 0 At 1 (DU-^!^^m^V 2 0 ^^^^L^to D B U 2 0 // 1 ?r 

Aax.-C^?aT'2 5 5>. 8 0'CT-14. SNFr^^J^LfCo RJtM^^U\Z.mLXi^ 
, y;&y/^T-^tiit. i/i;;&y/i'^'^^1^:/-S^^^^/^ (1:1) X-^#Lfc„ 
^mRXJ^mm^'^t>^XmfS^LrZo mm^T LC (Me r ck Ar t 5 744, 
^7o^/^^/^i^-J;t^/-y^ (2 0 : 1) ) -Ci^lllL. B 6 . 4mg^# 



wo 01/07411 



340 



PCT/JPOO/04991 



(2) (1) co{l:^#j?rai^y-/u-x t h^nyyiycDU-B-mMi^^ML. 
^^M3 tmm<DS.j;^.^n^tio m^n/c:ife^fiJct»^TLC (Merck A r 
t 5 7 4 4, i5^nn;^/UA-p<^y-/W (20:1)) Vm^L. ^Mit^^l^S. 
8 m g ^m^c 

'H-NMR (DMSO-dJ 

1. 45 (3H, d. J = 6. 6Hz), 4. 40 (IH, d, J = 16Hz), 
4. 55 (IH, q, J = 6. 6Hz), 5. 08 (IH, d, J = 16Hz), 
7. 02 (IH, ddd, J=0. 9, 5. 1, 7. 2Hz), 7. 24-7. 
39 (6H, m), 7. 42-7. 51 (2H, m), 7. 75 (IH, ddd, 
J = 2. 1, 7. 2, 8. 7Hz) , 8. 13-8. 17 ( 2 H, m) , 9. 7 
2 (IH, s), 10. 73 (IH, s). 
mass : 3 7 3 (M+ l) +. 

MMm 4 2 8 

m a s s : 3 6 5 (M+ 1 ) 

mMm4 2 9 

(1) 2-^\:iu-3-:^hn^B^mmi: 4 9 g ^ 0 ^ I RXJ^;^ ^ 

/W5 om 1 (Dm'^^^2 2mmmmvti„ 
1 . 5 6 g ^ntco 

(2) (1) (Dit'^m5 0mgRV^Th7^^h])y:^:=-yi^^:^y^:^^<Vi^ 
^>A9mgSrx h7t Kn77>lml [Z.mmLtCo flttm^frof::^. h y 

(1 -31 hdrv^K-j^/l^) 1 Sr^Bx., ^MT* 1 NFrB1^ 5 0*CT-2^Pb1, 

:^7y/Wi. ^eic-^y-^m^=^/\^ (3:1) -t^gfej^t, «i:^^^^Sr^t>-yrT^ 
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mLtCoBtt^TLCiMe r c k A r t 5 7 4 4 .-^^^rf- 3 : 
1) ) T-m^L. ^m>!itLXmn^miKm5 3mg^mfc. 

(3) (2) (Dit^^l 1 OmgO^^/-/U (2ml) 1 NTK^Ik-:^ 

(4) (3) (Dit-k^A. 5mg i:r-y >-! 8 ;i 1 ^fflV>T. ||J|^fij4 0 9(7) 
(1) tl^^(7)S^'Srm\ g6<J#»S:4 5mg#fCo 

(5) (4) (^<b-a'#>4 5mg, ^iSgSe2 0 ^ 1 &U?^^>'-/U2m 1 Oig-g- 
«^Sr^i&T5 O^S^LfCo SJ^?fK*^i^U ^btLfcSft^Sr^:^ n a;}^y^i^-g^ 
^rc^/W (3:1) -Ci^j^L/cio W^^T LC (Merck Art5744, 

'^=>f1^^^-t^®?^^/^ (3:1)) T-miit. nm!^%:mco 

( 6 ) ( 5 ) (Dit-k^BLXf h ]) 30 ^ KD^au ^/^i^^^K?^7k . 
E.y >y\t-^^^m=^-7'/^W'2 3 /z 1 §r^^T^iaT-2^FBl4 5^^^L 

fCo g:jS;SSS:TLC (Me r c k Ar t 5 7 4 4 , '^^1^^^-S^^i^/^ ( 3 : 
1) ) T-m$!iU. g6<)i^^^yh„ 

( 7 ) ( 6 ) <D\t-km^=- 9 J -Mmm ^nm 3 ^ i^«i<7>sj£;s:tTo 

(8) (7) <7)<b'a'^^7mgJtT/2-f];i^i^;57/U4?^/UTi^Kl 2mgSrffl 
V^T^^g0iJl<^;^^fe{^:^pCT>^Ji&^^TofCoa^fiK^^^TLC (Merck A 
r t 5 744, --^i^V-gt^3^^7l' (1:1)) T*m®!U ^M<k^i^4mg 

'H-NMR (DMSO-de) 

1. 43 (3H, d, J = 6. 6Hz) , 5. 60 ( 1 H, q, J = 6. 6Hz), 
7. 05 (IH, m), 7. 24-7. 33 (2H, m), 7. 46-7. 57 
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(4H, m) , 7. 6 8-7. 8 2 ( 2 H, m) , 8. 2 8-8. 3 3 (2H, 
m) , 9. 9 2 (1 H, s) , 11. 3 (l H, s) . 
m a s s : 3 5 9 (M+ 1 ) 

3 0 



ma s s : 3 3 9 (M+ 1) 

mmm4 3 1 

(9) (8) <^<k^#»l 2mgjS^U«:7'n t'';^->'T/Uxt K<7)v?3cf■/^T^r^ — 
/^'l 0 0 Ai 1 $ri5^ P njj^/UA-x h^t Kn77>^ (l : 1) 2ml K^MV. 

E.y ^yit^'^m^-'r /i^i^ 4 0 fi 1 SrAP^Ti 2 oTc-ceNFfBm^Lfco 
yd-:^vr;v^yc Y<r>i>^'f-)vr-^^—)\^^ o m i ^iiAoL i 2 ot:-e3fl#FBi 7" 

C7 f;^:/T>'l-x t K(7)i;^^^/l'Ti?^— /1'2 0 0 ;i 1 Srii^JPLl 2 0t:-C2. 5 
^Wi^^ tfco Sf&?K^T LC (Merck Art5744,i^na 
.p^^J^y-zV (10:1)) Tffil^t. mmit^<^2. 3mg^mCo 
^H-NMR (DMSO-de) 

0. 98 (3H, t, J = 7. OHz) , 1. 75 (2H, m) , 3. 19 (l 
H, t, J = 10Hz), 4. 49 (IH, t, J = 10Hz), 5. 18 (2 
H, m), 7. 05 (IH, m), 7. 35-7. 58 (3H, m), 7. 78 
(1 H, m) , 8. 2 9 (2H, m) , 9. 8 8 (l H, s) , 10. 8 (l H, 
s) . 

mass : 3 3 9 (M+ 1 ) 
lliiS^j4 3 2-4 3 7 

mMm4 3 2fj:\^^Lmmm4 3 7(Dit'^mt.mMm4 3 1 \^mzxmmLtco 
mmm4 3 2 

mass : 3 8 7 (M+ 1 ) 
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MM^\4 3 3 

m a s s : 3 4 1 (M+ 1 ) +. 
3 4 

ma s s : 3 1 1 (M+ 1 ) 

mmm4 3 5 

mass : 4 1 7 (M+ 1 ) 
MMM 4 3 6 

mass : 4 1 7 (IVH- l) +. 

mmm4 3 7 

mass : 4 1 7 (M+ l) 
|IJ|0i|4 3 8 

(1) 3-= hn:7^/U>i' ^ K.2. 0 0 oi^y— /U8 0 0 /i 1 $:ffil/>T^ 

(2) (1) (Dit^l^2. 1 1 g^TiiJ'y— yu— 7" h7 t Kn^y^' (1 : 4) 
5 0ml {C^^L-l d'CKf^rnVtct:!^^. :^mit^-'>m^hV'>J^3 6 0 

^ti^t^Co #^nfc:@flc^^:^r1fi^Tifc?tU g6<Ji^l. 134g^^tfco 

(3) (2) (^fb-a-tH 2 OmgSrffiV^T##fi»J3 i[^i^OSJ[&?^m\ 
7 0 m g ^#fc„ 

(4) (3) <D{b-a'#>7 OmgRU«2-f !;i^>';i7/P/}f=:/VT>^K6 5mgSr 



'J 
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^H-NMR (DMSO-dfi) 

1. 25 (3H, t, J = 7. 2Hz), 3. 42 (IH, m), 3. 71 (l 

H, m), 6. 00 (IH, d. J=9. OHz), 6. 63 (IH, d, J = 
9. OHz) , 7. 10 (IH, ddd, J = l. 0, 5. 0, 7. OHz) , 
7. 30 (IH, d, J = 7. 5Hz), 7. 37 (IH, dd, J = l. 0, 
7. OHz), 7. 54 (IH, t, J = 7. 5Hz), 7. 82 (IH, dd 
d, J = 2. 1, 7. 0, 7. 5Hz), 8. 36-8. 39 (2H, m), 9. 
98(1H, s),11.7(lH, s). 

m a s s : 3 1 3 (M+ 1 ) +. 

m^m4 3 9 
m^m4 3 9 It. mmm4 4 oizmzxmi^Ltco 

mass : 3 2 7 (M+ 1 ) 
I|]!ia^ij4 4 0 

3 8 (Dit-a-^ 1 3 m g Srai^ / — /U 2 m 1 l^l^j^ p - YjVoli/P. 
/i^7}^>-ig^«i^SJ!jnx.T9 ot:-ci^PBimi^bfco SJE£:?^S:^i^L. ^^jtLfcH 
<^^->^1f>^i^i^!3i^7>T-SM^B LT^Jgik^i^ 7 . 3 m g ^l:#yho 
^H-NMR (DMSO-dg) 

I. 01 (3H. t, J = 6. 9Hz) , 1. 20 (3H, t, J = 7. IHz), 
2. 8 5 (IH, m) , 2. 6 0 (IH, m) , 3. 2 5 ( 1 H, m) , 3. 6 
4 (IH, m), 6. 15 (1H. s), 7. 04 (IH, dd, J = 5. 4, 

6. 6Hz), 7. 21 (IH, d, J=8. OHz), 7. 36 (IH, d, 
J = 7. 2Hz) , 7. 53 (IH, t, J = 8. OHz) , 7. 77 (IH, 
ddd, J = 2. 1, 6. 6, 7. 2Hz), 8. 28 ( 1 H, dd, J = 2. 

7, 5. 4Hz) , 8. 36 ( 1 H, d, J = 8. OHz) , 9. 97 (IH, 
s), 11. 8 (IH, s). 

ma s s : 3 4 1 (M+ 1 ) 
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MMm 4 4 1-448 

%im\ 4 4 1 

mass : 3 5 5 (M+ 1) 

umm 4 4 2 

ma s s : 3 6 9 (M+ 1) +. 

%WS^\ 4 4 3 

ma s s : 3 6 9 (M-f- 1 ) ^. 



4 4 4 

ma s s : 3 8 3 (M+ 1 ) ^. 
HjfegiJ 4 4 5 

ma s s : 3 6 7 JM+ l) 
HiifegiJ 4 4 6 

ma s s : 3 9 5 (M+ l) +. 
m a s s : 3 8 1 (M+ 1 ) 

ummA 4 8 

m a s s : 4 0 3 (M+ 1 ) 



4 4 9 
(1) (1) 3- 
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(2) {!) <Dit^m2. 2 7 g^ffiV^T|IWJ4 3 8(D (2) ICl-ipDTS:/^:^ 
<^tTV\ U^mi. 4 2 9 g^^fCo 

(3) (2) O^b^i^S 2 7mg$rfflV^T^iS0ij4 4 0{^Jpi:TSf£?^fTV\ 

(4) {3) (Dit'^t^^m^^x^nm^ tmm(Dm.)^.-^n^\ i6<ji^7 7 2m 
g ^nt^o 

(5) (4) (7){b^i^7 7 2mgSUf2-t°!; v'V;«77Wl^'::i/^Tv=K6 0 Om 

g ^my^^x-mmm i (^;^&i;:^pct. ^M^k^'^4 4 s m g ^ntc^ 

'H-NMR (DMSO-dg) 

1. 52 <8H, m> , 2. 81 <3H, s> , 4. 21 (IH, m) , 6 . 2 
4 (IH, s), 7. 04 (IH, ddd, J = l. 0, 5. 0, 7. 5Hz), 
7. 23 (IH, d, J = 7. 5Hz),^7. 34 ( 1 H, dd, J = l. 0, 

7. OHz) , 7. 52 (IH, t, J = 7. 5Hz) , 7. 76 ( 1 H, m) , 

8. 24 (IH, m), 8. 34 (IH, m), 9. 95 (IH, s), 11. 
6 (IH, s) . 

m a s s : 3 3 5 (M-Me OH) ^. 

um^A 5 0 

nmm 4 4 9 <D\\L^m^ 2 5 m g ^sr^ / -MzMm nmm 4 4 0 tctp c 
TSf£;:?rm\ mmit^m^ 1 s m g#fc„ 

»H— NMR (DMSO-de) 

0. 99 (3H, t, J = 7. 5Hz) , 1. 55-2. GO <8H, m> , 2. 
78 (IH, m), 3. 12 (IH, m), 4. 22 (IH, m), 6. 21 (1 
H, s) , 7. 04 (IH, ddd, J = l. 0, 5. 0, 7. 5Hz) , 7. 
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20 (IH, d, J = 7. 5Hz) , 7. 33 ( 1 H, d , J = 7. OHz), 
7. 51 (IH, t, J = 7. 5Hz), 7. 77 (IH, m), 8. 27 (l 

H, m) , 8. 37 (IH, d, J = 7. 5Hz) , 9. 96 (IH, s) , 1 

I. 8 (IH, s) . 

m a s s : 3 8 1 (MH- 1 ) 

mmm 4 5 1-466 

mmm4 5 1 /.^v^L^^S^»J4 a 6(^{b^J^«,^j£«aj4 6 7 [zmcxm^Lfco 
MMM 4 5 1 

'H-NMR (DMSO-dg) 

1. 5 5-1. 9 9 (1 4H, m) , 4. 30 ( 1 H, m) , 4. 45 (2H, 
s), 7. 03 (IH, m), 7. 32-7. 50 (3H, m), 7. 76 (l 

H, m), 8. 15 (IH, d, J = 7. 8Hz), 8. 28 (IH, m), 9. 
73 (IH, s), 10. 7 (IH, br). 

mass : 3 7 9 (M+ 1 ) 

mmm4 5 2 

^H-NMR (DMSO-de) 

I. 10-1. 7 0 (12 H, m), l. 95 (IH, m), 3. 38 (2H, 
d, J = 7. 8Hz) , 4. 47 (2H, s) , 7. 05 (2H, m) , 7 . 3 
3-7. 51 (3H, m), 7. 78 (IH, m), 8. 08 (IH, d, J = 
7. 5Hz), 9. 75 (IH, s), 10. 8 (IH, br). 

mass : 3 7 9 (M+ 1 ) 

mmm4 5 3 

^H-NMR (DMSO-de) 

1. 10-1. 25 (4H, m) , 1. 7 9-1. 9 2 (4H, m) , 2. 10 
-2. 2 2 (4H, m) , 4. 12 ( 1 H, m) , 4. 4 5 (2H, s) , 7. 
05 (IH, m), 7. 33-7. 57 (3H, m), 7. 78 (IH, m), 



wo 01/07411 



348 



PCT/JPOO/04991 



8. 18 (IH, d, J = 7. 5Hz), 8. 28 ( 1 H, d, J=2. IHz), 

9. 69 (IH, s), 10. 6 (IH, br). 

MMm4 5 4 

ma s s : 4 1 9 (M+ 1 ) 

|I»J4 5 5 

mass : 4 1 9 (M+ 1 ) 

mmm4 5 6 

ma s s : 2 8 3 (M+ 1 ) 
MMM 4 5 7 

mass : 2 9 7 (M+ 1 ) 

mass : 3 1 1 (M+ 1 ) . 
MMM 4 5 9 

mass : 3 1 1 (M+ 1 ) 
mt^m 4 6 0 

mass : 3 2 3 (M+ 1 ) 

mmm4 e i 

mass : 3 3 7 (M+ 1 ) 



4 6 2 

mass : 3 2 7 (M+ 1 ) +. 
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4 6 3 

*H-NMR (DMSO-dg) 

3. 62 (2H, t, J = 7. 5Hz) , 3. 91 (3H, s) , 4. 34 (2 
H, t, J = 7. 5Hz) , 4. 60 (2H, s) , 7. 02 (IH, m) , 7. 
38-7. 51 (3H, m), 7. 99 (IH, m), 8. 20 (IH, d, J 
= 7. 8Hz), 8. 39 (IH, d, J = 2. IHz), 9. 80 (IH, s), 
11. 0 (1 H, b r) . 

^mm4 6 4 

ma s s : 3 3 1 (M+ 1 ) 
Igjjfe^N 6 5 

m a s s : 3 3 7 (M+ 1 ) 

ma s s : 3 3 7 (M+ 1 ) 
ll]lfeM4 6 7 

(1) mMm4 4 9(D (2) (Dit^m2 0mg, 2 0 %7K^fk^N"7 v^l>-t>-^ 
^MiS£2 Omg, 7< ^'/-/H m 1 b^t Ko^^i^l m I (DM^^^:^ 

tco nm^TLC (Merck Art5744, ^ u u:^A^J=.- ;^ ^ / —/l^ (l 
9:1)) -emmt> S6<J^^5mg«r#y5:o 

(2) (1) (Dit^m 5 mg^^\^\ mMmn^mzxmmit^^vh^^n 

fe@«s2mg^#yh„ 
mass : 3 3 7 (M+ 1 ) 
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MMM 4 6 8 

mass : 3 3 9 (M+ 1 ) 



MMM 4 6 9-492 

mmm4 e 9/^v>t^ji£0ij4 9 2<Dit^mn.Mmm4 9 3 \z.mLxm^Ltz 

4 6 9 

m a s s : 3 6 5 (M4- 1 ) 
MMM 4 7 0 

mass : 3 6 9 (M+ 1 ) +. 
MWH 7 1 

ma s s : 3 8 7 (M+ 1 ) 



mmm 472 

mass : 4 0 1 .(M+ 1) +. 

Ili!ife^j4 7 3 

m a s s : 4 0 7 (M+ 1 ) 



Hife^ 4 7 4 

mass : 4 0 1 (M+ 1 ) 
^li£M4 7 5 

m a s s : 3 7 9 (M+ 1 ) 
jlife^j4 7 6 • 



mass : 3 9 1 



(M+1) 
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mmm4 7 7 

ma s s : 3 2 5 (M+ l) 
ma s s : 3 3 9 (M+ 1) 

^mm4 7 9 

m a s s : 3 5 3 (M+ 1 ) 

mmm4 s o 

mass : 3 5 3 (M+ l) +. 

mmm4 s i 

mass : 4 0 1 (M+ 1 ) 
mMm4 8 2 

ma s s : 3 3 9 (IVH- 1 ) 

mmm4 s 3 

ma s s : 4 6 1 (M+ 1 ) 

mmm4 s 4 

ma s s : 3 5 3 (M+ 1 ) 
MMm 4 8 5 

ma s s : 3 6 7 (M+ 1 ) 

mmm4 s e 
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m a s s : 3 6 7 (M+ 1 ) ^. 

mmm4 s 7 

m a s s : 3 6 7 (M+ 1 ) 
m a s s : 3 6 7 (M+ 1 ) 

mmm4 s 9 

mass : 3 6 7 (M+ l) 
MMM 4 9 0 

mass : 3 8 7 (M+ 1 ) 



(M+1) +. 



(M+1) +. 
MMM 4 9 3 

(1) 3-=^h^y^/l^M7^^1 2 5 g<D7'hy\i h'tiyyl^ (2. 5L) 

-l^^ai^yl. (2:1) ICT^^L. g6<J#j8 8. 4 g^WCo 

(2) (1) <^^b'^i^2 0 Omg, 3-r5/- 1 -:/n/NV-/W9 Omg, 



mmm4 9 1 

mass : 4 0 1 



llJ5feM4 9 2 
mass : 3 7 9 
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r c h A r t 5 7 4 4. -^=Sr1^>'-g^@f^^y^ (l : l) ) TlfML. B&^l^ 
1 8 0 m g ^ntio 

(3) (2) (Dit-B-^l 8 Omg^SrffiVN, #%«RJ 3 {C^ CT i6<)#J 1 3 9mg 

(4) (3) (Dit-^i^s omg^m\'\ emg 

'H-NMR (DMSO-dg) 

1. 50-4. 30 (6H, m), 5. 86 (IH, s), 7. 05 (IH, t, 
J=5. OHz), 7. 19 (IH, d, J = 8. OHz), 7. 36 (IH, 
d, J=6. OHz) , 7. 53 ( 1 H, t, J = 8. OHz) , 7. 78 (l 
H, t, J = 8. OHz) , 8. 32 ( 1 H, d, J = 5. OHz) , 8. 38 

(IH, d, J=8. OHz) , 9. 99 ( 1 H, s) . 
m a s s : 3 2 5 (M+ 1 ) +. 

mmm4 9 4-^iifeg'j5 o 2 

mmm4 9 4 f£\,^Lmmm 5 o 2(Dit^m^.mmm4 9 3 \^mcxmmi^tio 
MMm 494 

m a s s : 3 3 9 (M+ 1 > 
lljBagj|4 9 5 

ma s s : 3 4 1 (M+ 1 ) 



9 6 

mass : 3 4 1 (M+ 1 ) 
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mmm4 9 7 

m a s s : 3 4 0 (M+ 1 ) 

mmm4 9 s 

m a s s : 3 2 5 (M+ 1 ) 
MMM 4 9 9 

m a s s : 3 3 9 (M+ 1 ) 
MMM 5 0 0 

ma s s : 3 8 7 (M+ l) +. 
MMM 5 0 1 

m a s s : 3 9 9 (M+ 1 ) ^. 
MMM 5 0 2 

m a s s : 3 6 9 (M+ 1 ) +. 
MMM 5 0 3-530 

mmm 503 f3:\,^Lmmm5 3 0 (Dit^mt.mmm 531 (c!pi:T^3tbAc 

HlfegiJ 5 0 3 

mass : 4 9 8 (M+ 1 ) +. 
MMm 5 0 4 

ma s s : 5 4 6 (M+ 1 ) *. 

mnm 5 o 5 

m a s s : 5 5 8 (M+ 1 ) 
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MMm 5 0 6 

mass : 5 2 8 (M+ 1 ) +. 
5 0 7 

mass : 5 2 4 (M+ 1 ) *. 

mmm 5 o s 

mass : 5 2 8 (M+ 1) 
MMM 5 0 9 

mass : 5 4 6 (M+ 1 ) ^. 
MMm 5 1 0 

ma s s : 5 6 0 (M+ 1 ) 

mmm 511 

m.a s s : 5 6 6 (M+ 1 ) 
MMm 5 12 

ma s s : 5 6 0 (M+ 1 ) +. 

^mm 5 13 

m a s s : 5 3 8 (M+ 1 ) +. 
5 14 

m a s s : 5 5 0 (M+ 1 ) 



mmm 515 

ma s s : 4 8 4 (M+ 1 ) 
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MMi^\5 1 6 

m a s s : 5 6 0 (M+ 1 ) 

mmms i 7 

mass : 4 9 8 (IVH- 1 ) 
MMm 5 18 

m a s s : 5 1 2 (M+ 1 ) +. 
1 9 

ma s s : 5 1 2 (M+ l) 
MMM 5 2 0 

mass : 5 6 0 (M+ 1 ) 

mmm 5 2 1 

mass : 5 1 2 (M+ 1 ) +. 

mmm 522 

mass : 5 2 6 (M+ 1 ) +. 

MMm 5 2 3 

mass : 5 2 6 (M+ 1 ) 
MMm 5 2 4 

mass : 5 2 6 (M+ l) 

mmm 525 
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mass : 5 2 6 (M+ 1 ) 



Htfe^J 5 2 6 

mass : 5 2 6 (M+ 1 ) 
MMm 5 2 7 

ma s s : 5 4 6 (M+ 1) 

mmm 528 

mass : 5 6 0 (M+ l) 

mmm 529 

m a s s : 5 3 8 (M+ 1 ) 



MMM 5 3 0 

ma s s : 5 9 9 (M+ 1 ) 

mmm 5 3 1 

( 1 ) t*= i; -ym 1 5 0 g , i^fpt ^ K 2 0 m 1 RXfmt'^:^=^/i- 

5 0 0ml (Dm^mt: 1 0 0 "CT 1 l^m^W Lfc„ ^It^m^ O^ici^m 

mmi^tio (l7=J-y/l'C- 1 0 0. 

^^1^:/-g^^3i^/P (2 : 1-1 : 1) ) {ClTifSMt. ifi^i^l 4 8 g ^#fc„ 



(2) (1) ©{k^i^l 8 g&Uf Hy >^^/nr:^/U>^X3 5 g^S:fflV^r^^SM 
4 2 90 (2) {c5pC-CSJE&S:m\ B 1 6 g S:#fc„ 



(3) (2) (^fb^J^l 6g^^V\ ||lg«Bl3 0 0(Ci1ii:T@6«Ji|^l 9. 7g 
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(4) (3) <D^b^i^l 9. 7 s^m^\ 0^m5(D (1) , (2) {Ci^CX 

14. 1 g ^ntco 

'H-NMR (CDC 1 3) 

1. 85 (IH, m), 2. 30-2. 90 (5H, m), 3. 48 (IH, q 
uintet, J = 7. OHz), 3. 68 (2H, d, J = 7. OHz), 7. 
20-7. 40 (5H. m), 7. 45 (IH, d, J=8. OHz), 8. 0 
9 (IH, s), 8. 59 (IH, d, J = 8. OHz). 

(5) (4) (Dit^^S 0mERXJ^MMM4 9 3(D (3) <7)<k^ife 3 0 m g 
'H-NMR (CDC 1 3) 

1. 60-4. 60 (15 H, m), 5. 69 (IH, s), 6. 83 (IH, 
s), 6. 91 (IH, d, J = 5. OHz), 7. 20-7. 60 (6H, m), 
8. 13 (IH, d, J = 5. OHz), 8. 45 (IH, d, J = 5. OHz), 
8.77(1H, s). 
mass : 4 8 4 (M+ 1 ) +. 

gljfeMS 3 2 

mass : 4 9 8 (M+ 1 ) *. 
5 3 3 

(1) 3-^ hn^iJ'/^-r ^ K2. 0 0 g&U«4-fc Kn^t^-2-:/^y >- 
1. 3 7g^m^\ mmm4 3 8(D (O , (2) {cSpCTg6<J^^l. 7 8gS: 

(2) il) (Dit-^^l. 7 8 g. ^Udr3.7-i/-:^;^3 A^5 g. h V 7 
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/^:^|-^g^ifl m 1 RXIr- h7 t Ko77V2 5m 1 (OU^m^ I 0 Ot^T-lBftM 
i^^p-r h:/^^^'- (!7 3-y/l/C- 3 0 0.^^1^ ^--i^^ni^/Wd : i)) 

(3) (2) (Dit-^ms 6 3mg^##M3{c:!iCTi6«j!^6 8 Omg^^fco 

(4) (3) (Dit^m3 omg^m\'\ mnmn^mzxmmit'Btm2 8m g 

»H-NMR (DMSO-de) 

1. 16 (3H, d, J = 7. OHz) , 1. 70-4. 3 0 ( 5 H, m) , 5. 
95 (IH, s), 6. 90-8. 70 (7H, m), 10. 0 (IH, s), 
1 1 . 6 (1 H, b r) . 
m a s s : 3 3 9 (M+ 1 ) 

MMM 5 3 4 

mass : 3 5 3 (M+ 1 ) 
MMm 5 3 5 

m a s s : 3 3 9 (M+ 1 ) +. ' 

mmms 3 e 

m a s s : 3 5 3 (M+ 1 ) *. 
5 3 7 

m a s s : 3 5 3 (M+ 1 ) 
m a s s : 3 6 7 (M+ 1 ) ^. 
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HtfeM 5 3 9 

(1) ^Wij4 9 3(7) (3) <7){k^i^l. 70g, (Boc) 205. 5 0 g. 
4 -v'^^yUT^ y trVi^^^S. 0 0 gRXJ^y^hy\i Kci:7^:/40ml (DU-B- 

7 7-C~ (!73-'i/*/UC-3 00. '^^1^:/-g^i?3i^/W (10:1-5:1)) 

(2) (1) (Dit-^I^SO Omg(D'rh^\i V^y^ly (2 5ml) m^^- 
7 8*C{C?^iPL, 3 '>{b:/f-/^4 0 0 M I 2S^U5y^'>i>.'^=^1^p«^/V>'v-7>^K 
Ox t KD77i^^^K (1 . OM) 3. 6ml^M^. ^^izmU^VUm 

Lyto ait^^/y^y/^;^7A^CJ-r (57 3—^/1-0-3 0 0, 

^1^:/-t^^^^/V (10 : 1) ) (ClxmiSiL. n&^!^4S4mg^mtc. 

(3) (2) <7)'fb;-g>i^4 8 4mg, h y 7/U;rng^^4 m 1 ^T^:)JcO . 4ml 

n-r h:^^^ (17=1— -^yVC- 3 0 0, ^^-i)-l^-^§^aL=^/U (l O : l) ) 

(dXmiStL. i6<Jt»2 4 9mg?£r#fco 

( 4 ) ( 3 ) (Dit^!^ 5 0 m g ^ffl V ^. ^Jg^Rj 1 \m CT^Jg^k^^? 4 8 m g 
^H-NMR (DMSO-dg) 

0. 61 (IH, m), 0. 63 (3H, t, J = 7. OHz), 1. 00-3. 
80 (8H, m), 3. 95 (IH, brd, J = llHz), 4. 18 (IH, 
brd, J = llHz), 4. 39 (IH, dt, J = 2. 0, llHz), 7. 
00-7. 20 (2H, m) , 7. 37 (IH, d, J = 7. OHz) , 7. 5 
0 (IH, t, J=8. OHz), 7. 78 (IH, t, J=8. OHz), 8. 
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23 (IH, d, J = 5. OHz) , 8. 38 ( 1 H, d, J=8. OHz) , 
10. 0 (IH, s), 11. 8 (IH, br). 
ma s s : 3 8 1 (M4- 1) 

mmm 540 

ma s s : 4 9 8 (M+ 1) 

nmm 541 

|liSM5 3 3C) (3) \t-^m^ Omg,RXJ^%mmS^ l<0 (4) (Dit^!^ 5 0 
^H-NMR (DMSO-dfi) 

1. 17 (3H, d, J = 7. OHz), 1. 20-2. 90 (10 H, m), 
3. 66 (2H, s), 4. 21 (2H, m), 5. 94 (IH, s), 7. 0 
4 (IH, d, J = 5. OHz) , 7. 18 (IH, s) , 7. 20-7. 40 
(6H, m) , 7. 56 (IH, t, J = 8. OHz) , 8. 22 ( 1 H, d, 
J = 5.pHz), 8. 45(1H, d, J = 8. OHz),. 9. 96 (IH, 
s),11.7(lH, br). 
mass : 4 9 8 (M+ 1 ) 

^t^M5 4 2-5 4 5 

mmm 542 

m a s s : 5 1 2 (M+ 1 ) +. 

mmm 5 4 3 

m a s s : 5 1 2 (M+ 1 ) 



MMm 5 4 4 
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m a s s : 5 1 2 (M+ 1 ) 

mmm 545 

m a s s : 5 2 6 (M+ 1 ) 
MMM 5 4 6 

(1) 2-^:^0 0-3-^1 l>n^S#®fl 0. 1 gRUH Vyi^l^l7^^(^4. 

8 5ml mmmi 2i<d (d \cmzxn&^m9. o og^mtco 

(2) (1) (Dfb-^^B. 0 0 g(D=^^ /-/u iih) ^m^m'^^. 15 ox: 

5 . 0 0 g ^#}^Co 

(3) (2) <Dit'^^4 0mg, 1, 4 -i^3- K>^^ 2 9 /z I ^ 

/^/^^/^i^T^ Kim 1 <om^<^^i dmf^mmLtco RJt>n^^m:imLxmm 
^m, mm. mm^m^Lt!, mm^TLc (Me r c h at 1 5 74 4. ^ 

=3rf->-@^@!rE:^/W (1:2)) TltlliU, g fl^j!^ 4 4 m g ^^^cio 

(4) (3) (Dit^mA 9me^m\'\ ##«SJ 3 {cJpCT S6^i^ 2 5 m g 

(5) (4) <^)^k^<^2 5mgS:fflv\ 1 icincT^Mfk-^i^-efca 6 

^H-NMR (DMSO-de) 

1. 65-1. 78 (2H, m), 1. 88-2. 11 (2H, m), 3. 39 
-3. 50 (2H, m), 3. 80-3. 96 (2H, m), 7. 00-7. 1 
3 (IH, m) , 7. 2 0-7. 3 9 (2H, m) , 7. 4 0-7. 4 9 (IH, 
m), 7. 75-7. 85 (IH, m), 8. 15-8. 22 (IH, m), 8. 
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32 (IH, s), 9. 93 (IH, s), 11. 1 (IH, s). 
ma s s : 3 2 4 (M+ 1 ) 

mmm 547 

mmm5 4 6<D (2) (Dit'^m:^x)^i, 3-i^^-K7•^/^':/^^^^, 
5 4 6(D (3) (5) i^m\:.xmmit'a-m-^h?>&^mw^mco 

'H-NMR (DMSO-dg) 

2. 49 (2H, m) , 3. 55-3. 71 (2H, m) , 3. 71-3. 81 
(2H, m), 7. 01-7. 10 (IH, m), 7. 18-7. 22 (IH, 

m), 7. 28-7. 40 (2H, m) , 7. 76-7. 82 (IH, m), 8. 
08-8. 35 (2H, m), 9. 97 (IH, s), 11. 1 (IH, s). 

mmm 5 4 8 

(1) =1— /V^^^/Vni;;^ 7-/1-9. 6 4 mt4-;^ h^iy^>i^A^l 

3. 2m 1 , Tk^^b-:^ M; •>A3. 8 9 gS.r;«v?pt5^7W?J^/Vi^r ^ K2 0 Om 1 

:*7i>>:^n-r hi/y^^— (17 =«— ^/WC- 2 0 0 , ^df f-V-g^^^i^/U (2 
0:1)) -CmML. 6. 0 gSr#fCo 

(2) T-th^MJ/l-4. 1 1 m 1 <^)X hyt Kn:77^^ (4 0 Om 1 ) ^fgf 
Sr-7 8'C{C?&«U n-:^^/H;^!>i.<^-^dff-^^^^K (1. 6M) (46. 
3ml) ^m^tctZ^^. (1) (Oit^mi 6. 0 g(^)7^ t Kn77> (1 
5 0ml) ^^K^AP^, -78t;i*b^?a*T-MSSr±JfT. J^m^ti^-T^^* 

fco W^U;i:3:^5'/->'W2 0 Om 1 %;jP;tfcir5'^. t K^i^^^ 1 2 0 

mlSrAPx.T. iBfeitsStAco RJ^??^<Sr^$g ^jt^i^y A^;^ n-r 
.([7=J— y/UC-2 0 0, /V (98:2)) 

T-I^HIL, g6<J#>13. 9g$r#fcc 
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(3) (2) (Dit^i^l 3. 9g. (Boc)20 15. 1ml, J^mit-T h 

y '>A2. 6 2 gj^T^v^T^^/i'jJh/uAr ^ K3 0 om 1 (DU-^m^wMfim^-t 

0 0. ^df•t^:/-g^^if-/^ (1 0 : 1~1 : 1) ) -Cmiit. ^m>il. 3 2 

(4) (3) (Jy\t^mi . 3 2 g^lrfflV\ ^ite^Hl 1 8(73 (2) |:iipCTg6<) 
i^4. 16 g^^yto 

(5) (4) (Dit^m4. 16g. 1 0%Pd-^^^^K3 g. 

X h^t Kn^^y (1 : 1) 1 4 0 m 1 (^^^i^SrTK^^aKTT- 5 O'C, 3^ 

yM.'^n-^ h^yy — {U^—'^Ji^C—3 0 0, ^ nuii^jVJ^- :^ 9 y {Q 
8 : 2-8 0:20)) TM^L, B o c^^fls (a) 6 0 2mg&tm^{k'^ 
«^ 5 9 3 m g ^#yto 
'H-NMR (DMSO-dg) 

0. 98-1. 18 (IH, m), 2. 20-2. 41 (2H, m), 2. 60 
-2. 78 (IH, m), 3. 03-3. 60 (2H, m), 4. 44 (2H, 
d, J = 5. 5Hz), 4. 61-4. 79 (IH, m), 5. 29 (IH, t, 
J = 5. 5Hz), 6. 00 (IH, s), 7. 26 (IH, d, J = 6. 7H 
z) , 7. 42 (IH, dd, J = 6. 7, 7. 9Hz) , 8. 27 ( 1 H, d, 
J = 7. 9Hz), 9. 41 (IH, ,s), 12. 3 (IH, s). 
mass : 3 2 8 (M+ 1 ) 

5 4 9 

(1) Ili£«?ij5 4 8(^^k'a't>5 1 Omg^fflV>||Jfe0ij8 4 0 (l) iClpCTg 
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2 9 5 m g ^Wco 

(2) {1) (Dit'^mi 2 Img, 1 -;«^/Ut°-^7v?:/4 1 4 // 1 . ^U-^Sr 
=Ly — i^—y'7s3Al 0 Omg. RXJ-!^ u U7t^/]^M,- ^ y —/v (l : 1) 4 m 

X2X2ts/\^M,-yi^ (2 0 : 1~4 : 1) ) T**fS!it. Mmi[:'^<^(D9± ^ 

1 3 9 m g Sr#fCo 

(3) r(Dtj(^)^HP L C (CH I RAL P AK AD (y^-fe/Wt^XH 
(t^) ) ) -C^^^^flJL. R t = 8. 3m i n (CH I RALPAK AD 

-Cir/Wk^X^ iW) > 0. 4 6 <^ X 2 5 c m) , ai^J/y-zU, 0. 5ml 
in) iA) (Dit^m^mmit-^i^tVXemg^RXJ^Rt^l 1. Imin(B) 

(Dit^i^^mmm 550 (Dit-^mt tx 1 9 m g#fco 

'H-NMR (DMSO-dg) 

0. 98-1. 13 (IH, m), 2. 13 (3H, s), 2. 22-2. ^7 
(10 H, m), 2. 51-2. 72 (IH, m), 3. 42 (2H, s), 3. 
23-3. 60 (2H, m), 4. 62-4. 78 (IH, m), 5. 96 (l 
H, s), 7. 26 (IH, d, J = 7. 5Hz), 7. 42 (IH, dd, J 
= 7. 5, 7. 9Hz), 8. 26 (IH, d, J = 7. 9Hz), 9. 44 (1 
H, s) , 12. 3 (1 H, s) . 
mass : 4 1 0 (M+ 1 ) +. 

5 5 0 

m a s s : 4 1 0 (M+ 1 ) +. 
Htfegij 5 5 1 -5 9 1 
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MMMS 5 lfj:\,^LmMm5 9 l(Dit^mtmt^M5 4 9(D (2) (CimCTM 

Mm.m 5 5 1 

'H-NMR (DMSO-dg) 

0. 82 (6H, t, J = 7. 5Hz), 0. 98-1. 14 (IH, m), 1. 
36 (4H, dq, J = 7. 2, 7. 5Hz), 2. 21-2. 40 (2H, m), 
2. 4 8-2. 6 5 (2H, m) , 3. 2 3-3. 6 0 (2H, m) , 3. 67 
(2H, s), 4. 63-4. 74 (IH, m), 6. 02 (IH, s), 7. 
26 (IH, d, J = 6. 7Hz), 7. 42 (IH, dd, J = 6. 7, 8. 
OHz), 8. 26 (IH, d, J = 8. OHz), 9. 41 (IH, s), 1 
2. 2 (IH, s) . 
m a s s : 3 9 7 (M+ 1 ) +. 



mmm 552 

ma s s : 3 8 3 (M+ 1 ) 
MMM 5 5 3 

ma s s : 3 9 7 (M+ 1 ) +. 
MMm 5 5 4 

ma s s : 3 9 7 (M+ 1) +. 

MMM 5 5 5 

mass : 4 1 7 (M+ 1) +. 
5 5 6 

mass : 4 1 7 (M+ l) 



MMM 5 5 7 
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mass : 4 1 7 (M+ 1 ) 
MMM 5 5 8 

m a s s : 4 4 5 (M+ 1 ) 
^MM 5 5 9 

'H-NMR (DMSO-dg) 

0. 98-1. 14 (IH, m) , 1. 14 (6H, d, J = 6. 9Hz) , 2. 
2 4-2. 4 0 (2H, m) , 2. 5 9-2. 7 0 (IH, m) , 2. 74 (l 
H, dq, J=6. 9, 6. 9Hz) , 3. 2 2-3. 6 0 (2H, m) , 4. 
22 (IH, d, J = 6. OHz), 4. 64-4. 73 (IH, m), 5. 9 

4 (IH, t, J = 6. OHz), 6. 08 (IH, s), 6. 40 (IH, d, 
J = 7. OHz), 6. 44 (IH, d, J = 7. IHz), 6. 51 ( 1 H, 
s) , 6. 98 (IH, dd, J = 7. 0, 7. IHz) , 7. 26 ( 1 H, d, 
J = 7. OHz) , 7. 42 (IH, dd, J = 7. 0, 8. 2Hz) , 8. 2 

5 (IH, d, J = 8. 2Hz), 9. 40 (IH, s), 12. 3 (IH, s). 

MMifij 5 6 0 - 

m a s s : 4 4 5 (M+ 1 ) +. 

mmm 5 6 1 

mass : 4 4 3 (M+ 1 ) +. 
MMm 5 6 2 

mass : 4 3 1 (M+ 1 ) +. 



mmm 5 6 3 

ma s s : 4 3 9 (M+ l) +. 
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mmm 5 6 4 

mass : 4 3 9 (M+ 1 ) 

mmm 5 6 5 

mass : 4 4 3 (M+ 1 ) 

mmm 5 6 6 

m a s s : 4 6 1 (M+ 1 ) 

^MM 5 6 7 

ma s s : 3 9 9 (M+ l) 
MMM 5 6 8 

ma s s : 3 9 9 (M+ 1) 
MMM 5 6 9 

mass : 4 9 1 (M+ 1 ) 
MMM 5 7 0 

mass : 4 3 8 (M+ 1 ) 

mmms 7 1 

mass : 4 9 3 (M+ 1 ) 

mmm 572 

mass : 4 2 5 (M+ l) 

Mmm 573 

mass : 4 2 7 (M+ 1 ) +. 
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MMM 5 7 4 

ma s s : 5 0 0 (M+ 1 ) 

mmm 575 

mass : 4 3 6 (M+ 1) 

mmm 5 7 6 

mass : 4 1 3 (M+ l) 
MM^ 5 7 7 

ma s s : 5 0 6 (M+ 1 ) 
MMM 5 7 8 

m a s s : 5 0 3 (M+ 1 ) 



5 7 9 

mass : 4 7 7 (M+ 1 ) +. 
^MM 5 8 0 

mass : 4 7 3 (M+ 1 ) +. 

mmm 5 s i 

mass : 4 7 3 (M+ 1 ) +. 

mmm 532 

mass : 4 8 9 (M+ 1 ) +. 

mmm 5 8 3 
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mass : 4 8 9 

5 8 4 
mass : 4 4 3 

mmm s s s 

mass : 4 6 1 

MMm 5 8 6 
ma s s : 5 2 2 

mmm 5 8 7 

mass : 4 7 7 

mmm 5 8 8 

mass : 512 

MMM 5 8 9 
mass : 4 5 7 

MMM 5 9 0 
mass : 4 9 3 

mmm 591 

m a s s : 4 9 3 



(M+1) +. 



(M+1) 



(M+1) 



5 2 4 (M+ 1 ) 



(M+1) +. 



(M+1) 



(M+1) 



(M+1) 



(M+1) 



^JSSgjj 5 9 2-5 9 5 
^liS«?i|5 9 2fj:\^^Lmmm5 9 5<Dit'^<^\t. ^ 5 4 9<D (2) RJI (3) 
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MMM 5 9 2 

mass : 4 7 7 (M+ 1 ) ^ 
MMm 5 9 3 

mass : 4 7 7 (M+ 1 ) 
Hjj^iJ 5 9 4 

mass : 4 7 7 (M+ 1 ) 
MMM 5 9 5 

mass : 4 7 7 (M+ 1 ) 
MMi^\ 5 9 6 
m g Sr^fco 

mass : 3 9 7 (M+ 1 ) +. 
MMM 5 9 7 

m a s s : 4 9 1 (M+ 1 ) 



5 9 8 

iiis«s!5 9 soit^mts mmm6 4 90 (2) (^'fb'S-i^§:fflv\ mmms 9 

m a s s : 5 0 1 (M+ 1 ) 



5 9 9 

(1) L-N — ^>i;=/wya y ^-ai^/Voij^X/^^^fflV^, ||Ji«ai5 4 8(^ (2) 
(3) {c:J^C-C@fi<ji^^#ycio 
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(2) (1) (Dit'^me 2 3mg^fflV^. ^ 1 1 8 CO (2) (Cli^CTefi^J 
il^ 4 0 8 m g ^ntzo 

(3) (2) (Di\:'^^2 8 8 m eRU^m-:^ ^ 5 m icDfB^^l^^^U 

ti^)Vtiy-i^^'^^VVyy>(— (!7=i— '^/I'C- 2 0 0, iJ'an/jN/PA-^ ^ 
(9 9 : 1) ) t?M^t. m.m\L-^m<Dm.'^m\ l 9mg?^#fCo 

(4) (3) (T^^k-a-i^^SrHP LCT'5>tJL. R t = 1 4. 65>(CHIRAL 
CE L OD (^.f-t/Wb^XH {m . 0. 4 6 0 x 2 5 cm) , ^dr-t^>'- 
^^y-yV (80:20), 0. 6ml /m i n) (D'^in (A) <i: LT^M-fb"^ 
i^^SrS 8mg^^U«R t = 1 8. 3 5><^):$^iii (B) t LTIIWJ6 0 0 (^Xb-a^tj^ 

3 9 m g ^%fz.o 

mass : 4 5 7 (M+ 1 ) ^. 

^iagij 6 0 0 

^H-NMR (DMSO-de) 

0. 9 8-1. 04 (IH, m) , 1. 6 4-1. 80 (3 H, m) , 2. 04 
-2. 40 (4H, m) , 2. 5 9-2. 9 0 (2H, m) , 3. 16 (IH, 
d, J = 13Hz), 3. 42-3. 60 (3H, m), 3. 76 (IH, d, 
J = 13Hz), 4. 62-4. 68 (IH, m), 6. 09 (IH, brs), 
7. 20-7. 36 (6H, m), 7. 42 (IH, dd, J = 7. 9, 8. 0 
Hz), 8. 26 (IH, d, J=7. 9Hz), 9. 43 (IH, s), 12. 

4 (1 H, s) . 

mass : 4 5 7 (M+ 1 ) ^. 
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MMM 6 0 1 

D-N— <:/v^yi^:/c3 y i^a^=^/i^:n7.T/i-^m^\ MMMs 9 BRJimMme 

0 0{Ci^ CT. R t = 1 4. 05> (CH I RALCEL OD(y^±/Uit^X 
^ , 0. 4 6 0 X 2 5 cm) , ^drf-:/-cc ^ y -/k (8 0 : 2 0) , 0. 
6 m 1 /m i n ) O^^iij (A) t LX^Mit^'^^ 6 8 m g , RXJ^R t = 1 6 . 
8^(D^^m (B) tLXmmm6 0 2(Dit^m6 4mg^nfCo 
mass : 4 5 7 (M+ 1 ) 

MMM 6 0 2 

/Co 

ma s s : 4 5 7 (M+ 1 ) 
HiSgiJ 6 0 3-6 0 7 

mmm 6 o 3 /^v^ t^wii e 0 7 (Dit^mn. nmm 5 9 9(d n) t^^^ is) 

^iSM 6 0 3 

mass : 3 8 8 (M+ 1 ) *. 



mmm 6 o 4 

ma s s : 4 2 4 (M+ 1 ) +. 

mmm 6 o 5 

mass : 3 8 9 (M+ 1 ) +. 

mmm e o e 

mass : 4 2 4 (M+ 1 ) 
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mmm e o 7 

m a s s : 3 8 8 (M+ 1 ) +. 
6 0 8 

mmm 599 (Dit-^m^ eiomg, io%pd -mmfm: 3 0 0 m g , ^m. 

n-x' (S i 1 i c a gel 60N(spherial n 
e u t r a 1 ) mmt^ iW) ) . ^ X2 nyts/VJ^- ;^ ^ / (9 8 : 2~5 : 
1 ) ) T'^tm L," mmit^<^ 2 9 0 m g >Sr^fCo 

mass : 3 6 7 (M4- l) 

HljgiJ 6 0 9 

mass : 3 6 7 (M+ 1 ) +. 
MMM 6 10 

■ ♦ 

mass : 3 6 7 (M+ 1 ) ^. 
MMM 6 11 

mass : 3 6 7 (M+ 1) +. 



IliS^J 6 12 

Iiig0ii6 1 2(Dit'^m'i. mmms 9 9<d (d Ti^ib (3) (ciipcriJijtL/co 

mass : 3 7 5 (M+ l) +. 

^mme 1 3 

(1) 2-^nn-3-ixT/fc°!J^^:/l. 8 7 g >SrfflV\ llliS0<J 1 1 80(l) 
|::Jpi:Ti6^i^l. 3 5g^#^Co 
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(2) (1) <Dit^!\^8 1 8mg^m^\ mmm5 4 8<D (3) I^I^PCT. N 

(3) (2) (Dit^m2 9 Amg^m^mMmi 1 8(D (2) {z.mcxmmit 

'H-NMR (DMSO-dfi) 

1. 04-1. 20 (IH, m), 2. 30-2. 41 (2H, m), 2. 62 
-2. 71 (IH, m), 3. 28-3. 35 (IH, m), 3. 48-3. 5 
9 (IH, m) , 4. 74-4. 8 2 (IH, m) , 7. 12-7. 20 ( 1 H, 
m), 7. 33 (IH, d, J = 7. 6Hz), 7. 48 (IH, dd, J = 7. 
6, 7. 9Hz), 8. 32 (IH, d, J = 7. 9Hz), 8. 51-8. 5 
4 (2H, m) , 9. 8 0 ( 1 H, s) , 1-0. 2 ( 1 H, s) . 
ma s s : 3 4 9 (M+ l) +. 

HMgiJ 6 14-615 
HJgflle 1 4&t;f||»ij6 1 5«. Iliifi»j5 9 90 (l) t^h (3) ICSPCT 

umm 6 1 4 

mass : 4 6 8 (M+ 1 ) +. 

mmm 6 1 5 

mass : 3 8 0 (M+ 1) +. 

HM^J 6 16-619 

UliSMe 1 6/j^V>L^JS«Rl6 1 9<0{b'^!^«> ^J6««J3 0 6(^ (3) (DWL'^m 
RXJ^my&m^0 6(D (2) -B;i»ie)^iS««J3 0 6(^ (3) (CSPCT^^ tfcffc-a^ 
«^^fflV>, ^Ii6«aj5 9 9(^ (1) t^h (3) {ClipCTMittfCo 
lljliS^j6 1 6 
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m a s s : 3 6 6 (M+ l) 

mmm e i ? 

m a s s : 3 6 6 (M+ 1 ) 
mass : 4 7 3 (M+ 1 ) 

MMm 6 19 

mass : 4 7 3 (M+ 1 ) ^. 
6 2 0-621 

MmM6 2 oRXfMM^e 2 1 (D^t-^mt. MMme i 8 (7>'fb^#)5.u?^]!i^j 

6 1 9^D^k^^^^fflV^, Hiig^il 5 4 8 (^) (5) (Cip CXSliit LfCo 

mmm 620 

mass : 3 8 3 (M+ 1 ) 
l|]!iS#'J 6 2 1 

mass : 3 8 3 (M+ 1 ) 
6 2 2-625 

MMm 6 2 2 JfeV^ LHWll 6 2 5 (D-fb-g-^Jfi. ^life^ll 3 0 6(D ( 3 ) (Dit^m 
JSLXJ^mMm^OQO) (2) -B/ii»f5^»j3 0 6(^ (3) tcJp CT-g-fife L/cft-a- 
!^^fflv>, ||»ij5 9 9(Z) (1) (3) tcSpi:T#P>nfci^r>^-rU;t-^- 
(^^S-^i^'IrHPLC (CHIRALPAK AD (^^ir/Hb^X^ (t!^) . 2 
0 X 2 5 c m) ) T^^fJ^troyto 
^jSa^J 6 2 2 

mass : 4 7 1 (M+ 1 ) +. 
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MMm 6 2 3 

m a s s : 4 7 1 (M+ 1 ) ^. 

mmm 6 2 4 

mass : 4 7 1 (M+ l) 
Bilgi] 6 2 5 

mass : 4 7 1 (M+ 1 ) +. 

mmm 6 2 6 

Hiig^SJe 2 6(7){k^i^{i, mmm5 9S(D (1) (3) iCllp CT^lit b^Co 
mass : 4 7 1 (M+ l) 

MMM 6 2 7 

ma s s : 4 2 4 (M+ 1 ) 

mmm 528-529 

HJiSgtl 6 2 8 

ma s s : 4 2 4 (M+ 1 ) 

mmme 2 9 

mass : 4 2 4 (M+ 1 ) 
HlfegiiS 3 0 

( 1 ) mmm 599(0 ( 3 ) (Di\:^(^^^\,\ m^m 6io\z.mcxn&^^^ 
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(2) (1) 0{b-^!^8 5mg, N- (■^:i:^/W;<7/W<^^/v) -N-p< 

^m-^i^^i^^j^^mm.mm.mm^mmLtcomm^TLc (Me r ch a 

r t 5 7 4 4, ^ uv2:^/UM.-/ ^ (10:1)) V^ML. i^T^Tl^ 

^mit^^^ 4 m g Rxfmmm e 3 1 oit^m^ 3 m g 

ma s s : 3 9 5 (M+ 1 ) 
MMM 6 3 1 

ma s s : 3 9 5 (M+ 1) 
MMM 6 3 2 

( 1 ) MMm 6 3 0 o ( 1 ) (Dit^m 1 7 1 m g 295 t^ii c 

(2) (1) (^^k^#>(J:ov^■rll^gM5 4 9(D (3) i LT5>SiJ H 

Ii0ij6 3 25:1 3mgSt;«3IJig^j6 3 3 5: 2 6 m g ^t^cio 
mass : 3 8 1 (M+ 1 ) +. 

HjfegiJ 6 3 3 

UliS^RJe 3 3(D{k^2^«, Illi0j|6 3 2a)v?T;^7"U':*-e-^ LT#fc„ 
mass : 3 8 1 (M+ 1 ) 

umm 6 3 4 

^WJ6 3 6^4 2mg2iU?l -:/^/UT^:/l 2 0^1 ^fflV\ HJS^iJ 5 4 
9c^ (2) {C^^CTS^&Srtfofc^x 1 0 ^ /-/UT-^JtSLT^i^L. 

^Jlfb^^t^^^J^Sr 2 2 m g #/ho 
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mass : 3 9 7 (M+ 1 ) 
MMM 6 3 5 

mmm 6 3 5 (Dit-B-mt. mmm 6 3 4 {::sp cxmm ltco 
mmm 6 3 6 

mMm6 3 9(D (2) (Dit^mi. 2 0g^ffiv\ mw\BA(D (1) (dJic 

TSJCS^^ffofe^. mmm^ 9 9 CD (3) CT«M<k^#J 5 9 Img ^rmfdo 
m a s s : 3 4 0 (M+ 1 ) ^. 

HiSMe 3 7 

IIJSM6 3 9(^) (1) (^^b^^^^fflV^, ^ii^fij5 9 9(D (3) iCipCT^Sfb 
7 0 8 m g $r#/i„ 
mass : 4 3 2 (M+ 1 ) 

^jjfegij 6 3 8 
6 3 9 

( 1 ) 2 -^l^V/Vi^^iy-fxi t*■;^i^®?3l^/^i;^7^/^§:ffiv^, ||Jg^?iJ 5 9 9 

<7) (1) (2) \z.^zx^mm^nt:.o 

(2) (1) (Dit^^A. 3 0gSrfflV\ |liSM5 4 8(^ (5) {J:3pC-CS;& 

§f^m^^^^^m:^x^mLrzi^^^^mf^. ni^Lx^mit^'^2. 2 1 g^mtio 

mass : 3 4 2 (M+ 1 ) +. 
6 4 0-646 

e 4 O /^V> tHWJ 6 4 6 <7)<b^i^«,||iifi0iJ 6 3 4 liSpCTtJig LfCo 
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&m 6 4 0 



ma s s : 3 6 9 (M+ l) *. 
MMM 6 4 1 

ma s s : 3 8 3 (M+ l) 
me 4 2 



mass : 4 4 5 (M+ l) 
UMigiJ 6 4 3 

mass : 4 0 9 (M+ 1 ) 
HjfeM 6 4 4 

ma s s : 3 8 1 (M+ l) 
MMM 6 4 5 

mass : 3 8 3 (M+ 1 ) 
Mt^M 6 4 6 

mass : 4 0 9 (M+ 1 ) 

mmme a 7 

(1) L-N-^^/v^/UrT'n y ^ac5^/Uai^7=-/^$:fflV>, ||jB£^?iJ 5 4 8 <D (2) 

(2) {1) <D\t-^m\. 3 4 g, TK^ib-^hy f>A24 3mg. 3!^{kp<5" 
/l^O . 3 8ml j^l/t^pt 5^/l/J^7WAr 5 K 2 0 m 1 <^«i^i^%J!^,lSf;jSt^^-f § * 
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fCo J^ft^iyD :f}y/U:^yJ^^ h'!^yy (17 n— y/l^C- 3 0 0 . 
ti7t^^UJ^-/^y^/V (98 : 2) ) X^mmL. 3 5 0 m g ^#/ho 

(3) (2) (Dit^mS 4 Omg^m^\ 1 1 8(D (2) {cmCX&iJt^ 

(4) (3) 0<k^/^2 5 2mg$:fflV^, HJgM 6 1 0 {CiJICTi^TP^X W;*- 

mass : 3 8 1 (M+ 1 ) 
MMM 6 4 8 

iiji£0<j 6 4 8 (Dit'^mn. mmm 6 4? (^fk-a^!^ ^ t> iz^htitzo 

mass : 3 8 1 (M+ l) +. 
MMM 6 4 9 

(1) ^^U? (2) {c:ipDTB6<}i^^^figL/co 

(2) (1) (^J^k-a^i^l. 3 Img, 7jc^{|i:M^y l>i>.2 7 Img. 3e^<k7« 
^/W4 2 1/21 &tJ<t^7« ^/I'J^/PAT ^ K3 Om I (O^g^tJ^rCiC-re 0:$J-8&i^ 

T^-f— (17 3— '{/'/UC- 2 0 0, ^P/^^/^i^-7{ /V (9 9 : 1 ~9 8 : 

2) ) xmmL. n^^5 9 3mg^mtio 

(3) (2) (Dit^^S 9 3mgSrfflV\ HJiS^J 1 1 SO (2) (iipCTSfilJ 
^5 3 5mgS:#fCo 
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(4) (3) (Dit^m^m\ mmmsA 8(d is) . m^^xmrnma 4(d u) 

Clip CT i 6<Jt) 1 7 6 m g ^mtco 

(5) (4) (Dit^ms OmgRXf2-T^y'^>^yi 0 Omg^m\^\ H 

mm5 4 9<D (2) imzxmmit.'^'^^B imgs mmme 5 0 (Dit-^!^^ I 
1 m g Rummm e s i (Dit^^m^ i 2 m g ntzo 

'H-NMR (DMSO-dg) 

0. 93-1. 10 (IH, m), 2. 24-2. 38 (2H, m), 2. 52 
-2. 63 (IH, m), 2. 67 (IH, d, J = 6. 6Hz), 2. 72 (1 
H, d, J = 6. 6Hz), 3. 02 (IH, d, J = 7. OHz), 3. 08 

(IH, d, J = 7. OHz), 3. 28-3. 58 (3H, m), 3. 72 (3 
H, s) , 3. 74 (2H, s) , 4. 71-4. 80 ( 1 H, m) , 6. 08 

(IH, s), 7. 06-7. 18 (4H, tn), 7. 26 (IH, d, J = 7. 
4Hz) , 7. 43 (IH, dd, J = 7. 4, 7. 9Hz), 8. 26 (IH, 
d, J = 7. 9Hz) , 9. 4 3 ( 1 H, s) . 
mass : 4 5 7 (M+ 1 ) 

6 5 0 

3li!iS«»j 6 5 0 o^b^^itt. ||J£0«J6 4 gofk-a-i^cDSiJ^fifei^i: UT^te)i^fCo 

mass : 3 8 6 (M+ 1 ) 
6 5 1 

mass : 3 4 2 (M+ 1 ) 

g|]!ia9SJ 6 5 2-6 5 6 

HiiS^iJ 6 5 2 /iV> LUiSfiSJ 6 5 6 <^){k^i^«,||»J 6 4 9 {dip CTtiig LfCo 
^jfeM 6 5 2 

ma s s : 4 8 7 (M+ 1 ) +. 
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mmm e 5 3 

mass : 4 7 5 (M+ 1) ^. 

mmm 6 5 4 

mass:535, 537 (M+ 1 ) 

mmm ess 

mass : 4 9 1 (M+ 1 ) 

rni^m 6 5 6 

mass : 4 9 1 (M+ 1 ) ^. 

mt^m 6 5 7-6 8 7 
mt^m6 5 7:^£\^^Lm^M6 8 Vayit-^mt. mMm5 4 9<0 (2) {ilSpCT 

[ 0 0, 0 0 ] 

mass : 3 8 3 (M+ 1 ) 

n 

mmm ess 

ma s s : 4 0 9 (M+ 1 ) 
HiiS^J 6 5 9 

m a s s : 4 1 7 (M+ 1 ) 



mmm e e o 

m a s s : 3 6 9 (M+ 1 ) 
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mmm 6 6 1 

ma s s : 3 6 9 (M+ 1 ) +. 

mmm 6 6 2 

'H-NMR (DMSO-de) 

0. 95-1. 12 (IH, m), 1. 36 (9H, s), 2. 22-2. 38 
(2H, m), 2. 62-2. 75 (IH, m), 3. 23-3. 37 (IH, 
m) , 3. 4 2-3. 6 0 ( 1 H, m) , 4. 10 (2H, m) , 4. 79 (l 
H, dd, J = 5. 9, lOHz), 6. 47 (IH, s), 7. 29 (IH, 
d, J = 7. 3Hz) , 7. 45 (IH, t, J = 7. 3Hz) , 8. 22 (l 
H, d, J = 7. 3Hz) , 9. 09 (3H, br) , 9. 91 (IH, s) . 
m a s s : 3 8 3 (M+ 1 ) 



MMM 6 6 3 

m a s s : 3 5 5 (M4- 1 ) 

mmm 6 6 4 

m a s s : 3 9 5 (M+ 1 ) 

mmm 6 6 5 

mass : 3 8 1 (M+ 1 ) *. 

mmm e e e 

ma s s : 3 4 1 (M+ l) 

mmm 6 6 7 

m a s s : 3 2 4 (M+ 1 ) 



MM 6 6 8 
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'H-NMR (DMSO-d e) 

0. 9 0-1. 2 0 (IH, m) , 1. 2 0-2. 0 0 (8H, m) , 2. 20 
-2. 70 (4H, m) , 3. 0 0-3. 4 0 (IH, m) , 3. 40-3. 6 
0 (IH, m) , 3. 74 (2H, m) , 4. 69 ( 1 H, m) , 7. 25 (l 
H, d, J = 7. 9Hz), 7. 41 (IH, t, J = 7. 9Hz), 8. 21 
(IH, d, J = 7. 9Hz) , 9. 44 ( 1 H, br) , 12. 2 ( 1 H, b 
r) . 

ma s s : 3 9 5 (M+ 1 ) +. 

mmm 6 6 9 

m a s s : 3 8 3 (M+ l) ^. 
MMM 6 7 0 

ma s s : 3 9 7 (M+ 1 ) +. 
MMM 6 7 1 

>H-NMR (DMSO-dg) 

0. 70-0. 95 (6H, m), 0. 96-1. 15 (IH, m), 1. 15 
-1. 50 (8H, m) , 2. 10-2. 70 (4H, m) , 3. 10-3. 4 
0 (IH, m), 3. 40-3. 60 (IH, m), 3. 66 (2H, s) , 4. 
70 (IH, dd, J = 6. 0, llHz), 6. 01 (IH, br), 7. 2 
7 (IH, d, J = 7. 9H2) , 7. 43 (IH, t, J = 7. 9Hz), 8. 
27 (IH, d, J = 7. 9Hz), 9. 40 (IH, s), 12. 1 ( 1 H, 
b r ) . 

m a s s : 4 2 5 (M+ 1 ) 



MMM 6 7 2 

m a s s : 4 2 5 (M+ 1 ) +. 
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mmm 6 7 3 

mass : 4 3 9 (M+ 1 ) 
MMM 6 7 4 

mass : 4 1 1 (M+ l) 
MMm 6 7 5 

ma s s : 3 9 7 (M+ l) +. 
MMM 6 7 6 

mass : 4 1 1 (M+ 1 ) +. 

mmm 6 7 7 

mass : 4 4 5 (M+ 1 ) 

mmm 6 7 8 

mass : 4 4 5 (M+^1 ) 
MMM 6 7 9 

mass : 4 4 5 (M+ 1 ) 
HifeM 6 8 0 

mass : 4 8 1 (M+ 1 ) +. 
MMM 6 8 1 

mass : 4 8 1 (M+ 1 ) 



mmm 682 

mass : 4 3 7 (M+ 1) +. 
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6 8 3 

mass : 4 6 8 (M+ 1 ) 
MMM 6 8 4 

mass : 4 8 9 (M+ 1 ) 

mmme 8 5 

mass : 4 8 4 (M+ l) 
MMM 6 8 6 

mass : 4 5 9 (M+ 1 ) 

ma s s : 3 9 9 (M+ 1 ) 
lllfeM6 8 8 

(1) 2-r^Jy{:y'^i^(r>mML'^\. 93g.:i:^5. OmlRU^g^^SO 
m 1 ^;!jn;tT5 Ot:T*3 PFBl^i^LfCo SJiS^d^Sr^i^U ^it^ i!^ n n A 5 
Om 1 t^^^LfCo (Bo c) 204m 1 StJ' h y ^^/^T ^ 1 5ml 

ff^Lfto ^^£%i/y^y/V;&7-tsjJ'o-r hiTy^-f- (I7 3-^/l^C- 2 0 0) 
"C^glL. e&tJi^l. 3 8g?r#y5:o 

(2) (1) (Dit^mi, 3 8g^ffiV\ ||JSM5 9 9<^) (3) {c5pCTg6<} 
5 3mg?:#fcio 

(3) (2) 4 g, :^n^@^^3:f-/U5. 85ml, hy^n^/l'T 
^ 1 4 . 7 m I mf- h/W^o- 1 0 0ml (Dm^^m^mMX 1 bfco 
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c) 2O12. 6mii]n^xwMr^m^ir^txmiu.xmnLtco Rit^m^mm 

(4) (3) (Dit-^mio. 1 3 g^m^\ mmms 4 8<D (2) icmcx^ 
9 5 g ^#fco 

(5) 3-t Kn^i^-2-y^/i/§:ffiV^Tl|]5SM5 3 3(7) (l) (3) 
\mZX^^\.tir ^y^R-O' (4) <^{b^2^^£rfflV>, ^ig^ijl ISO (2) {Hip 

(6) (5) (Dit'^m^Aumm.-iy^t^'^i^xmmLXBo cm&^^w^ 

mass:551, 553 (M+ 1 ) 

HifeM 6 8 9-6 9 0 

I?li0il6 8 9^^Uf^ife0ij6 9 0<Dit^m\t. mMMG 8 8 Icijl CTiSiig L^c„ 
HjjM 6 8 9 

'H-NMR (DMSO-dg) 

0. 7 8-1. 20 (7H, m) , 2. 24-2. 7 8 (4H, m) , 2. 89 
-3. 10 (2H, m). 3. 40-3. 59 (IH, m), 3. 72 (2H, 
s), 4. 10-4. 22 (IH, m), 4. 78 (IH, s), 6. 10 (l 
H, brs), 7. 27 (IH, d, J=6. SHz), 7. 29 (IH, d, 
J = 7. 7Hz) , 7. 35 (IH, d, J = 6. 5Hz) , 7. 40 (IH, 
s), 7. 48 (IH, dd, J = 7. 7, 8. SHz), 8. 32 (IH, d, 
J = 8. 5Hz), 9. 55 (IH, s), 12. 1 (IH, brs). 
mass:565, 567 (M+ 1 ) ^ 
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MMM 6 9 0 

mass:551, 553 (M+ 1 ) 
6 9 1 -6 9 2 

mmm e 9 1 Rx/mmm 692 (Dit^mt.. mmm 693 \zm cxmm: ltz 
mMm 6 9 1 

ma s s : 5 4 8 (M+ 1) 



^mm 6 9 2 

mass : 4 7 4 (M4- 1 ) 
»M 6 9 3 

(1) ^J£^J 1 2 0 (D^b-a-^ 5 4 m g , 4-t^T5/iX^n^ 
drf-^-(^^/ B o c^^ffJ ( K^^';^- 1, 4->'T^/'>^5'o^dp-^^:/, (B 
oc) jOS.t/iJ' ^^7i^y^i.^fflv^, iii^(^);^jfe{ctJgv>-^fifeLfc) 5 6mgSrffl 
V\ mmm4 0 9(O CD ifl^CTS6<j!^6 Img^mfCo 

• * 

(2) (1) (Dit-^^G lms^m^\ mMm5 4 8<D (2) izmCXB^^ 
3 7 m g ^#^o 

•H-NMR (DMSO-dfi) 

0. 98-1. 20 (IH, m), 1. 48-1. 53 (4H, m), 1. 88 
-2. 09 (4H, m), 2. 26-2. 43 (2H, m), 2. 63-2. 7 
1 (IH, m), 2. 90-3. 08 (IH, m), 3. 23-3. 83 (3H, 
m), 4. 74-4. 85 (IH, m), 6. 71 (IH, s), 7. 26 (l 
H, d, J = 7. 4Hz), 7. 44 (IH, dd, J = 7. 4, 7. 9Hz), 

7. 54 (IH, dd, J = 7. 7, 8. 3Hz), 7. 80 (IH, d, J = 

8. 3Hz), 7. 88 (IH, d, J = 7. 7Hz), 8. 02-8. 13 (2 
H, br), 8. 23 (IH, s), 8. 26 (IH, d, J = 6. 6Hz), 
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8. 48 (IH, d, J=7. 9Hz), 9. 20-9. 40 (IH, br), 

9. 8 4 (1 H, s) . 

m a s s : 5 1 4 (M+ 1 ) +. 

MMm 6 9 4-700 

mmme 9 4/^vNuiiss0ij7 o o<Di\:^mt.mMm6 9 3iz.m]:.xmmLtc, 

MMM 6 9 4 

m a s s : 4 9 0 (M+ 1 ) 
MMm 6 9 5 

ma s s : 5 1 4 (IVH- l) 
MMM 6 9 6 



ma s s : 5 1 4 (M+ 1 ) 
MMm 6 9 7 

ma s s : 5 6 0 (M+ 1 ) 

mmm 6 9 8 

ma s s : 5 2 7 (M+ l) 

mmm 6 9 9 

m a s s : 5 3 6 (M+ 1 ) 

mmm 700 



m a s s : 5 2 8 (M+ 1 ) 
Ulife^J 7 0 1 

||iS«Sj7 0 30{k^i^>lrl 0 OmgfflV\ lllS^TilllSO (4) JCipCT^M 
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it^m 6 9 m g ^nt^, 
ma s s : 2 9 8 (M+ 1 ) 

MMm 7 0 2 

( 1 ) 3-7^/~4-^ V^VtiJVif.z^?V\^=7 V—JV^m\^. %WS^ 7 0 3 

(2) (1) <^{k^i^3 0 Omg^ffiV^, ||»J118(^ (4) {Ci^CT^M 
ma s s : 3 70 (M+ 1 ) 

7 0 3 

(1) 3 -T5 y l:''7^/-/^3. 0 0 g, :^<b-<^i^7l^5. 6 0 g , TK^ifc-t" 
hUlJ^i^l. 72g &U«i^^ ^/l^^^/VAT ^ K 3 0 m I <Dm,^m^^U.X 3 R^PbI 

^yJ^^ri-rV^yy-C- (I7n— y/^C-2 0 0, '^^f'^'-i^iJ^^^^/V (3 : 
1~1 : 1) (C-cm^L, ^^m^2. S7&ntLo 

(2) (1) (D{t^6^2. 8 9gS:fflV\ HWJllSO (2) iJlfpCT^M 

it^m 9 8 9 m g ^ntio 

m a s s : 3 8 8 (M+ 1 ) 

umm 7 0 4 

(1) ^MMl 0 2(D (1) (Dit^^S 0 OmgcOx h7 t Kn^^i^ (2 0 
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(1:1-1:2) tCXmi^L, ^M^k^#J 2 4 8 m g ^^#fco 
mass : 4 1 8 (M+ 1 ) +. 

mmm 705 

3 -T^ y- 1 -p^^yH:"^:/— /H 0 0mg^ffll/\ H WJ l l 8(D (2) 

i^m zxmmit^m 1 9 e m g ^mtio 

ma s s : 3 1 2 (M+ 1 ) +. 
MMM 7 0 6 

(1) ^^m3(Dit^i^2 8 0mg<D^uu7i-w\^J>. (5ml) ^m^^M^^^ 

t^/i^j^(Du^mcmmL. mmm^'^mLx^mLtio mm^TLc (Me r c 

k A r t 5 7 4 4, ^ o H/In/I^A-^ / (10:1)) Xi^mL. / 
^uui^ (A) ^S:8 4mgS.T^i^i5^nn($: (B) ^6 6mg#/Co 

(2) (1) -A<D{l:^2^4 2mgS^fflv^^^S«^iJll::^^CT^Jl<^:■^i^-c^5'5 

mass : 3 4 3 (M+ l) 

mmm 707 

(1) ##«»J 3 (^fk-^i^ 2 . 0 2 g©^^D^/i^/^i^^f|g^S^-2 ottc^^^iPL. 

^^1. 16ml 5:;(inx.. 1 o^mwht^o Rmm^mmzmv. mmLtcmi^ 

{^zi-^,VC-20 0^ ^uxiit-jVJ^-i.^ J^A^ (9 9:1) {ilTi^iSiL. 
^/Zfn^i$. (A) ^1. 3 0 gRU^i^yn^flc (B) ^1. 14 gWCo 

(2) ( 1 ) -A(D\t^m 1 . 0 3 g ^m^\ mmm i \m cr^Mft-a-^^ i . 
2 4g^mzo 
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'H-NMR (DMSO-dg) 

0. 98-1. 14 (IH, m) , 2. 2 2-2. 4 0 (2H, m) , 2. 43 
-2. 60 (IH, m) , 3. 2 7-3. 4 0 ( 1 H, m) , 3. 49-3. 6 
0 (IH, m), 4. 73-4. 80 (IH, m), 7. 0 6 (IH, dd, J 
= 7. 2, 12 Hz), 7. 26 (IH, d, J = 8. 7Hz), 7. 59 (l 
H, d, J = 8. 4Hz) , 7. 79 (1H, ddd, J = 2. 1, 8. 7, 1 
2Hz), 8. 30 (IH, dd, J = 2. 1, 7. 2Hz), 8. 26 (IH, 
d, J = 8. 4Hz), 10. 0 (IH, s), 11. 3 (IH, s). 
mass:387, 389 (M+ 1 ) 

mmm7 0 7<D (d -B<Dit^^^m\^\ mmmn^mcxmrnit-^i^^'^ 

mass:467, 469 (M+ 1 ) 

mmm 709 

mmm? 0 6(0 (d -B<Dit^m3 7 ms^^^^Mmmi\^m\ixmmi\:.'^ 

mass : 3 7 8 (IVH- 1 ) ^. 

mmm7 i o 

(1) 4_-|.a_i, y=^Ty^—/l'-3-:t:y 1, 1, -i^ 
;^-^^/Kl 0 OmgS.r;« 2-7^13 /^v-/^6 7 n 1 S^fflv^, MMMS 6\:imcx 

(2) (1) (DU'^m3 0mz^m\'\ ##«»J3lCipCTRf&SrtTo/S:„ 
figi^^TLC (Me rck Art5744, rJ' n n - p« ^ y — /I' ( 8 0 : 
1) ) T-^iit, N-r/l^^yvf*^ (A) $:6mg&UfO-r/U^/Wflc (B) ^2 
0 m g %tio 
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(3) (2) -AcDit'^memg^m^K MMm H^mCXmMit'B'^X'h^ 
'H-NMR (CDC 1 3) 

1. 65 (6H, d, J = 7. 8Hz), 4. 55 (IH, dq, J = 7. 8, 
7. 8Hz), 6. 95 (IH, d, J = 7. 8Hz), 7. 04 (IH, t, 
J=6. 3Hz) , 7. 47 (IH, d, J=7. 5Hz) , 7. 61 ( 1 H, 
br), 7. 66-7. 78 (IH, m), 8. 47 (IH, d, J=5. 7H 
z), 9. 00 (IH, d, J = 8. 4Hz), 13. 1 (IH, br). 
m a s s : 3 6 1 (M+ 1 ) 

mmm 1 1 1 

%mM\Q^(r> (2) -B(^{t^i^7 5mg^^fflv^, 'mm\\z.'mzx^m\L 
^mx 5 9 3 m g ^m^o 

'H-NMR (CDC 1 3) 

1. 45 (6H, d, J = 6Hz), 5. 49 (IH, dq, J=6, 6Hz), 
6. 85 (IH, d, J=8. IHz), 7. 03-7. 07 (IH, m), 7. 
59-7. 75 (3H, m), 8. 27-8. 30 (IH, m), 8. 36 (l 
H, d, J = 9. 3Hz), 11. 8 (IH, br). 
m a s s : 3 6 1 (M+ 1) 

"m&M 7 12-713 

•mmi 1 ifi\^\.%wsM 1 3o{b-a-#»ii, "mmi i o'Bix^%wsm \ i 
ums\ 7 1 2 

ma s s : 3 8 7 (M+ 1 ) +. 



UWS\ 7 13 

mass : 3 8 7 (M+ 1 ) ^. 
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MMM 7 14 

^M,^^^. mm^^mmLtCo mm^TLC (Merck Art574 

4, ^ux2t.;i^j^-;^^ (80:1)) xmMu mmit^^vh^^^ 

5 m g ?:#fCo 
'H-NMR (DMSO-dJ 

4. 41 (2H, br), 7. 04 (IH, t, J = 6Hz), 7. 40 (IH, 
d, J = 7. 2Hz), 7. 47 (IH, d, J = 8. IHz), 7. 56 (l 

H, t, J = 8. IHz), 7. 75-7. 87 (2H, m), 8. 25-8. 
33 (2H, m), 9. 84 (IH, s), 10. 9 (IH, br). 
mass : 3 0 5 (M+ 1 ) ^. 

7 15 

IIJfi««j7 1 49<k-^i^^ 5 m gXt5 2-7^0 />V-/^7 /i I HJS^iJ 5 

*H-NMR (CDC 1 3) 

I. 46 (3H, t, J = 7. 2Hz) , 4. 47 (2H, q, J = 7. 2Hz), 
4. 94 (2H, s) , 6. 83 (IH, d, J=8. IHz) , 7. 04 (1 
H, t, J = 8. 4Hz) , 7. 54 ( 1 H, d, J=6. 9Hz) , 7. 61 

(IH, t, J=8. IHz), 7. 73 (IH, t, J = 8. 7Hz), 7. 
97 (IH, s), 8. 33 (IH, d, J = 3. 3Hz), 8. 46 (IH, 
d, J = 7. 8Hz) , 1 2. 5 (IH, s) . 
mass : 3 7 7 (M+ 1 ) +. 



(mm) 
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9-7/^;^uy >-4-;«7/W1fV^l 0. Og (4 4. emmoD.Mit^ 
5 0ml io<ttJ?->/p< =}-?Vits)Vh.r ^ K 1 m 1 (DU^m^ 1 0#Fb1K tfCo 

Ti>iti- h ^ 4 . 0 6g (6 2. 5mmol) ^SttK 5 0 m 1 IJI^^ LtK;*^ 
Lfci^r5-«. ±IEif:^{l:!^$rx t Kn 77 V2 0 Om 1 {c^^$^i:fc'b<^ 

-g^^ii.^/U (10:1) T'ttWL, ^-^^^iJilL. tafP^:te7KT'i^?^^?ii£^ 

10. 3 g #/cic 

^H-NMR (CDCI3) 6:7. 29-7. 43 (2H, m), 7. 56 (l 
H, d t, J = 7. 7Hz, 1. 3Hz), 7. 75 (l H, d, J = 7. 5H 
z), 7. 90 (IH, dd, J = 7. 3Hz, 1. 3Hz), 8. 02 (IH, 
dd, J = 7. 9Hz, 1. 2Hz), 8. 43 (IH, d, J = 7. 9Hz). 
m a s s : 2 5 0 (M+ 1 ) 

##^]2 

(1) 2-^np-3-- hn^S#^2 g (10. Ommol) tmt^ 
(30ml) ^SrMtCTig-a' 4 - v?^ ^/UT ^ / fc° y v^^' 1 2 2 m g 

(1. OOmmo 1) ^^x., E.)^WL^\2nWimm\.fz.o m^WL^W^XJ^^ 
n^^ KOfe^fife«^Sr#;rco t'n— /V3. 5ml (5 0. Ommol) ^hl)^ 
^/l^T^VT. 0ml (5 0. Ommo 1 ) <0:^{k7«^U>' (8 Om 1 ) 

±iB^i^n7^ K^r^MtciT^p^. ^]m.^nwmz.x ^nf^m^x^fz. mm. 

M^^i^^^ybo i/y;&y/^;«7 7-^^o-r (^dff-i^-g^^^f^/K 

1 : 0~7 : 3) tClTltifL. ^fe^ft^^i^ 2 . 4 3 g ?r#/c:„ 

(2) (1) T'#P,tLfcMfe}fi:y^!^2. 40 g (9. 6 Ommol) (Dv'pt^ 
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/^T±hr^h' (I8 0m\) mm\^mm:^]}'>J^l. SOg (19. 2mmo 
^<J\y^J^l. lOg (0. 9 6 Ommo 1 ) ^r^MT'^Px. 1 3 0'C-eSiC&?^^ 

immwi^tio ^iLM^Mi^m^^^^^-^-'TJi^ (1:2) -c^-jkltk. m^-k^ 

J\^lJ=7J^^'^'^V^yy^-' (^dp-y-v-^nu/^/l/A, 1 : 0~1 : 1) T-<t 

'H-NMR (CDCI3) 6:6. 34 (IH, t, J = 3. 2Hz), 7. 1 
0 (IH, dd, J = 3. 3Hz, 0. 85Hz) , 7. 21 ( 1 H, m) , 7. 
35 (IH, dd, J = 8. 3Hz, 7. 3Hz), 7. 94 (IH, dd, J 
= 7. 3Hz, 1. OHz), 8. 28 (IH, dd, J = 8. 5Hz, 1. 0 
Hz) . 

2 cD-fb^^ 2 . 2 4 g<7)p< ^/-/U— 7" h7t Ko7^:/ (1 : 1) 8 
0ml 0%^<yi/^J>>mmfm:0. 2 0 Q s^m^xm^. SfS?K5:7K 

y-/K 1:0-98:2-95:5) {(ITmMt, (##{?ij 

3 (Dit-^m 1 . 0 3 g ^#^„ 

'H-NMR (DMSO-dfi) 6:0. 80-0. 93 (IH, m), 2. 10 
-2. 3 0 (2H, m) , 2. 4 3-2. 5 1 (1 H, m) , 3. 18-3. 2 

4 (IH, m), 3. 38-3. 47 (IH, m), 4. 50 (IH, dd, J 
= 10Hz, 5. 5Hz), 5. 34 (2H, s), 6. 72 (IH, d, J = 
7. 9Hz), 6. 76 (IH, d, J = 7. 4Hz), 7. 11 (IH, t, 

J = 7. 6Hz) . 

##gij4 

(1) ^^^?j£T. (9 0ml) ^7k?&L/c:^ ^ 5'-":^ h y l> A 5 
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OOmg (22mmol) ^DUt. 5 0 ^^mWLf^o 

4 - [2- [ [ (1, 1 -v'^^/l'^^/U) ^;?7a:r:/Pv'i;7U] ^t^iy] 
^f-zL-] -2-\i°])i^>:fy/ly:^=-hV/^4 5 g {l20mmol) 

(15 0ml) mm^ 1 5 '^^^i-fxm^. mf^M^^mcm lx a mmmw L/t„ 

Sfc;?l${-7K<*^T 1 N^g^ 120ml (120mmol) ^JP^T®!<4(C Ltc'ik. 

^:r^/K 2:1-1:1) i^LXmmV. ^^it^ A 2 g^ntzo 
'H-NMR (CDC 1 3) 6:1. 00 (9H, s) , 1. 45 (3H, t, J 
= 7. OHz), 2. 89 (2H, t, J = 6. SHz), 3. 90 (2H, t, 
J = 6. 3Hz) , 4. 49 (2H, q, J = 7. OHz) , 7. 28 (IH, 
d, J=4. 9Hz) , 7. 3 2-7. 4 5 (6H, m) , 7. 55 (4H, d 
d), 7. 99 (IH, s), 8. 62 (IH, d, J = 5. 6Hz). 

##gij5 

(1) 0^0i4(Dit^^^l 3 g (3 2mmo 1 ) <D:^^y—/U (2 0 Omj ) 
^?Sl-t K7v'>'l7K^#j7. 8ml ( 1 6 Ommo 1 ) Sr^fiJCTAPX.. RfC? 

(2) (1) Xnhtlti^t^m<D^V2X2:^s/l^M, (lOOml) ^m^Ti^^L. 
lN:te^9 7ml ( 9 7 mm o 1 ) *3 J:t5ffi6S^"^- h y iJri^ 4 . 5g (6 5mm 

o 1) ^m^. mui^xR!t>m^4o^j^mwLtco Rjtm^^^^t^^i^j^^MK. 

(3) (2) X'^^tltcit^^^l 4 g (3 2mmo 1) (7)T- t Kn77i/ 
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(2 0 Om I ) ^?^|C##^J3«7){t:-^i^2. 00 g (10. 6mmol)^^?fi 

(ciTAD^. Rmm^9 5x^x^2. smmmwLtio Rit^m^^mL. a^^v^y 

:*y/^;<7 7i^^5^ n-r (^=^1^:/-g^^^^/K 1 : 1~1 : 2) 

'H-NMR (CDCI3) 5:1. 01 (9H, s), 1. 22-1. 37 (l 
H, m), 2. 33-2. 47 (2H, m), 2. 58-2. 65 (IH, m), 

2. 81 (2H, t, J = 6. 3Hz) , 3. 45 (IH, t, J = 10Hz), 

3. 78 (IH, dt), 3. 90 (2H, t, J = 6. 3Hz), 4. 80 (l 
H, dd), 6. 53 (IH, s), 6. 82 (IH, d, J = 5. 2Hz), 
7. 3 0-7. 4 7 (8H, m) , 7. 5 3-7. 5 8 (5H, m) , 8. 07 

(IH, d, 5=4. 2Hz), 8. 32 (IH, d, J=7. 3Hz), 12. 

0 (1 H, s ) . 

##^J 5 (TJ^b-^i^ 8 . Og (l4mmol) u ot^/l^AS 0 m UZ^ML 
fc^r6'^^^'7>^J/^Ar/^5='t K7 1. 44g (2. 38mol) ttert- 
•f^J^r (2. 3 8mo 1 ) Sr^MTf^fiJUTP^Lfc^ ^ ^-S 

1-1 : 1~1 : 2) {JirmiJU «Sfe«&5tc7. 0 g Sr^^ho 
^H-NMR (CDCIa) 6:0. 98 (9H, s), 0. 98-1. 02 (l 
H, m) , 1. 28 (9H, s) , 2. 2 0-2. 3 5 (3H, m) , 2. 80 
(2H, t, J=6, OHz), 3. 33-3. 42 (IH, m), 3. 64- 
3. 73 (IH, m), 3. 86 (2H, t, J = 7. 2Hz), 4. 67 (l 
H, d, J = 12Hz), 4. 73-4. 80 (IH, m), 4. 85 (IH, 
d, J = 8. 8Hz) , 5. 05-5. 15 (IH, br), 5. 43-5. 5 
2 (IH, br) , 6. 86 (IH, d, J = 5. 6Hz) , 7. 30-7. 4 

1 (6H, m), 7. 49 (iH. dd), 7. 54-7. 60 (5H, m), 
7. 76 (2H, d, J = 12Hz), 8. 23 (IH, d, J = 4. 8Hz). 
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#%^J 6 (Dit-^m 2. OOg^Srxh^tKn^^^ (20ml) L, y 

-y-flix h7-n-y^/UT:/^=^>A(^)x by t Kn:7^ :/^^ (1 . OM) 3. 
50ml (3. 5 Ommo I) ^^Ui^XMx.. S.lZMt:mum-Cimm^WL 

2~0 : l-iJ^najJ^/Vi^-pt^J^y-zK 50:1) (CTffiifL/Co 3fet-it^L 
tim^st^t>'itXn6^it^'^^7 OOmsntz, 

'H-NMR (CDCI3) 6 : 1. 2-1. 35 (IH, m) , 1. 30 (9H, 
s), 2. 20-2. 40 (3H, m), 2. 83 (2H, t, J=6. 6Hz), 
3. 33-3. 45 (IH, m), 3. 61-3. 74 (IH, m), 3. 78 
(2H, t, J = 6. 6Hz) , 4. 6 4-4. 8 9 (3H, m) , 5. 07- 
5. 20 (IH, m), 5. 42-5. 55 (IH, m), 6. 91 (IH, d, 
J = 5. 3Hz) , 7. 4 5-7. 5 9 (2H, m) , 7. 74-7. 81 (2 
H, m) , 8. 2 8 (IH, d,^J = 5. 3Hz) . 

#%gij8 

(1) ^^m7<Dit^mi 9 0mgSri^t3cij^/l'i>.2m 1 \zmM\^hVy^=- 
/W7j^;^7^'i/1 4 6mg (0. 5 6mmol) , i^^^i-zHJ i^®?r KO . 1 
2ml (0. 5 6mmo 1 ) *3j:t;{i^3i^/VT>^t^;^/V;}?dfi^U— h<7) h/Waii^ 
^f^(40%) 0. 24ml (0. 5 5 mm o 1 ) ?r^?atc:T^PXL. RJ&^^Srl^ 

umxi di^mmwLti, KJtm^T^^M^xmm^'^/i^xmmLrco ^mm^ 
^t>^x7K. ^fa^mTf^x'^n^Lm^-^^^i^'^ j^^m^. mi^mmLtco mm 

^n^^^wm 1 3 0 m g ^mc. 

(2) (1) xn^btitcit'^mi 3 Omg^;i^ y-/i^-'rhy}^ h'uyy:^ 
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(1:1) 2mliC^«?L. ^UX^ 1 0 M.mmmmi 3 0 m g ^^K. 

1 ) xmm Lmmit^^^^n^^^!^ t lt 3 2 m g as^v^mmm io9(Dit 

^ife 8 0 m g ^#fco 

^H-NMR (DMSO- dg) 6:1. 23-1. 35 (IH, m), 1. 2 
9 (9H, s), 2. 21-2. 41 (3H, m), 2. 89 (2H, brt), 
3. 00 (2H, brt), 3. 34-3. 41 (IH, m), 3. 62-3. 
71 (IH, m) , 4. 65 (IH, d, J = 12Hz), 4. 73-4. 80 
(IH, m), 4. 83 (IH, d, J = 12Hz), 5. 00-5. 20 (l 
H, br), 5. 4 0-5. 5 0 ( 1 H, br), 6. 81 ( 1 H, d, J = 5. 
6Hz), 7. 50 (2H, t), 7. 71 (2H, d, J = 8. 8Hz), 8. 
26(1H, d,J = 5.6Hz). 

##M9 

MMm 8 1 (Dit^^ 800mgSrt°yv^:/25ml t . ^m^Xmt?^ 

^l^P^juns^mo. 2 6 3ml (3. 40mmol) ^:f}Q^s RJ!i:>^^mm.^X 

(C^^L> ^mcXTiyit-r h V '>J^2 9 5m g (4. 5 4mmol) Onx.. 

0 : 1) {CT*SlitL@6*)i^2 6 5mg^#yt3 

^H-NMR (CDCI3) 6 : 1. 2 3-1. 3 7 ( 1 H, m) , 2. 33-2. 
51 (2H, m), 2. 57-2. 67 (1 H, m) , 2. 90 (2H, t, J 
= 6. 4Hz) , 3. 46 (IH, dt, J = 10Hz, 3. 2Hz), 3. 6 

1 (2H, t, J = 6. 4H2) , 3. 77 (IH, q) , 4. 77-4. 84 
(IH, m), 6. 81 (IH, s), 6. 90 (IH, d, J=6. 4Hz), 

7. 50 (IH, t, J = 8. OHz), 7. 57 (IH, d, J=4. 8Hz), 
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8. 17 (IH, d, J=4. 8Hz) , 8. 34 ( 1 H, d, J = 7. 2Hz), 
8. 7 6 (1 H, s) . 

1 0 

(1) p-= o y K5. OOg (22. 6mmo 1) 
2ml (3 3. Bmmo 1 ) fc*J:U?2, 4 - v?7< h ^ v-^iX v^/VT ^ 5 . 05 

g (3 0. immo I) ^M^. ^Jt^m^mux- immmwLtco Rjtm^Ti^^ 

(2) (1) I 2 zb^nmKOit-^mi. OOgSriJ' 
nn;}^ylxi^ 1 Om MC^j|?t. h y 7 5 8 m g (2. 8 9m 

moi) ^ v=^^/^ry'v^;*/v>}^>v'^^ (4 0%) i. 2 6 

ml (2. 8 9mmo 1 ) Sr^a{^T;ftB;t. SJ^^SSrl^^fi^T? 1 5^FHim#Lfc„ 

1:2-1:4) Tl^ii LUfe^^M*^ 1 . 5 4 g ^#fc„ 
>H-NMR (CDC I3) 6:1. 20-1. 40 (IH, m), 1. 30 (9 
H, s) , 2. 20-2. 4 3 (3H, m) , 2. 74 (2H, t, J = 7. 6 
Hz) , 3. 3 3-3. 4 5 (3H, m) , 3. 61 (3H, s) , 3. 67- 
3. 73 (IH, m), 3. 73 (3H, s), 4. 3 6 (2H, s), 4. 6 
6 (IH, d, J = 12Hz), 4. 71-4. 80(1H, m), 4. 84 (l 
H, d, J = 12Hz), 6. 29 (IH, d, J=4. OHz), 6. 40 (l 
H, dd, J = 8. OHz, 4. 0) , 6. 73 ( 1 H, d, J=4. OHz) , 
7. 16 (IH, d, J = 8. OHz), 7. 43-7. 57 (3H, m), 7. 
67 (2H, t) , 7. 77 ( 1 H, d. J = 8. OHz) , 7. 80 ( 2 H, 
d, J=8. OHz) , 8. 19-8. 22 (3H, m) . 
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1 1 

##^Jl 0(Dit^m7 5 Omg^i^P^^/l^JJs/U'Ar ^ K7. 5ml Cl^j^^L. 
^^atCTj^^-:^ S y !>A2 9 Omg (2. 7 4 mm o 1 )>^;*-:7^ y — /l^O . 
120ml (1. 17mmol) ^5fS?SlJ:^]P;t, ^ hi^^ftm^MUX* 4 

yy^— (^nn;^/VA-y ^y— /K 5 0 : 1~9 : 1~4 : 1) {^Ti^ML 
gJ^Hfe^^MifeSr 3 5 0 m g 

^H-NMR (CDCI3) 6:1. 30(10H, s), 2. 10-2. 37(3 
H, m) , 2. 7 5-2. 9 0 (4H, m) , 3. 3 4-3. 4 3 (1 H, m) , 
3. 73-3. 77 (9H, m), 4. 67 (IH, d, J=9. 6Hz), 4. 
77 (IH, dd), 4. 85 ( 1 H, d , J = 9. 6Hz), 5. 05-5. 
15 (IH, br), 5. 4 0-5. 5 0 ( 1 H, br), 6. 39 (2H, d, 
J = 8. OHz) , 6. 8 7 (IH, d, J = 6. 4Hz) , 7. 09 ( 1 H, 
dd), 7. 47-7. 57 (2H, m), 7. 75 (2H, d, J = 6. 4H 
z), 8. 25 (IH, d, J = 4. 8Hz). 

mmitm i 
mMm 13 1 (oit-^m 4 5 (gp) 

ni^ 7 5 



MMm 1 3 1 (Dit^inii 4 5 (m 
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1 5 

iSstfaiiir/Wa-T: 2 1 
^@7K3 0 

^m-im-^Ltc'ik. ^Wi^mLXn^L. ?)^:V^TlSSiJLTl 4 1 0~1 7 7 M 

mmmi 3 i(Dit^<^o. q m 

^S6«J^:^7K9 7 

;ils:^ig(;:J:tvfi^ M^mtci^ttT. ^^/jiiiJjliaihf^ffl?: 
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406 



If ^ 0 




m 



( 1 ) -^^ ( I ) 




5 [^^. Arn. t-ui^/ps, t^y^iv^^/vs. \i'yiy=L/]^m. \i°v^i^=^/^m. 

y/uS, fny/us, ^^^:/y/uS, -f^^Ky/i^S. -fy^:/Ky/u£. 

m. i&mT;i^=i^i^:fj/i-^s=zjum. iS:mr/i^=^^iy:fy/i^^=^/i^T^yms &cr 

ys. ^yrnkT/^^A/r^y-^, V3'mrriviR:f^riy=^^irm. rhymer 
r'a^)vr%ym. 'mrf^^y^?vr%'^y'mcr>v^)\^m. i^fRr/i^^ 

25 iil:l/iv^L3^WLrv^T^><tv\ (s;air/i'=3p/^s. mkT/i'^=^yi^mmL< 
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O , O (!) 

1^/y/i^s. t-yv^yus, t'7i^-/i-s. t°y ^i^=/i-s. t-yye^^i/us, t- 

7yy/^S^ ^y ^1^y:=^/^£, ^/y/wS, t^t Kn^y>f ^/Ky/wS. v^t 

10 yy-{ ^yyv/i-m. '^:/y:t=3fi^yy/^s, ^:/i/^T'/y/^s, -<:yyhy 

< \t>( y ^i^-y y ^i/ps, y y x h 7 1 Kn f y i^/ug, 

t°-<y fn y'i^ri/v^, \^n3=^fi^m. ^/^T^yys. x 

Kn:iry y ^i/vs&ox t Kc'i'y^^y ^) ^j^mt^hfi^mii^misi 
^nmmm^mwi^. w,«, mi^^> mmm'f: ^n^f-. so. so^, n 

R,. SO2NR,. N (R,) SO2NR,, N (R,) CH (OR,) , C 

20 ONR,. N (RJ CO. N (Rj CONR,. N (R,) COO. N (R,) C 
SO. N (R,) COS. C (R,) =CR,. C^C. CO. CS. OC (O) . 
OC (O) NR,. OC (S) NR,. SC (O) . SC (O) NR,XttC (O) 

t l?p=3fi/teiSir/^=^r/wS. i/ry{SiKTyv#/PS. />P(g:i8iT>'W=^r/wS. 
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2 t < 3 mitolg^^^Sr 1 LT V >T t> J; V ^, mm^^ L < (i^^tJ^bt 

15 

/wr ^ yss.T/{gJ&T/w;<7y ^/PT ^ i^y(giKT/>=3e/w£;ii»b''^5S¥J; 



wo 01/07411 



409 
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i 
1 



o,o,(>° o.o.cr^o 

0, 



CO, SOXfiSOj, Ritt, 7Kmi^>if^^L<»i^: Y3-W2-Y4-R. (^f^ 
=3f/I^S> iSaT/K^:=^/l-S, (SjSiT/l'=3f=/l'S, Vi5'nig«ir7W=3f/l'S. TU- 

/i^s, ^^y^/y/ws. y:*-^i^yy/ws. -I'y^'ryy/ws, wy^:/Ky/i' 
15 >rvyi/y/i^s, -I'yKy/i'S. -i':/Kyi^::^/vSx -ry^r>'y/^s. 

^>:^:=:/ws, fy^/t^^^/ws. t'yyy/i^s. =3r/^i^y-/vs. ^yy/^s. 

20 ^:/y5^Tyy/vs> ^^^yh yr^/y/^s, ^^^^y^^^^/^Sx f-ry y/i^s, 
^Tv^ryy/i^s, ^cncr/ug^ fpy/vs, yy/vs, y^if^/i-s, hyr 





I. 

i 



wo 01/07411 



410 



PCT/JPOO/04991 



y)m^^in^fimmmmmms w^^, miiiS^. i^^m^-. fiisiii^^. so. s 

NR.. N (RJ SO^NR^, N (Rj SO^, CH (OR 

t) . CONR,, N (RJ CO, N (Rj CONR„, N (R J COO, N (R 
J CSO, N (R J COS, C (Rj =CR,, C = C, CO, CS, OC (O) , 
10 OC (O) NR., OC (S) NR., SC (O) , SC (O) NR.XfiC (O) 

25 =^ i^-r ^ y e> 5 «^ i 19 il^ $ 5 gl^sx«^gias i v > l 



wo 01/07411 



411 
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=> =3r W ^ y e> 5 11/5^ f> $ g^^S^feU^I-^ tVa-W^-Y^-R. 

/^S. {£igiT/l'=i^v^S^L<fi^ : Y3-W2-Y4-R, Y 
20 f\.ii^--)5ly^. R,&U«Xt*lc-iSf{c;5CoT?^fifei-S, 



25 ^±<^)^^/g^^L< ^^m±c^m±fii^sij:^*tL5, mmm^s 



(a) 




wo 01/07411 



412 



PCT/JPOO/04991 



-I'y^/u/i'S. ^y^r^^Ky/i'S. -r^^^^^/y/i'S. -r:/Ky/vs. -r:^Ky 
fc-yi^^us, f^v'-zi^s. ifv^i^=^A^m, \^vyi^=^/^m. f^i^y/^s. 

^ydrf-yr^/vS. dr/y/ug^ i^t Kn^ y^ :/ Ky /i^S. i;?tKn^:/Ky 

y/i'S, -<:/i/;e-^i^yy/ps, ^^'yf-T:/yyi-s, -<yyhVTyv/^^. 



wo 01/0741 1 PCT/JPOO/04991 

413 

y^^^/v-S, ^ ydrf-yy xhyt Ka fyi^/i^S, ^^:/ V i^=^/i- 

y fp y fn y ^/u^ y y h 7 1 Kp ^y 

y ^^/vS^U^T" h ^ t Kp-f y=^y y=/uS;'5*e>''^5PJ:«9)l*l$n-5flgJD5J^^ 

o.o.Q.a.o. 

10 mm^ 




yu:*-^?^^^, t KP^V{SigiTyudp/vS, i^T y ^SigiT/^^>'^S^ ^^P^g:igiT/^ 

T^yg, i;'{&jKr/w#/i'T^yS> h yigigiT/w^/V'Ti^^^:^s^ r^yis 



wo 01/07411 



PCT/JPOO/04991 



414 



^ym. Tp-f/uT^ys. {S^r/u;^y-r/i'T5 v^7(&iSiT/p^/^S. i^mr 

(2) -iiss: (I - a) 



15 ^^m^*^#^s-efeoT, 

>(;\^7%ym. rny(;vT^y ssu^te^r /w=3r/w;^/V'>^^/vr ^ymt^hfa^ 

l¥ct«9jl^$n5M^S3feWc:^: Y,.-W,.-Y2.-Rp. (^1=^ Rp. ?K 




wo 01/07411 

y f y ^ v'^/ps, f y y y y /us, =3r / y /^s. 

10 f-<7v^^/us. t°-<yv?-/u£. t°oy>?^/u£, y y ssu^x h 

Kp-f y=^ry y:=^/^S35^^^/^5i¥<I:•9]l^^i^5»]K^^^S. w,.(±, 
i^^/^^> mnW-^^. NR,., N (R,«) CONR,., N 

(R,a) CO. N (R,.) COO. C (R,.) =CR,.. OC (O) , OC (O) 

NR,.xfic (o) o (:i;i{j:*3v>t. R,.s.tJ«R,.«. tK^M^^ L < 

/US. '(SiSiT/Udf/U;;(7/W-<^^/US. i&ieiT/u^/u;^/^^^^^/^:^^^®. 

20 y s. {giS^T/udr/ur ^ y i^igar/u^/ur ^ y s. r 5 y {giar /u^/us. 
(SiKT/u=^r/ur 5 y (giKr /u^/u£. i^(gifeT/u^/uT ^ y <gig^T/u^/us. <g 
mr/i^^ />(j\^T^ym. ru^/ur^y s^^ufigigiT/ude/u^/uj}^-/uT ? y 

'ixtv^. f£igir/u^/uS. Ty-/uS^L<ttT7/u*/uS^^-r) > Yy.RXJ^ 
WLTV^Tt)J:v>. ji:m<^^L<«5>«^4^<Z)i£iKr/u=ap^i/SSr^i-) -e^^ih. 



PCT/JPOO/04991 

415 



wo 01/07411 



PCT/JPOO/04991 



416 



20 CO, SOXttSOa, Rj.ft, 7K3^J^^^^L<tt5^:: Yg.-Wja-Y^a- 

25 mii^hti:^mi:^m^^Mmmmmm%m. w^.jt, ^i^^, nr^., ch (o 

R»«) , CONR,., N (Rt.) CO, N (R,.) COO, OC (O) NR,.X 

fic (o) o (c:;ilc:*3V^T, R.aJi, tK^I^^, ^BIfeS^iii:i /jjv^Ls^ 




15 {^l/ioT, 




wo 01/07411 



417 



PCT/JPOO/04991 



15 imm. i^mr/i^^/i-m. (SiKT/i'3^'>£^L<f«: Y3.-W2.-Y4.-R, 



20 ^t/ic 




wo 01/07411 



418 



PCT/JPOO/04991 



mrjv^^/i'T^ym. i^i&mr/^^^i^T^ym. T^yi&mrA'^jvm. mscr 

O O 

\-J at; ^N-/ 

^^'^^ ^N^ ^N^ S 

S^L<{i^: Y3.-W2.-Y4.-R.. (^tfl^ R^.^ Wja. YaaXt^Y^.ttftli 



wo 01/07411 



419 
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(3) -I3:5C (i-b) 



10 [^q^^ Ar^fi, t-y i^/^ss.u^t"7:/y/i-S;5^p>/j^'5i¥/5^bii^^$tL5^^ 



^SSx W,,«, NR,k. N (R,J CONR,b> N (R,J CO. N 

25 (R,b) COO, OC (O) X\tC (O) O C:(^*3V^T. R,bSU«R,,(i, 




wo 01/07411 



420 
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3' ' ) ^: Y,,-W,b-Y2b-R^, (^^, Y,^, W^^. Y^^RUR^^im 
20 -I^Cl/jloT. 



25 Yb^i^ CO. Ribfi, 7K^il^^U<t« : Yab-Wjb-Y^ 



15 





wo 01/07411 PCT/JPOO/04991 

421 

N (R,J coo3itic (o) o i^:HLio\,^x. R.^^i. TK^I^i^. mw 

77u^/kS^7Fi-) . Yg.su^Y^btt, i5]-3ifi^/^oT. mm^xitm.mmm 

10 ^L<lt^: Y3,-W2,-Y,,-R,, (^tf', R.b. W^^. Y ^^RXfY .^^^ 




iyi&mrj\y^/i^mRxfis^mT/^=i^i^:/3/i^:^^=^;i^mi!}^h^s:^mii^hm^^ 

g^£3feU^{j:^: Yib-W.^-Ya.-Rpb (^l'. Rpb> W,^. Y.^RtJ^Y^.tt. 



wo 01/07411 



422 
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20 



(b-l) f^o 




N- 

N N s N 

b-W^b-Y.^-R.b R,b, W2b> Y3b^^UfY4bf«lS<^)#*^£rWi- 

mkTJV^fi^r 5 y fSiir /W^/WS. {giglT/V;^ /^)VT%J mRV^r n ^ /UT 

(4) -l^^(I-p) 




H 

o 



(|.p) 



wo 01/07411 
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(5) N' - (fnyi^/ [2, 1-b] y^l^h'V>-4-:^ly-8-^ 
/P) -N- (5- (2-;^-^5^^/VT$y p^^/V) f^y'-zl'- 3 -^I'/l') [>UT. 
N' - (t'ny v?y [2, 1-b] -ry-r^Ki; V-4-;^^-8->f/^) -N- 
10 ( 5 - ( 2 - p< ^/V- 4 , 4 - ^/U^i/^/ur ^ y p< ^yU) t"7 y—Jl— 3 - 

-f/w) e^i^T. N' - (fnyt^y [2, 1-b] y-r^^Ky^^-4-^^^- 
8-^/^) -N- (5- (5-^ h^i^>Clyyy-2-^/\yr \y \f=7 
/l^-3-^/W !>WT, N' - (t°Dy v'/ [2, 1 -b] >f y^i/Ky V- 
4-;^:^-8->r/V) -N- (5- — T/VT^/^^ - 

15 /w) t*'7y'-/i^-3— T/v) !>uT. N* - (fc"ayi;fy [2, i-b] -ry-f 

i^Ky >'-4-;i->'-8-^/P) -N- (5- {^-^Xixiy{:y^\/-2.-y{ )V 
Tk/;^^/i-) t'^y-zi'-S-'l'/u) iJ^u-r. N' - (fayi/y [2, 1- 
b] y^i^h']):y-4-:ti^-8-^A^) -N- (5- (e-pt^/wfy v^i^- 

2 — T/^-) 1^7^-/1^-3 -'T/W 1>^T. N' - (fpye^y [2, 1-b] 

20 -ry-r vKyv- 4 8 -'I'/i^) -n- (5- (fn y i^:/-2-'r/i') 

t"7y-/l'-3->ryW) !?WT. N' - (t"ay>:^/ C2, l-b] ^ y-f y K 
y i^-4-:?hi^-8-^/w) -N- (5- (t -:/^/i^r^y^^/w) ^7^/- 
/i^-3--f/u) e^i^T. N' - (fc"nye^y [2, 1 -b] ^ y^ vKy :^-4- 

;^:/-8 — T/l') -N- (5- (fc°7>^t3 [5, 4-b] \^])i^>-3-^M 

25 '^^ur. N' - (fnyi^y [2, i-b] y-r:^Ky i^-4-:*->'-8— r 

/I') - N - ( 5 - ( 1 - 1 Kn :aE^ vy ^/VV^ n '^i^^/VT ^ 7 p« t°7 V'- 
/i^-3->r/u) ^^W'T. N' - (t°nyvfy [2, 1-b] -4-:^dry^y^ 
:/Ky :/-8-^/W) -N- (5- (N- t-:/^/^— N— T^/pf^ 
/U) tfyy-zW-S—f/W) !>^T. N' - (fnyv?/ [2, 1-b] ^y^ 



wo 01/07411 



424 
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:/KU V-4-^y-8-^/P) -N- (4- (N-^Vv'/W-l, 2, 5, 6- 

X h7t Knt'v)i;v-4 — r/v) t'l; v':/-2— f/u) ^^i^r. n' - (t°n 
Uv^y [2, 1-b] y^i^h^]}y-4-^y-8-^/]^) -N- (4- (N- 
^^'v?y>-4 -t°^!J i^/V) \i'Vi^y-2-y(/i^) ^\yr, N' - (t'nyv^y 
5 [2, 1-b] ^y-r:/Kyi/-4-^:/-8-^/^) -N- (4- (N-^:/ 

v^/U-l, 2, 5, e-y'hyii 3-^/1^) H'Vi^l^- 2-^/1^) 

^^r. N' - (fnyi^y [2, 1-b] >f y-f py 4 -;?}-:/- 8 

yV) -N- (4- {N-^yJ/U- 3 -M'^V i^Ji^) t'i;v=V-2-^/W l> U 

N* - (t°n y>:^y [2, i-b] -4-3^deyx|' v-8— r/v) - 

10 N-(4-(l, 2, 5, 6-r- h^t Kn t^y v?:/-3— T/W) t''!;i/>'-2- 
-Y/^) !J7UT, N' - (foy^^y [2, 1-b] -ry^i^Ky >'-4-;^-i^- 
8-^>'^) -N- (4- -f-^y v^/U) t'y >^i/-2— r/i^) 

•i7ur. N' - (fnyi/y [2, 1-b] ^y-r^^Ky >'-4-;e-v-8->r 
yv) -N- (t"^y v^y [3, 4-c] fyi^iz-e—Y/^) "J^i^r, n' - (t" 
15 nyt?y [2, 1-b] >i'y>r:/Ky>-4-:^-:^-8 — r/w) -n- (fny 

v^y [3, 4-c] ifVi^l^-5-4/i^) ^^r. N' - (fnyv^y [2, 1- 
b] ^ y-YVh'y i^-4-::i->'-8-^/V) -N- (4- o^df >>/wr ^ 

yoi^/v) fy i;':/-2-'r/w) -^ur. n* - (t'oyt^'y [2, i-b] 

y-Yi^Ky ^^-4-;^-V-8 — r/U) -N- (4- (N-^/:^n^^v^/Wt°n y 
20 v?V-3 — T/W \f)>-yy-2-^ Ad Kf'^T. N' - (t"n y i^y [2, 1- 
b] ^y>r:^Ky i^-4-;^-:/-8-'l'/W) -N- (4- (N-^:/i^/Wfn y 
i/y-3 — r/V) \f^)-Jy-2->{}V) ^yyr. N' - (N-v'^n^:/^/^- 

3-y5^/^-i'y><i^Ky:/-i-^:/-4— -n- (fy v?>'-2->f/i') 
[j^ur. N' - (3- t-:/^/wy>ri^Ky y [3, 2-b] ir^^v^)'yv- 

25 4-2hV-8 — C/V) -N- (4- (N-^Vi^yl^fa y e^V-3-^/U) fc"y 

i^i^-2--r7v) ur. N' - (2-y^/u><y-i'i^Ky y C3, 2-b] ^ 

/wtKc-l,. 3 5-^:^-9-^/1^) -N- (4- (N — 

v^/pt'p y i^v-3 — r/w) fc-y i^:/-2— •j^i^tsu^n' - (-ry>i':/ 

Kyy [2, 3 -b] ^/Vt Kp- 1, 4-y^y-6, l l a -'<:/y=5ri^i^ 



wo 01/07411 
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y-1 i-:t'^-7-^/}^) N- ih°])i;^y-2-^/u) 'yur-^h^mn^mi 
(6) N' - (t°nyv?y [2, 1-b] y-r:/K y>- 4 8—1' 

/U) -N- (5- (2-;^^^yl^T^/p<^/W f^^/^/I^-a — r/I^) 
5 N' - (f n y v^y [2, 1 -b] ^ 4 -7t>- 8 -^f -N- 

( 5 - ( 2 - ^ ^/V- 4 , 4-i^)t V^/WT ^ / ^ t"^ yv- 3 - 

^/v) i^/u-r. N' - (fnyi^y [2, 1-b] -i'y-rvKy>'-4-;t>'- 

-N- (5- (5-7« h^W:/^>'-2— r/WT^/T^^/V) f7 
iZ-yW- 3->r7>) !>WT. N' - (k°nyi^/ [2, 1-b] ^ y^C^h^V:^- 
10 4-;^-i/-8 -^/W') -N- (5- i2-?i^/U^:yyiy-2--(yl^T^y 

;\^) t''7:/-/^-3 — T/v) ^>^T. N' - (t'nyv^y [2., i-b] ^y-r 

>' Ky i^-4 8 -^/l') -N- (5- ( 5 n u>r ^^y^^- 2 -^/l^ 

T^yp^^/i^) t'^y— /^-3 — f/u) N' - (fnyt^/ [2, 1- 

b] y(y^l^\^^)V-A-^>-S-y(;V) -N- (4- (N-^:^t^/V- 1 , 
15 2, 5, 6-x h7t Knfyt;'^/- 4-^/1') fy t^i^- 2 — T/W) ^^WT. 
N' - (f P y v^y [2, 1-b] ^y-r VKy>'-4-:^>-8-^/P) -n- 
(4- (N-^>'v?/>-4 -V^y v^/V) fyv?V-2 — T/W !J7UT. N' -' 

(fpyi^y [2, 1-b] ^y^Ti^Ky i/-4-;?h>-8->r/i') -n- (t° 
-=yv^y [3, 4-c] f y i^:/-6— T/i') i^W'T. n' - (fny^:^y [2, 

20 1-b] y^ V Ky :/-4 -:^:/-8->l'/^) -N- (4- (N-i^^n^d^ 

ix/ufn y v?:/-3 — f/w) fy 2-^r/w) ^vr. n' - (fnyt^y 

[2, 1-b] >ry^^^Ky>-4-;i->'-8— C/^) -N- (4- (N-^i^ 

s^/n:°o y i^^'-s-^/u) fy i^:/-2-w'>'W ^^wr. n' - (3-t-y 
^/wy-fi^Ky y [3, 2-b] ;^-dff-y'y 'i?i^-4-;^^^-8— r/w -n- 

25 (4 - (N— <^'>'/Hf n y i/V- 3 — T/V) fy v^:/- 2 —T/V) ^ U-T, N' - 
(2-p«^/w^ y>Y^^ Ky y [3, 2-b] -<ywt Kn- 1, 3 -;a-^1^>?i^- 
5-;^-:^-9-^/^) -N- (4- (N-'<V>?;l't'n y vf>-3->f/P) t"y 
v?:/-2->r/V') C^U-T&U^N' - (-r y^VKy y [2, 3-b] -^/l^t Kn- 

1, 4-p<^y-6, 1 1 a -^^y^f-i^i^- 1 1 -^^--y-^/i-) n- {\^ 



wo 01/07411 
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(7) -^^ (III) 




NH2 (III) 



R40 R50 



Y(i, CO, SOXISSOj, Rlo^i^ 7Ki^/^^^L< (i^: Y30-W20- 
Y40-R.0 (^t. R.o^*^ 7K^i^^X«^g«^S^Srjii:i ^^V^L3^@WLT^^ 
T'fcJlV^. i&i^T/^^/US. (£igfcTyW'*r=:yV£, (£jgiTyU=Jr->'l-g. iy^uiSiB. 

10 y'<:/Ky/i'£. -r:/^:/y7i-s, -r:/Ky7^s, >r k y v?:=i/i'S, 

t'7 f y ^ i^'-zps, y ^i^rr/us, ^7 >^ y /i-s, df f- y 
yv'S. ^yy/i^s, v^t Kn^y^vKy/us, 'jnh^n^i^w/i^m. ^^-^r-r 

15 y;^=^f-yy/^s, ^i/y'^^ryy/vSx ^:/y hyryy/ps> ^>yyy=^ 
/US, y y /vs. '^^T t^T y y /ws. y 7 y /^s, 

20 tKn7y=/vS, f^^i^-zi-S, f-syi^n/uS, t°n y f n y 

::i/i'S, ^/v^yys, 7" h7t Ko^y y=/v£&o^xh7t Kp-f y^/ y 

so. SO2. NR,o^ SO^NR^ox N (R,o) SO^NR^o. N (R 
^o) SO2, CH (OR»o) X CONR,o> N (R»o) CO. N (R,o) CON 
25 R„o^ N (R^o) COO. N (R,o) CSO. N (R,o) COS. C (R,o) 
= CR,o> C = C. CO. CS. OC (O) . OC (O) NRto> OC (S) N 



wo 0 1/074 1 1 PCT/JPOO/0499 1 

427 * 

Rto. sc (o) . sc (o) NRipXftc (o) o (c:4o^^T, R,oR^ 
t iV^t KodrV<£jKT/V^/PS. i/T/(SiaT/V^/WS. /^D{giKT/^^/^£. 



wo 0 1/0741 1 PCT/JPOO/0499 1 

428 



30-W20-Y40-R.0 R.o^ W^ox YaoSO^Y^ol*. SulE<om*^^ 

L<»i^: Y30-W20-Y40-R.O (^1='^ RsO^ W2o^ Y 3 o-Rt)^Y , x BU 

0,0.0.. 

25 /i^^yuS. g^S^^LTV^T'bJ;v>;^f PV^n(&;giT/i':3r/i'S> ^a^ixT 



wo 01/07411 
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429 



/V:^;w<=^^ {S^^^tbTV^T t «tV^T ^ /S. iSiSir/l^df /VT ^ y 

7'/u;^7y^/ur ^ys. rn^r/vT^yS, {gig^r/u;&y-i'/vT^i^yigi^T/i' 
15 /I'j^/i'/tJ^i/vT^ ys, {s^^^nxv^xt ctv^fc Kn^W ^ySSU^{£0r7V 

Rpo (^f'x Rpo«^ 7Kmm^x^«s^s^iil:l>^v^L3j@^txv^x^>J: 



25 i^yy/i'S. fc-yv^/ws, f^i^^/ws, i^y^i^-yvs, f y^j^v^^/vs. 
^yy/i'S, dpy=^f-y=/ws, ^yy/i^s. t^t Kn^y-i'^'Ky/i^s. i^t 



20 




wo 01/07411 
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430 



t°-^y v^::i7wS, t'D y v^-zwS, fn y ^/P^y/S, X 

^ixSflifl^i^^Igm^. W,of*> ^Si^^-. SO, SO 2, 

NR,o. SOjNR^o. N (R,o) SO^NR.o. N (R,o) SO^, CH (O 
10 R,o) . CONR^ox N (R,o) CO, N (R,o) CONR,o^ N (R,o) C 
OO. N (R,o) CSO. N (R,o) COS. C (R,o) =CR,o. C^C, 
CO. OS, OC (O) , OC (O) NR,o. OC (S) NR,o. SC (O) . 
SO (O) NR,oX»tC (O) O (C::il^*5V>T, R,o&^^Rro^*^ tK^I^^^ 

»S$tLTV>Tt>iv^t Kndfi/fgjgiT'/vdr/i.S, ^xTy(&aT/l'=¥/^S. 

i^S, ^^$^^■cv^T>bJ:v^T5yS, Mr /p=3r/i.r ^ y t^<Siffir/i^='r>'v 
r^ys, hyi£iaT/v^/i'r:/^^;*-S, #^$tl.Tv^-t^>J;v^r^y^gig^r 

25 /U^/V-S. i£0T/l^=5r/UT^y{£iBiT/i'=^r/VS, v^iSaT/W^/^r ^ y {SJ^T/U 



wo 01/07411 



PCT/JPOO/04991 



431 



m-x o T . mi^^x 2 m\^m t < it 3 ^\^(Dm^m^ 1 w lt v ^ 

jii:i/^v>L3i@(^l^-^L<fiM/^s^^S^^tTt)J; 
^rydfyy/vs. y-r:^Ky/vs> ^r^^^yy/i'Sx -r:/Ky/i-s, ^r^-Ky 
10 f y i^/i^m . t° 7 v^=^/^s. t° y ^ y y fc° 7 :/ y /us . 

dr/^rf-y^/i-S. =3r/y/u£. t Kn K y /^S. i^tKn^f^Ky 
/VS. ^;^-^7x-/uS, •:^7^y v'^/i'S. 73l:^v^::^/^S, -O-y-T^^:/ 

y/i-s, -<v:/:^dff-:/y/w£. -^^-y^ryy/i-s. -o-yhyr^/y/i-s. 

15 yy/vS. 7^1f-/vS. b yryy/wS. -<:/yv^:?^-^1^=^/^SSt/p<^^':/ 

y =/vs. y ^f-y y i^^/us. r- t Kn y i^/vs. ^ ^5^y y i^^^/v 
y v5:=/i'S, fc"p y ip=^/\ym. y ^^/vs. ^/^^tc y/s. T^h^tKn^e/ 

20 y ::^/vSSUfx h 7 fc Kn.<ydfy y=l/^£J!)»b«^'5ffi^J:9m$^^'5J3gflSK^ 
^ 5 ^ J; *) 51^ ^? ^ ^ Ji^ LTV t> J: V \ 



(a) 
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/i^T^^'S. Tn>r/wr^ys, {£igiT/i';<;yw'/i'r ^i^y®iar/i-=3p/vs. 

^x R,o^ Y3oSZJ^Y,oliBti|S(7)E*^^1-5) 
V) 
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(IV) 

N3 Aro 

l^^. Aro «^ \i'Vi^/\^m. t°y^v?=7US, f^v^^/WS, t-y^J^v'^/U 

"^-ryv/^m. 4 y^Tyv/^&. ;^-=¥f-:/yyuS, -ry^1^yy/^s. 
yyv/i^m. t°Dy/us, ^?^:/y/ws. -ryKy/us, >fy^:/Ky/PS. 
5 df./ y;ws, y:3p/ y/v-s^ ^vy^Ty'y/^ss^J«^>y^dri^i/y/^g^, 

10 ^^^^mr/i-^/i^m. i^ryi&mr/i^^/i^m. /^^^£iiT/^^/^s, {j^s^tLX 

/u^/u;^/V7j>:i/PT^y£. i*0$*tTv>T>bJ:v^t Kn^w ^ ySRU^fgigi 
T/w ^ W 5 y b /jt 5 1¥ J; ii^ $ WciC : Y J 0 - W , 0 - Y 
20-Rpo (^^^ Rpox W,ox Yio^U^Yaof*^ fiiflEOE*^W1-5) Xti^^ 

2) iS^r/udr/wS. {g:ieiT/u;&y-</w£. i&mTJi^:fJ y /i^^^i^m. i^m^ 



\ 
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15 *^e>^^S«^J:l9m$i^5i^^^$^^T^>TfcJ;v^5M'fcv^L7M^^?l^fi£i-S^ 

3)^: Y,o-W,o-Y2o-Rpo (^'f'. Y^o. W,o. Y2o&t/^Rpo»*S&i5<^ 
20 {C/^oT. 
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^MO R50 

[^^^^ AFq^ Yy Rio^ ^20^ ^30^ J^HO^ R50 3^1/3^ 

^ (I) 



y/i^s, -ry=5fVy/ws> ^>'i/^r:/y/^s&t;«'<>'y;^=^f-:/y/i'Si6^b>'^ 
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o (!) 

10 f-)/yyv£. ^y^/y/vs, -ry-r^Fy/^s^ -Y^^^v^y/ws. ^^^Ky/^ 
K y v^=/w£> ^y^r>^y/V'S. ai^w>'v?;^-^v-73i=i/us, 
i^:/y/^S, fyv^/u-S, t'7e^:^/^Ss t° y 5: v'^/L'S, t-y ^j^i^^n/us, t° 
y^/y/i^s, ^f-y ^yy/us. i^t Kp-ry'<:/Kyyvs. v^t 

15 ^^y-r ^^i/y/i^s, -<>'y:^dr1^yy/^s. ^i^y^ryy/i^s. ^^'/hy 

< ji-r y =srf-y y =^^\^m. ^ y^-tv y i^^/i-m. x h ^ t Kn y i^/us. -r 
f'^y fnyv^^/ws, foyri/wS. ^/VTj^yyS. x 

:^fi^mmmmmmm. vf,\t. ^s^^. gj?^j^^. so, so^. n 

R,, SOjNR,, N (R,) SO2NR,. N (R,) SOj, CH (OR,) . C 
25 ONR,. N (R,) CO, N (R,) CONR,. N (R,) COO, N (R,) C 
SO, N (R,) COS, C (Rj =CR,, C^C, CO, CS, OC (O) , 
OC (O) NR,, OC (S) NR,, SC (O) , SC (O) NR,XHC (O) 
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2 L < I* 3 1 mm LT v'^T t J; V Eiit^t^ t < 

20 mm^^mm. 

^-><Si^r7W^/^S, '>ryf£jKT/^^/i^S. />o<£«jr/v=^/i^£. ;«7/V7}?^rv' 
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ili. 7K^il^^L<J«: Yg-Wj-Y.-R. (^tfi^ R^fi^ ;d<mJ!^T-X«^ 

;*-=5rf-:/y>'V'S, t-ys^/PS, t-^i^^/i^s. fy^i^^/ps. t-y^s^v^^ 

20 /us. f^v^y/^S, :^r/^1^y=y^S, ^/yy^S. i^t Kn^y^i^Ky/u 
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^^/i^S, t'pU/i-S, ^yyi'S, hyr^/y/wS, ^^^/v?;d- 

y t-n y v^ri/ug, t°n y ^/pt^ yy^, T^hytKnapy 

^mS, W^fi^ ^iSS-^. ^^I^i^. fii^llJ^^, so, SO2, NR,, SO2NR 
10 N (Rj SOjNR^, N (RJ SOg, CH (OR^) , CONR,, N (R 

,) CO, N (RJ CONR„, N (Rj COO, N (Rj CSO, N (Rj 
COS, C (Rj =CR,, C = C, CO, CS, OC (O) , OC (O) NR 
OC (S) NRt, SC (O) , SC (O) NRtXfiC (O) O (^^11^*3 

v^S^ r^ys, (smT/v=^/ur5ys. i^ifiiKT/vdr/i-T ^ y s, sy^SiKT 
25 (gaT/i^;<7y^/i^T^yS, Tn>r/i-T^yS, i£0T/i';<7y^/vr 

^^jmt^hfiL^m^^'om^^M g^sxii^e^ssr iii: i v ^ u 3 f@ w l 



r 
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yWdr/u£, iSiSiT/l';?7 y ^T/VT 5 y Tn^/VT5:y£, {£jgiT/^;<7y^yUT 

^ ^yS;!)^^/j^5«^d^p5il^$ix6fii^SMW;:i^: Y3-W2-Y4-R. ^ 
bji5i$tL5g^SX'*)oT. xil:li^(^v^L3^@(^>|^-^L<^im^^'5B^feSSr 

fSaT/W=i^5xS^L<f«: Y3-W2-Y4-R, (5^:4'. R.^ W2. YaSTJ^ 





25 mm 
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(b) 



/\ N'\ 



'mcr)\^^?vr r 5: / iSjg^T/i-^/us. <6iSr /i^^/wr ^ / tsar 

W ^ y C) 5 S^Ti^ $ E^SIfetJ«l;i^ : Y , - W , - Y 2 - R p 

25 $^>tc:«. jii:i/j^v^L3i@<D|^-^L<«^/£5g^SSrWtT'bJ;v>'> 
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5 ^T^/y/i-s, ^rv=Tyy/vs, fay /kg, yy/u 

10 /US. fn y v?::i/us, t'n y ri/ug, ^/^;}^ y y x h 7 1 Kn y y 

O.O.Q.O.O. 



15 




^L<«S:: Y3-W2-Y4-R, (^tfi^ YaROT^ttftftlficDji* 
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/Pdr/w;^/U7^'^/WS, iS^T/l'=Sr/l^;^/WjJ^=/l'S, <i£ieJT/l'dr/v;^/W/-}>=>fWr 
15 (8) -jS^ (V) 



R40 R50 

[^tf, X, Y, Z, R,o. R20. R30. R4Q^ Rso RXf^ HITIHOS 

*SrW-rS] -C^^tLSfk-g-i^t-IS^ (VI) 
HjN-Aro (VI) 



Aro^ X. Y. Z. R,ON Rzox R3o> R40- Rso Rt^^ — it. 



^ ^20 




20 iC; (I I) 
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-^^ ( I ) 

Y X"' H 

R5 

l^^. Ar, X. Z. R,. R2> R,, R,. R5 Z^U^^ giiao 

(9) (VII) 
o 

T10 (VII) 

-T] <Dit^i^t-m^ (VIII) 
Hj'N-NH-Rgo (VIII) 

15 T. (IX) 
Reo 



H2N. 



(IX) 



(III) 

[fbil 
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NH2 (Hi) 



[^4", X, Y. Z. R,o, R^o. R,o, R,o, R50 i^U?^ --^ it. H(f|5<7) 
{^Rft^^'tX. (X) 



10 T,«, ^i^^x«ii:<^<^^L<tt:j^*^<^o{Siar/i>=3M'>s. ry- 

mflE<OSl*^W-t-^) . X, Z, R , R,, Rj, Rj, R,, R5 ^ 
15 (1 0) -j^^ (I) 



5 





Q 
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10 



15 



20 



^Ty^])/um. yf-T:/V/^m. yfy^i-:/VJ^m. \i'y>^ 
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f-y'y/ps, ^y^ryy/ug, -ry^vKy/i^s^ -r>^yy/us, -f^^Ky/u 

K y ^y^r:/y/^£. ^^U'i/i^;?)-^^/^:^!^/!^^, 
f-/yy^Sx t°yi^/us, \i'yi^=^/i^m. fy^v'^yws. t-y^j^i^^/us, t- 
^^/y/i'S^ ^/^i-])=^/i^m. ^yy/i^s. t^t Fo^y>f>'Ky/i'S. s^t 

^/'i' ^t5^:/y/i^£, -<:yy:t^-i}-:/]}/i^m. -<vy^ryy/us, -<:xy'hy 
ryy/us. ^rv^y/us. ^rv^r^/y/vs, ^^-/^S, 

<«-i'y^i^yy=:/^s, -r y=3p1^/y i^-zi-s, x h^t kh fy t^/vg, 
^nsflgMi^ii^^s. w,\t. m^^^. mmm^. mnm^s so. so^ n 

SO2NR,, N (R,) SO2NR,, N (R,) SO2, CH (OR,) , C 
ONR,, N (R,) CO. N (R,) CONR,. N (R,) COO.' N (R,) C 
SO. N (RJ COS. C (R,) =CR,. CsC. CO. CS. OC (O) . 
OC (O) NR,. OC (S) NR,. SC (O) . SC (O) NR,X«C (O) 

t KD#^X®aT7l^=5f/l'£. VT/tearyVdr/US. ^Nnigig^r/Wdp/PS^ 
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2) (giiiT/l'=3r/uS. / ^ ^Wcr JViiJ t Kn 

=Srv'®i^T/l^^/L'£. v^r/iS^T/l-^yi^S. /^^^£jifcr/^^/^S, ;«7yl'7j?dr 



wo 01/07411 



449 



PCT/JPOO/04991 



Q.G.^ O.O.Cf.O 
C>. 0 „ 0 



5 i^^mm^m±<D^mmiF-Mmm'f-Rxj^/xn^mw.^t t 'bic-j^d/^ox. 



10 CO. SOXfiSOa. R,tt. 7k^;i^^L<«^: Y3-W2-Y4-R, (^tfi^ 

>ri^i5^yyyi^s. ^Ti^Kyyi'S. vKy^^-zi-s. ^y^r^/yy^s. ^ 
^ t' y y i^rr/Lg, If 7 y y /i^s, ^^ir y ^■»^ y ^ / y /vs. 

20 ^Ti^ryy/vg. ^inzi/i^s^ fny/ks, ^y/vs. 7 7if'=/vSx hyr 
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7" h 7 t Kn f y i/yi^S. ^ y xh7t Kn77 ::^>'I^S, 

t°^7 i;^=.yum. t'-< y v?=./us, t°n y i^=:ujum. t°n y y y 

5 Diit/^^tv^flgfl^i^m^ms^ w^fi, m^^^ mmm'f-. mmm'?'. so. s 

Oj, NR,. SOjNR,, N (R») SOgNR^, N (Rj SOjs CH (OR 
J . CONR,, N (RJ CO. N (Rj CONR„. N (Rj COO. N (R 
J CSO. N (RJ COS. C (Rj =CR,. C = C. CO. CS. OC (O) . 
OC (O) NR,. OC (S) NR,. SC (O) . SC (O) NR.Xt^C (O) 

>r/v;t^i/£. T^ys. {gi^T/v^^/wr^ys. t^iSiiT/v^/vT ^ y s. h 
n w ^ y s^i* ^ ^£ 5 a¥ J; «9 m $ tbs ©j^sxtt^gj^s ^m-^ 
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/Wdr/US. i^(£0T/Udp/VT^ y(Siar/V=3r/US> h y ^gigiT/^^/^T>'^=;^- 
Jj^^/i'S. iS^r/v^/Ui^/V/lN^/WT^yS. t KndrW ^ ySSU^iSSiTyi' 
::'=3rW 5 yS^^b/j;5«^;6>^=g^$tL-5g*^SMWc:ii:: Ya-W^-Y.-R, 

^l-S, {£iar/U='^^^S^L<f«: Ya-W^-Y.-R. (^4»x R.. W^, Y 



25 ^mms=hm:^/yMmMw-^=i-hhh\^^m.fi:.^^\-iwm^m-^iiK y^xt-mz. 




y\ yS N'N 
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6 $ p ig^ ^ 1 t < ti^ni^i^'^ t T J: < . iSigiT 
/udr/vS, ^^S^^LTVNTt J:v^;^t''Pv'i5'Pigi^r/v=^f/uS. tK^S. 

y >r /wT ^ v^y {g:igiT/w=3f /i^s. ^mr)^^)^7.fvy ^ r^/i'S, {SiaT/v=3e/wx^ 

y^7}^i/^^, fmcr )\^^)\^7.}Vi!r^:^)vr ^ y t Kp w ^ y S^u^fgigiT 
/u=idrW ^yS;6>b/£5ffi^;5»f>3l^^?tb'5B^SMWc:^: Yi-Wj-Y^- 

ei^S> ^h\z.\i.. jii:i3feVNL3l@(^I^-^L<Ji^/i5fi^S=SrWbTt><t 

25 t'yv^/vs, t'7v'-/^s^ fy^i^=^/i^s. fy^i^^/i^s, f^^/y/ws. 
dry^f-y-zps. ^yy/vs. t^t Kp^ry-r^/Ky/ws. i^th-p^ryKy 

y/i^s. '<:/y:^:3fi^yy/ws, -^^^v^^Ti/y/i-s. ^^-v^hyryy/i^s. 
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5 y ^^=/uS, t'P y t^rr/ug^ fay ^/UtM yyg, xh^t Kn^r/ 

<»> O ,0,Q .(Do. o. 



10 




wo 01/07411 



454 



PCT/JP00/((4991 



10 Cdk6PI#^L 



INTERNATIONAL SEARCH REPORT 



Intemational application No. 

PCT/JPOO/04991 



A. CLASSIFICATION OF SUBJECT MATTER 

Int.Cl'' C07D213/75, 81, 239/42, 47, 241/20, 40, 277/48, 82, 487/04, 519/00, 
498/04, 409/12, 417/12, 401/10, A61K31/4402, 44, 4439, 505, 50, 415, 426, 428, 
553, 5383, 4545, 4436, 4155, A61P43/00, 35/00, 
According to International Patent Cl assification (IPC) or to both national classification and IPC 

B. FIELDS SEARCHED 

Minimum documentation searched (classification system followed by classification symbols) 

Int. CI'' C07D213/00-81, 239/00-47, 241/00-40, 277/00-82, 487/00-04, 519/00, 
498/00-04, 409/00-12, 417/00-12, 401/00-10, A61K31/00-553 



Documentation searched other than minimum documentation to the extent that such documents are included in the fields searched 



Electronic data base consulted during the intemational search (name of data base and, where practicable, search terms used) 
REGISTRY (STN) , CAPLUS (STN) 



C. DOCUMENTS CONSIDERED TO BE RELEVANT 



Category* 


Citation of document, with indication, where appropriate, of the relevant passages 


Relevant to claim No. 


PX 
PY 
PA 


WO, 00/26203, Al (PHARMACIA & UPJOHN S.P.A.), 
11 May, 2000 (11.05.00) , 

Claims; pages 30-31; page 62, lines 3 to 4 ; page 66, lines 
25 to 26, etc, (Family: none) 


1.2,4, 
7,8, 
10 


PX 
PY 
PA 


WO, 99/65884, Al (BRISTOL-MYERS SQUIBB COMPANY), 
23 December, 1999 (23.12.99), 
Claims; full text 
(Family: none) 


1,2 
7,8 
10 


PX 
PY 


WO, 00/47577, Al (SMITHKLINE BEECHAM PLC) , 
17 August, 2000 (17.08,00), 
specification, page 27, example 23 
(Family: none) 


1 
7,8 


X 
Y 


WO, 99/31086, Al (SMITHKLINE BEECHAM PLC), 
24 June, 1999 (24,06.99), 
specification, page 46, example 68 
& EP, 1047691, Al 


1 
7,8 


A 


WO, 99/24416, Al (BRISTOL-MYERS SQUIBB COMPANY), 
20 May, 1999 (20.05.99) , 


1-10 



^ Further documents are listed in the continuation of Box C. Q Sec patent family annex. 



•A" 



Special categories of cited documents: ^ 
document defining the general state of the art which is not 
considered to be of paiticular relevance 

eariier document but published on or after the intemational filing ''X" 
date 

document which may throw doubts on priority claim(8) or which is 

cited to establish the publication date of anotha citation or other "Y" 

special reason (as specified) 

document refening to an oral disclosure, use, exhibition or other 
means 

document published prior to die international filing date but later 



later document published after the mtcmational filing date or 
priority date and not in conflict with the application but cited to 
understand the principle or theory underiying the invention 
document of particular relevance; the claimed invention cannot be 
considered novel or cannot be considered to involve an inventive 
step when the document is taken alone 

document of particular relevar>ce; the claimed invention cannot be 
considered to involve an inventive step when the document is 
combined with one or more other such documents, such 
combination being obvious to a person skilled in the art 
document member of the same patent family 



Date of the actual completion of the intemational search 
17 November, 2000 (17.11.00) 


Date of mailing of the international search report 
28 November, 2000 (28.11.00) 


Name and mailing address of the ISA/ 
Japanese Patent Office 

Facsimile No. 


Authorized officer 
Telephone No. 



Form PCT/ISA/210 (second sheet) (July 1992) 



INTERNATIONAL SEARCH REPORT 


International application No. 

. PCT/JPOO/04991 


C (Continuation). DOCUMENTS CONSIDERED TO BE RELEVANT 


Category* 


Citation of document, with indication, where appropriate, of the relevant passages 


Relevant to claim No, 


Y 

A ■ 


Full text 

& US, 6040321, A & AU, 9912955, Al 
Sc BR, 9814124, A & EP, 1042307, Al 

^4ARCH, J., "Advanced Organic Chemistry, Third Edition" 
John Wiley & Sons, p. 786, 984-985 (1985) 

PINES, J. 

The cell cycle kinases - 

Semin, Cancer Biol., Vol.5, No. 4, p. 305-313 (1994) 


7,8 
10 



Form PCT/ISA/210 (continuation of second sheet) (July 1992) 



S^ffiSS^ PCT/J POO/049 9 1 



Int. Cl. ' C07D213/75. 81. 239/42, 47, 241/20, 40, 277/48. 82, 487/04, 519/00. 498/04. 409/12. 417/12. 401/10, 
A61K31/4402. 44, 4439, 505. 50, 415, 426. 428, 553. 5383. 4545. 4436, 4155, A61P43/00, 35/00, 



■^^^w^^^i^Msiwii^ws^irrpcTi ~" 

Int. Cl. ' C07D2 13/00-81. 239/00-47. 241/00-40, 277/00-82. 487/00-04. 519/00, 498/00-04, 409/00-12, 417/00-12 
401/00-10, A61K31/0O-553 



REGISTRY (STN) , CAPLUS (STN) 









PX 


wo, 00/26203. Al (PHARMACIA & UPJOHN S. P. A. ) 


1. '2, 4. 


PY 


11. 5^.2000(11. 05. 00) 


7.8. 


PA 


#Wfl*0|SH, *3j;TJ?0^|fB#^3O-3lM. 62M3-4tTx 66M25-26 


10 














PX 


WO, 99/65884, Al (BRISTOL-MYERS SQUIBB COMPANY) 


1.2 


PY ' 


23.12^.1999(23.12.99) 


7,8 


PA 




10 




(7T^y-jicu 





to 

0^t< «:te<0#SiJ/j:aASr5t5i-t-6fc«)Jc?|^-f 5 
Xm (SASrf^i-) 
roj RSUciiBB^T^, im. ®*^{c-©&-f-53:iR 



rxj #iJ:B§ilofc5:S:iRT*)o-c. aK3tifto*-ei89g 
r&j lRl-/-?7^:^h7r $ y-XiR 



17.11.00 




B*ffl4*9f;r (I SA/J P) 
»fl!*-§-l 0 0-8 9 1 5 


®fiS#-§- 03-3581-1101 f 


4 P 9 16 4 


Hm. 3 4 9 0 



PCT/I SA/2 1 0 (^2-1—:^) (1 9 98^7.3) 



Hl^taS*^ PCT/J PO 0/04 9 9 1 



PX 
PY 



X 
Y 



WO. 00/47577, Al (SMITHKLINE BEECHAM PLC) 
17. 8>^. 2000 (17. 08. 00) 

wo, 99/31086, Al (SMITHKLINE BEECHAM PLC) 24. 6^ . 1999 (24. 06. 99) 
&EP, 1047691. Al 

WO, 99/24416, Al (BRISTOL-MYERS SQUIBB COMPANY) 
20. 5^^.1999(20.05. 99) 

&US, 6040321. A 
&AU, 9912955. Al 
&BR, 9814124, A 
&EP, 1042307, Al 

MARCH, J. . "Advanced Organic Chemistry, Third Edition' 
John Wiley & Sons, p. 786. 984-985 (1985) 

PINES, J. 

The cell cycle kinases. 

Semin. Cancer Biol. , Vol. 5. No. 4, p. 305-313(1994) 



1 

7.8 



1 

7.8 



1-10 



7,8 



10 



^^PCT/ I SA/2 1 0 {m2-<—:^(r>mt) (I 9 9 8¥7fl) 



